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(57) Abstract: Novel carboxylic acid derivatives of general formula (I), 
salts of the same, esters thereof, or hydrates of them, which are useful as 
insulin resistance improvers; and drugs containing the derivatives as the 
active ingredient In said formula, R 1 is hydrogen, hydroxyl, alkyl, or the 
like; Lisa single bond, a double bond, alkylene, or the like; M is a single 
bond, alkylene, or the like; T is a single bond, alkylene, or the like; W is 
carboxyl, -CON(R wl )R W2 , or the like; ZZl represents a single or double bond; X is oxygen, alkenylene, or the like; Y is an aromatic 
hydrocarbon group which may contain a heteroatom, or the like; and Z is an aromatic hydrocarbon group which may contain a 
heteroatom. 
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mmm 

mmm (Diabetes mellitus) lWit-f>7'J> mUV>5>?)l!\>*%& 

(insulin dependent diabetes mellitus: IDDM : f^—^mmM) £^>7,V>1E 
fcfr&mmm (non insulin dependent diabetes mellitus: NIDDM : f^zLmmWM) 

zomommm (-A&mmm:m<Dm%(D-^<D&fttLTmmffii>m 
m*£<mmmmffi<D*:®ft$:i*iit)Z>o m^m£mmz±mo>xof3.^. mm 

L^L, i^©iiiefifcK<bfc&?ii5&#©ii^^ 
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<b\ h^tfs Kfc^^M^i^i^ (su) mtim*h*)i>$>. 
u >^FSct< u k>. mme m®& e©-r >x u >#&£$y&-t 

»/> (Troglitazone) . fcT*^ 'J* % /> (Pioglitazone) ^ D->^»J*V/> 
(Rosigl itazone) fc£©^7V"J V >* U <bB?tf*u 

(peroxisome proliferator-activated receptor gamma : WiWiffllM<Dftit\zMlgfe. 
^^LTf©ffffl^^SLTU5^t^oT#fc (J. Biol. Chem. . 
270. pl2953-12956. 1995) . Z. ®hu Jiil ©5Mb lc <£ D TNF a . FFA*5<fctf leptin 

^fePPARrWagonisttLTf^fflL. OX'J >ffi^ttefe#^*^LT^^. 

<o*n?n*wtListzmm&fa 0 T^z£%z.e>tLT^it. iS¥ppar7W:lpl 
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acyl-CoA carboxylase. GPDHfc£©£e?i¥©fg§i£/ut U S^UKtXAK'K 

PPARrRtf a©dual agonistT&^jyj ^>8IIW#^ LTtt#§f}¥9-4877l 

^^©{b^tfa'DftWS (Current Pharmaceutical Design. 2. No. I, p85-l02. 
1996; BioorganicS Medicinal Chemistry Letters, 6. No. 17, p212l-2126. 1996) . 
U*» U PPARt agonist ©-»©*«TttBFIW3ft««fta tlT& 0 

££3;t)±Tfj£ttT^fc^. $^f; J e©«fc5^{b^#J^PPASr^«kl/a©dual 
agonist t LT#fflT-#3 d £ <. $lt^r, a. £cktf/3 ©triple 

agonistftUB {COHTte£< 3D £*IT^£V\, brt»U ±ETK!i^Ccfcp7iPPART 
agonist©lH4tt^7r/ l J> J >^lcS5l5l-S^W© ! b©tV^iti!lt>feO, 
^©Srfc?i«l3iTJ:l2©^ffl&^TS{k^*^m-e#n«^<£^±C|5] 

Zft£T'<Dmmmmmtt®&timmZG?Z>*mm (TG : Triglyceride) 

$e>(3PPAR0ttlliMflS^b©^f^ffl^»6nT^O (J.Biol.Chem.. 274. 
No. 31. p21920-21925) , ZLtl\Z^QnU7>TU-)l,ififeT-t*Zthft&i<tVT: 
£D (W09904815K t£b\ZZ\<Dy7*1 7\Ztt?Zasomsim&*bm?Zfc£'toZ 
^JETttlfcf, dtl*T'©-r>XU>SM±^#^«^6^^)^©fS]±^> 
tt'fc £©»HfMB ©««*«»!^T€r «. 

±ae©^6«nfc*a©iw»^f*asnTVi*. 
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■tts.t>*>*mm. -fox. 



7;Wl^*S. pj?iigStl&^L6©/W Hn^yJM^S. £HSI8clfc^L6©A 
-f KD^S^lO^g, ^S:l^:ViL6©;W HD^y7MJPfti, 
l^^t6©7^y7;WUS. KmScl^^L6©75y7;W=i^vS, IsilfJclfc 

^^L6©ADy>-fb7;ni^'>s. Km^i^^L6©ADy>-fb7;wu^s, 
^&2fc^w2©7;io*^7;Mr;t^ m.mmiz^\s\i<D7 )V^*z/7 

->S, ^|g[2&lriL12©7;m+«>7JI/+;i/5 1 «, £?l!i&3&^L7©v£0 7 
K^&3fc^L7©v£D7;U*JI/**vS, 0?3§&3&^L7©->*D7 
j^&2frV>L6©7JHr-Jl'a, ^^^c2^^b6©7;^n;u^ 
^^2^^L6©7;i/^-n;^^-S, k^2^^L6©7;^h^S, kI 

^2&^t6©7;w^^j^4 i vS, mmmti^vb(D7 )v*-)\,tt&. vmm 

l is©7 7;^jh. mmmtz^ v \wj 7; w^+->s *> u < wjt3&»7fc^ 
li8(D7^jwu^s^ ;Lttm^*^ti-s^ £tz\**n?nm±(Dm 

^-U>gt>L<tt^&2ft^L6©7;i^^l/>g£ -.MteHMS^ 
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ttl* Lt<D7)\>tr- U>m*L< ttjftX|k2&fr> LS<D7)\s*- V >g£ ; TIIIM^, 
£ ; ff«2. 4-^**7^771) v>-5-f ^S, 2, 4-$>**73 1 77'J v ? >-5 

<tt^^^7^^ui9©7?#^7v^s^^n-iE r n^-r) -essnsssst. m 

U ±E©«*fc*3^-t\ W*tS^T*0, WA*2.4-v?^V5 1 77U^>-5- 
AS5S-CQ- (dCTQUgSX^^fcttSSHM^^^f) > -CQNR*- (C1J1TQ«M 

Ti>TfefiK k^i^^L6©7;^;ws> %immt£^i>i<Dmmm7=/)v&. 

t>L<«^mSc7^^L19©5f*^7'>;PS$r j e-n^ r n^1-) . -NR'CQ- (ddTO, 

^\ttn^nm^m\zmcm^mr) . -sojNR 1 - (ddTR^Mfej^fci^g 

^^•T) , -NR'SO,- (R^^iS^^I^CSSr^-r) , i foU<tt-NR ,l CQNR rf - (d 

c: 7?q« we«* t cm & > r x1 £ ft \n»\t*n?nm - $. fc r*ft& ^ ttk^ ik3\ 

7)i*)vm, mmmfs-^cimmm7^)vm. ^L<\mmmfs.^L\9(D^m 
m7 i/frmtttiztiTfst) T'TfiznzmzTF-t. <iu ±&<Dfem\z&\,*x. t 

*mm. %ft\*m%mti^w<DmmjS.0k<t*mm$: ; m\tt< £fco*&4©«si 

©^#&Mfc*^g£^n^n^L ; -ass 

Y-L— X-T — 
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R 1 

— M^— W 

pparct, B&£ztr<o h v7)i73-7>hftmzm^<mmT-&zmiv>mm ;-r 

m : xmmm<D^m • ^#jT"&3Me©Bii- kbits. 
#sgBm ±ie-&5£ (i) -e^ns-ft-^ ^©^t)b<«^©x7>^;u 

^I^PPARa^ t t^T^X3.7;U7d'xx hf£ffl£fcttPPARa, /3&cfctfr©h 

y7)\,73- 7s v^m^wmm.^m ■ fern ^.mn<owt\zm^z\t^ 
sxT*mw<Dtomz-D^Tmmizmw-rz>. 

*mBMto®\t±mZ7fiVtcti5*)T'&Z>tf. »£L<«±I5-&:£ (I) \Z& 

>&§fig#> ^©ig=bL<e^©x7>x;i/Sfctt-?-ne>©7Kip^T$>o 

■s* jirf>M*fe ^©i&fc l < «-?-©x7.x;u^fctt^ne>©7Kfij#iT'^ o , 



6 



WO 01/25181 PCT/JPOO/06788 

©^«&£<b*3Stax&£;frJi'tf>&i8g#, *•©£*> L<te-£©x*x;u£fcte 
^u>«t*^-5*;^>k^(*. ^©&t>L<te^©x*5^H/2;fcte^tte©* 

(I) fcfcHX, R'#^n^ni£U:©@&g£*rLX^Xt><fc 
&5H*lfcV>L6©7;M t JI'S. K*»!&^L6©7;U3*->*T*0» StZ*« 

©igt)L<«^©xxx;i'*Zitt j en&©7K^T*o ;-&5£ (i) fc*v»T % 

■t©ttt>L<tt-t©XX7-^*fctt-tn&©*lP«T*D"; $££»£L<ra-& 
at (I) fc*^X. R , #^n^niR±©©&S£*rUX^X*>«J:^, RSRRlftV) 
L6©7;U*;WS. ft*ftl*t^U6©7;UD*^*T?*0, 8RZjft«SSfcO*»&4© 
f^S££LX^Xt><i:V^>-t?>SX&9, Xtf-flSit-CQNR 1 - (JlHTQ, R*« 
MEMfcHCXfcST) *fctt-MPCQ- (HUXQ. Fttffie&tt£B ess** 

"T) TSSns«T*0. Y#l£U:©M&a£*rLXV>X ! fe<i:<^ 4B**5fcHL 

i2©^£*£fb**ST»**;p# ^©ig=t>u< ttf©x7f;^t 
tt-tn&©*?p*x*4. 
*W»»+ii*v»xtt, ib^*©*Ji^3ft«fl!a:±-j&©»tt#**-rj:t36«*« 

SJB»*#<Kt*©»X©Jltt#*J:tfJMt#»d****, 
fi!H±©iC©IB^tK^$nst>©Xtt/j:^. 

sfcfcffliiii^+xftffldniMKio^xffaikiittwr*. 

R'> W, R 1 , R". *«tlflP 1 36«ltt±©lllftait*LX^Tt>«tVJft*»ltt^U6© 
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□ fcf^g. n-73^g, i-y^US. sec-73^g. t-7^;Ug. n-^>3MUg. 

1- ^>5 1 ;PS> sec-^>3MUg. t-^>3\M/g, ^*^>^;PS, 1-*3MU7?MU 
g, 2-^)VZf^)V^ \,\-^^)V^u\d)Vm. 1. 2-v^^;pyDf;u«, n-^\ 

*->ji/g. i-^->;us. i-*3\/u^>-?Mi/g> 2-*w<>^;ug. 3-t^ju^ 
>^;ug> u-s^^T^ug. u-v^^y^ug, 2. 2-^/^^;^. 

2. S-v^JUT^Ug. 3, 3-v*3MW7^;Pg, l-x^JP 
73MUg> 2-X5 1 J^5 1 ^*. 1. U-HJpWl^Dt^Ug, 1.2, 2-h'J^^y 

mi*>n. ttf^L<\t, x^g, n-ypfjug, i-7otr;ug. n-7 

3^g, i-^f;H- sec-73\>Ug. t-7^;Ug; n-'O^g. i-^>3\/Ug. 

sec-^>^s. t-'O^ug. **^>3\>ug, i-^wi^^g, 2-*^;u7 
?)vm. i. \-i?*3-)v7u\z)vm. i. 2-> ? ^^;wyot:;us, n-^e^ug, 

^s^gT&o, <fc9$?£L<tt> pwug, x^;wg, n-yDtJI/S, i-7atf 
JUS, n-y^Pg, i-7^;Ug> sec-7^;Wg, t-T^Ug, n-^^g, i-^ 

>^)vm. sec-^>^;i/g, t-^>^jw*. **^>3\>i/g, i-7^;i/7^ji/g> 

2- >^;uy?-;w*. u-^^T'Dtr^g, n-^^^u^vm. set*? 
*k«^^;ws. x^g. n-7Dt?;pg, i-yotr^s, n-7^g, i-73 1 
jug, sec-7^g, t-y^gx-fco. b^thVfZisKte*?)^ x^S> 

3-5i^fOAoy>^ ; - h 'J^g ; 7y Kg ; *;W=UUg ; ;* 

^;ug, x^;ug, 7oO/g> -fv7Dt:;ug> 7>jug&£<z>7,Mr;ug ; f 
x;ug, 7'J^g. 7p^xU/gfc<hW;uyx;i/g ; x^-;ug, ^xjwg. 
7P/i;WUgfc£©7,M^x^g, <£$7;u*;i'gK#ffc-f h+vi, xh 
+yS, ^D^^yi, 7 , h+vg/«C<i:©7;Un + '>g ; 7;^o^f=-;Ug, 5? 7 
)V*a*^)\,m, h^7)Utn^)im. 7)V*nj:?-)\,mtte<DJ\n>f;7)V* 
)Vm : t KD^v^JUgv kFP*->X^;Ug. t Ko*->7*otr,H/gft«i:tf>t 
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jps ; 7$ys ; ^?;u75ys, xws/l, -f v/o e;u7$ y 
7ji/+;u7^ys ; v*3-)V7^;&. ^^x^;u7sys, yxf^sys 
^£©^7^+^75 y« • 7*;*?)\>m, jsyx^s. 7s/7 , Dt>s 

xjug. ^D^+->*ji/^x:;i/a^i:©7;m^->^;^-^* ; ^ h*->#;i'* 
x;m3\h^ ih+yAM-i^fJU. 7*d ;i/#x;M3\^a. ;* 

x5 L JWS^t*©7;ni^->*;u^-;w7;wi;s ; ^^u^^i/^^s, 
^vx^us. x^*^*? 1 ;^, x^;i/**vx^;i/gfc£©7;WM- 

+->7J^JH ; ^^^^a, ^Wl'^x^g, X^^^-^^US^ 
X^;i/5 1 ^X5 1 ;l/*^(>:©7;^JU5 1 *7;WUS ; 75 J *3-)V7$.J ^^S. 

7ayx^JU75y^5 L ;i'S^<i:(D7$/7;u+ju75y7JU+;i'* ; 

f©7Jl/+Jl/*JU^x;^^r->S ; *+->^^S. ^vs^^i/x^l/:**^ 
3LT)\,&1i£0)7 *)-)\>7 )VU*i/7 )Vu*i/7 )V*)V& ; fc KD^->X^;i/^ 

)V& is *?-)vm. ^>v;u^-^vx^;ps» ^>v;M-*->7cifc: 

)VWiE0)7^-)V7)Vn^-^7)V^)Vm ; h 'J ^)V7>^-^. .jWUx? 1 
JM^JI^^x^g, h'Jx^;i/7> ; &x^-S7i<i:©mB3lS7> ; ex^-S ; 

□ 7MJH;y^oyo^xM. y/7D7'f-iH. yi7 0^>rXjH, -> 

^□^txjHftt'©->^o7J^x;H ; 7xxM, f'JyxjH^ ^xx 

;pg> 7'j;us. tfD'j^g&tW'J-^g ; x^;i/^S> 7° 
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!/-r;pab&:i:©7 , jn-f^*: 7;m-d7xx;i^ yD^xx^a&^AD 
75 yg, 7;u+;i/7sys, s?7^75/i, *;w\*^;us, 

R'*«l«±©«JftS*WLT^Tt>«fc^*»lttV»b6©7;U3^^**^-r« 
K7;io*->Sfctt. 1 ~ 6 ©fiUfe L < te#&f£#©7JU=J*->g£ 

*U ^#Wfcttj)JE7J^JI^©*iSfcK*SWte'&Ufct>©* I ffiaL» «*. 
^h + xl, ih+->i, n-7*D<K*->g, i-yo^^i/S, n-7h*->£, i- 
7h^yl. sec-T^+vS, t-7"h*->S, n-^>?M+yI, i-'OfM 
*->g, sec-^>^;M-*vg. t-^>^;M-*->g, **^>W**>S, 1- 
*3 t ;P7>*->*, 2-*3\>P7>*vg> I, 1, 
;uyo7H^->S, n-^+->;u^^->a, i-A^yM^yS, i-y^;i^>^;i/* 

h*->i. U-S^^K/h 2, Wh+yl.' I, 

2-X5 1 JW7*h*vg> 1. l,2-h'J^5 L ;P-7D#+v*. 1.2.2-MJ*3\H'7 , D#* 
yl. l-XfJlz-l-^fJ^D^+vi, l-X^-2-*^7o#*->a&£# 
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n-^h+yl. i-7>*->8. sec-7h*vg> t-7>*:>g* n-^>^;^+-> 
S. i-^>3\>M-*->g. sec-'03MM-**>g, t-"?>^>M-4->*, 
?jW+yi, l-*3MU:7>*v^ 2-^5 L ;P7h+->S, l.l-5?*^7o#* 
l.2-v*^;Py*o#*:/S, n-A^->;u^->S, i-^y^4'>ST'fe 

n-7>*->5. i-7>*->a. sec-7h*->S. t-7h*->g, n-^^Utf+v 

», i-i^fr**^ sec-o^frttzsm. t-*>wM-*->ak **^> 

yS, l. 2-^^^ya^+vS. $e»l:»*Kli/h^vS« xh+yg, n- 
7D#*->g. i-:/D**->g> n-y^ + yl. i-^h^>S. sec-:/h*->g, 
t-7>*->g. feot^Kl^h+yl, xh+->I, n-yot^yi. i- 

*g£^u ^m^m^T^^mfD^^zmnmwm^Ltz'b^iim^ u 

^i^g, i-7?)i>?*m. stc--f^-)v^m. t-??)^*^ w^or*? 

\-*>?-)Vf-tt> sec-^>5=-;^*ai» t-^>^;u?**, ^*^>^;i/ 
3^g. \-^)vy^-)v^m. z-trfrfwtt-m* \,\-^^)Vzru\d)^ 

^;^>?;i/5"^s. 2-^^;i/A>^;^^-s. 3-^5=-;^>^j^*s. i. i-s> 

^JU^U^g, I. 2-v^^Jl/^;U^^S> 2. 2-v/^;U^J^^S> 1. 3- 

i-jL^frzr^jvttm. 2-x^)^f^)v^m. i. l. 2- h u *?-)vzfu \d)\,?*m. 

\.2.2-hV \-x.^)W\-^)Vztu\f.)V^m. 1-X3^I/ 

n-^otTjl^g. i-7ntr;i^*g, n-T^U^S. i-y^U^S. 
sec-T^Jl^tfg. t-Zf^)V^m. n-i>?)Vtt&* \-*>?)V3-*&* sec- 
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i>?)v?*m, t-^>^;u^*s. zfOTjittg* 

sec-y^;^^*. . t-y^w 1 **, n-^o^ju^g, i-^o?;^* 
sec-^>^;^^8. t-^>^)^tm. **^>3-)v?-*m, \-*j-)vy^ 
)v?-*m. \.\-zw-)v7u\z)Vtt&. 1. 2-^*3^ y 

i-yotf;^«. n-y^JP^S, i-y^l^S, sec-y^JH^g, . 
^wmz\tmx\t)\-( Kd*->*^;uS. 2-a< Ko+yxf;H, i-a 

KD*->x^;wg&£#^tf£n3. 

A< KD+yl^ftS. l-A< KD+vX^U^rfrSft^W b*l£. 

K7ay7;u^;u*(htt, ±fg^Sci~6©iii« : bL<tt^lI^7 
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mzujs;*?)^ 2-75 yifjn, i-7s;i^Sftt'm^n*„ 

D+v'Sfc^'T^ gE7S/7;m ±fEp?3ii!cl~6©i«S*>L< 
«^ttH^©7;P3^vSti3^T, M&^tgfc»!><75 /»T-g&$nfcS£ 

b< te#&m#©7JU*;u3 1 **K::fc^T> ®&pJii&gB&#7S yST§i$n 
fc*£?K-f. ^wtn^x^sy^^^^-s, 2-7ayx5 1 ;^«, 1-7 

s^-r. i^TADy>g?ttt7^i^, ttM? v AM?* ac?*^ 
&<>:£v>3. mwmz\tw*.te7)\'*u*T)\,m. h*)z>)v*u*?-)vm. 2-y)i 

H«CUTR , ^l«±©ll*ai**rLT^T'bJ:^*»ltt^t6CDAoy>{b 
7;U3+vS*^-T^ ^Aay>fb7;io*->g£fcL ±i2^^1~6©il 

|5|^{'LTR l ^l^±©^a^WLT^T : bJ:^^Scl^^L6©Aoy>'ft 

□y>^T*M^$nfcs^^-r. ^wmzn.mz\t7^-tu^)v^m. hj 
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mtt<D7)\s*)vmz&^T. m8&mtzttmt±.&i%m& 1 ~ 6 ©sit u < a# 

£. 2-Xh*xX?;i/gfc<^^tf£>n-2>. 

7JU3*v££*T4I£, «7Jm*S'7;Hi*$'SfcWU ±IBk^1~6©E 

c?itm ! bix<«^ttfi^©7;w3^->STg^$nfcs^^-r. *#wfctt«^.tf 

^K+y^V+yl, xh^h^yl, l-^h^->xh^S, 2-* h*vx 

l-xh^vxh^x*. 2-xh^vxh+*>»^^#^e>n«> e 

^fCUTR'*n^±©@^»$:^rbT^Tt>«tV^i!c2^ViU12©7;Uli^v 

7;w*;i^*g£^-f^ ^7;n3^->7;w^«i:«, ±»»*fti-6 
i ~ 6 ©itmt) u < teft&mvt^frDiFi/mT'm&zntc&ZTK-?. m&mz\t 

R'*Mm±©gmS^WLTV^TfcJ:^K^^3^UL7©v^a7;^Jl/S^ 
T4§&. g->^D7JU^;US<htt, ^?it&3M©^#©7JWl'S£ii#U A# 

wtttWAtf. ->^Dyotf;us. ^d^;«, ->?n^>^;ug. ->^o^\ 

rattt LTRWlW±©m&S£W L WT fc^t^&gtfft^ L7©~>£ □ 7;U 
y^oyafM+yS. y^D^M+yJ, y^o^OfM+y 
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fcttfl^tfx^x;!**, l-^P^>-l--f;i/S, 2-7"a^>-l--r;i^ 3-7'o^> 

-i--r;i/S, i-^T->-i-f^s. i-yf>-2-'f*i, i-^x>-3-<jus^ l-Tx 
>-4-<^s, 2-77>-i-f 2-7 , 7>-2-r;ua. i-*7jwi-;/p^>-i- 
-ops, 2-^5 L ;u-i-7'o^>-i-'f^S> i-^f;u-2-yo^>-i--f;p», 2-*?- 
;>-2-yp^>-i-<;ws> i-*3 L ;u-i-7*7>-w;i'*, 2-*? l ;i/-i-7 , 7>-w 
3-^^jp-i-^x>-i-<as, i-/^;p-2-^x>-i-f;w«> 2-^^-2- 
^x>-i-<^s, 3-^^;u-2-^x>-i-<jwax i-^5 l ;w3-^x>-i-'i'^s, 
2-*7;w-3-:/7>-i-'Oi'g. z-^iv-z-zfy-y-x-i )vm. i-x5 1 ^i-^f> 
2-x^;u-i-yx>-i-'f;i'S, 3-x7;wi-:/7>-i-'ni'*. i-x?- 

;i/-2-:/7>-WJl^ 2-x7;i/-2-77>-l--f JPg, 3-X^;U-2-> r 7>-W;i' 
l-X^;i/-3-?x>-l-1';i'g, '2-X^;P-3-^t->-W-M«. 3-x^-3-7 

7>-i-oug. i. i-> ? ^5 L ;i/-i-7 , x>-i--rjus, i. 2-v ? ^^ji/-i-y7>-i—r 

JUS, I. 3-$>*3^M-:77>-W 2,2-y^f;hl-yf>-l-fiH> 3.3- 

v ? /7jm-7'7>-w>H'*, i. i-^/^;i^2-^t->-i-<^». i.-2-5?>^;w 

2-7'7>-l-'f^S, l,3-v/^P-2-7'x>-l-1'JUS. 2. 2->^7-;1/-2-7t->- 

1- fjus, 3. 3-$>;>wt'-2-77>-i-'f;us, i. i-^^tP;u-3-yx>-i-<;us. 
i.2-v^5 L ;i/-3-^x>-i-'f;us, i. i-i/t^v-z-iT-y-x-f 2, 2-^/^ 
;i^3-yT->-i-r;u*. 3. 3-^*3^-3- 77- >-i--f;u*, k>t>-m 

2- ^Of >-l-'01'*» 3-^>x>-l-< JUS. 4-^>7>-l-1'^S, l-^>7> 
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-2-<;us. 2-^>x>-2--r;us. 3-^>x>-2--r;u*. 4-^>x>-2--f;ug, 

1- ^>r->-3-<;us. 2-^>x>-3--r;ua, i-'Ox>-i--oi'Ss 2-^>x> 
-i~f 3-^>x>-i-'f^^ 4-^>x>-i-<;ws. i-^>x>-2— r;us, 

2- ^>x>-2--T^S> 3-^>t->-2— r;i/g. 4-*>7->-Z-4 1-^>x> 

-3--r;i/S. 2-^>x>-3-<;us. i-^^;u-i-^>x>-i--f^S. 2-^^u-i- 

l-^)H-^>f>-l-^H< 2-^^JU-2-^>-r>-l-<^*. 3-^^JU 

-2-^>x>-i--i';w*, 4-^^;u-2-^>x>-i-<;i'a, i-^^;u-3-^>x>-i- 
-oug. 2-/3 L ;i/-3-^>x>-i-f ;u*> 3-/^;p-3-^>x>-i-f;PS, 4-/5 1 
;i/-3-^>x>-i--r;i/S> \-^)v-A-^y7-y-\-^ 2-*3 i ;u-4-^>x> 
-i— r^s> 3-^^-4-^>x>-w;w«. 4-*3\>u-4-^>x>-i-'f jus, 1- 
^5 L ji/-i-^>x>-2-r;ws, 2-^5 L ;w-i-^>x>-2-<;u*, 3-^^;u-i-^> 
^>-2-r;PS. 4-^^;w-i-^>^>-2--f;^ i-trw-o^y-i-^ 

2-*5P;i/-2-^>x>-2-f;Ug. 3-^?^-2-^>x>-2-1';US. 4-*fPJI.-2-'< 
>^>-2-<;u^> l-^^;W3-^>^>-2--f )vm. 2-^^Jl/-3-^>x>-2--f ;u 

3-^5 L ;w3-^>x>-2-f;i'S. 4-*^;i/-3-^>^>-2-<;ug» l-pwu- 

4-^>x>-2--r;US, 2-pWP-4-^>5 L >-2-'f;Ug. 3-*3\H-4-^>^>-2- 
-OUg, 4-^^-4-^>^>-2--f;i/S. l-^5 L ;U-l-^>-x>-3--f^S, 2-/3 1 

;u-i-^>^>-3-'Oi'g> 3-^;M-^>-r>-3--r;i'Sv 4-*3 i ;m-^>x> 
-3-<;ws, i-^^;i/-2-^>x>-3-<;p»> 2-^5 L ;u-2-^>x>-3-r;u*, 3- 

^H-^>f>-3-^H> 4-^^;U-2-^>x>-3-f;US, l-'vH^-l-f 

;ug, \-^±>-2-^)V&. i-^=^r-fe>-3-<;us, i-^-fe>-4-<;us, 

JU*. 2-^\^-k>-3-f^8, 2-'\*-fe>-4-f ;Ug, 2-Mf-fe >-5-< JUS, 2-^ 
=Hz>-6-f JUS< 3-^*-fc>-l-<i«. 3-^-fc>-2--f;USs 3-^-t>-3--r 
;u*fc£**¥tf&n. »$KBif=JH. i-^a^>-i->r;i/». 2-^d^> 

^>-3--f;us. i-^T>-4-fJH, 2-7x>-i-'nus. 2-7'x>-2--r;us. l- 
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*3-)V-\--fui>-\-<i)\,m, l-*3-)l-\-7Ul>-\-'1 \-*?-)V-i-7u 
^>-i-<;^ 2-^^;u-2-^D^>-i--r;us. i-/^;w-i-^x>-i-T;i/S. 

2- *3\>m-7x>-w 3-/^;i^i-yx>-i-r;us. i-*3\>u-2-:/x> 
-M^Mk 2-^5 L ;w-2-yx>-i--f;i'S, 3-/^-2-^x>-i-'f;PS> i-^^ 
;u-3-^x>-i--f^S. 2-^^;u-3-yx>-i--f;i/S, 3-^^-3-yx>-i--f 

i-x^;i/-i-yx>-i-<;us. 2-x^;m-:/x>.-w;i^ 3-x^;m-7 

x>-l-<;^ l-xf;i-2-yf>-l-'fM, 2-X3\U^2-:7x>-l-'l'Jl'g, 3- 

x^i^-^t^-w^s. \-jL^)v-i-^y-y-\-^ )vm. 2-x^;u-3-y^>-i- 
-fjpg. 3-x^;p-3-^x>-i-<;^ i. i-^^^w-i-^x^w ;ws, 1.2-5* 
^jin-y^-w^s, 1. 3-^^-i-y^>-i-f;us, 2. 2- 3^-1- 
:/x>-w;i/«, 3. 3-v^^;i/-i-^x>-i-r;w«^ 1. \-v*?)i-i-77->-\- 
<i)v&. 1. 2-v 5 ^^;w2-yx>-i-< 1. 3-> f *3 L ;i/-2-:7x>-w;i'S, 2. 2- 
vj*3\n/-2-7x>-i-i';i'g, 3j-^*^-2-:/x>-i-H'.»'g, 1. i-vpwu- 

3- ^x>-i--r;^ i.2-^*3 i ;i,-3-:/x>-i-'Oug> 1. 3-s^^^-3-y^>- 
w^g. 2, 2-v^5 1 ;i'-3-^5 i >-i-i';i/S. 3. s^^^-y^-w^ST 

ctO»*b<ttxxx;i/S, \-zfuo-\--i 2-:/D^>-w;pg, 
3-yo^>-i-<;ug, i-yx>-w;pg, i-yx>-2— r;us» i-^t->-3-<;u 
l-y^^-ows, 2-^x>-i-<;us> 2-^5 L >-2--f;w«, l-^^u-i-y 
o^>-i--f;i/S, 2-^^;u-i-yo^>-i-<;ps, \-*3-)V-i-7uo-\-4 )V 
a, 2-^^;p-2-yo^>-i--r;us. l-^^u-i-^T^-i-ougv 2-*3\ip-i- 
^t^-i-oi^ 3-*3\>i/-i-:/x>-w;ug, l-^^^-^xv-i-f^S, 
2-;*x;u-2-:/x>-i-<;i'g* 3-*x;u-2-:/x>-i-f 
-\-4>v&. i-^)V-%-zf^-y-\-^)vm. 3-^^;u-3-y^>-i-<;i/ST*feo, 

t>o<hfc$?£L<tex^xjl/g, \-7u«.y-\-4 2-:/D^>-W;i/g, 3- 
yp^>-l-<JWS. l-yx>-l-f;US, l-7x>-2~fJUg. l-7x>-3-Ol/g. 
l-^x>-4-f^S, 2-^>-l--f ;PS, 2-yx>-2--f ;i/gT-&£. 
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-2-f Jl^*->S. l-yf>-3--fM+yI, l-7*T>-4-'fM+yi, 2-7x 
>-i-<;M-*->g. 2-7x>-2-f;u;**->g\ \-*3-)\,-\ 7 7w<>y-\-^ 
->g. 2-*3SM/H-7D^>-i-^jM-*->g, \-*3-)V-i-7'u<y-\-'i )V**y 

jv-2-^f>-i-<M*yi, i-*?)v-i- zfT-y-x-^ )V**z/&, z-^)v-i- 
7x>-w,>m-*->8, i-^^-3-^>-i-<;^^->«, 2-^5 L ;U-3-^x> 
-l-ou^vS, 3-^^;i/-3-^>-i--f ;m-*5^ i-if;hi-^f>-i-f 
;m-*->£, 2-x5 l ;u-i-^x>-i-i'^^^*. 3-x?^u-i-:/x>-i-<;m-* 
5^, i-x5 1 ;i/-2-^7 1 >-i^;i'^^i>*, 2-x^;u-2-^x>-i-<;^^r->s. 

3-X^JW-2-^>-l-<;^^->S, l-xf^-^f^l-fM+yi, 2-X5 1 

;p-3-yf>-HM+yl, 3-x?\^-3-:/x>-w;m-^>«, 1. 1-5>*^ 
-i-7t>-\~i jutt*** i, 2-^^^;p-i-^x>-i-<;u^v*. 1.3-5?*^ 
;wi-> r x>-i-'f^^'>S> 2. 2-5?*3^i-:/x>-w;v:**5'g, 3.3-5;* 

^-1-^x>-l-<^^->». 1, l-y/fJH-7r>-l-<M+yi, 1.2-5? 

*^-2-yx>-w;M-*vg, i. 3-v^^;p-2-yx>-i--f^+->s, 2.2- 

5?^^;U-2-^x>-l--f ;M"*->S. 3, 'l-t?*?-)]r-2-77>>-\-4 

1. i-v^5 1 ;w-3-^x>-i-rji'^vS> \.i- s J*?-))r-i-'7j'>-\-4)V**z'*k* 
1. 3-5^^^;u-3-^x>-i-< JM-*->a, 2. 2-v^5 i ;u-3-^T->-i-f ;^^->a, 
3. 3-v^^;w3-yx>-i--f jm-*->s, i-^>^>-i-<;u^->s. 2-^>t- 
>-i--r;u^->s. 3-^>x>-i-<;^^*>«, 4-^>^>-i-r ;u**->g. 
i-^>x>-2-rji/^-^->s, 2-^>^>-2-r;M-*->g. 3-^>x>-2--r;u^- 

*->g, 4-^>x>-2-OU**vS, l-^>x>-3-f;P^^~>S. 2-^>x>- 

z--i)v**i/m. i-^>x>-i-<;m-*->s, 2-^>x>-i-f;^^vS, 3-^ 

>f>l--fM+yS, 4-^>x>-l-f;i/^+'>S, l-^>x>-2--f JM"*^ 
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2-^>x>-2-OM-*->S. 3-^>x>-2-OM-*->S. 4-^>x>-2-< 

■i-^>f>K;w*i'i. 2-/?ju-i-^>7 L >-i-'f;^^>s, 3-*^;p- 
i-^>7 L >-i--f;^+->s> 4-*^;M-^>x>-i--oM-*->g. 1-/^-2- 
^>7 L >-l-<J^+->S. 2-*^;i^2-^>x>-i-r;i^*->g, 3-^^-2-^: 
>x>-i-<;^^->S, 4-*3^u-2-^>x>-w;M-*->g, i-^;u-3-^> 

T>-l-<M+yI, 2-^5 L ;P-3-^>x>-l--f;W^+i>a, 3-^^;U-3-^>7- 

>-i--f;M-*->g> 4-^^^-3-^>x>-i-f;u^-^->s, i-^^;u-4-^>x> 
-i-fjM-*->g, 2-* ^;p-4-^ >t- >-i--r ->s, 3-^5 L ;w-4-^>^>- 

1- -f;M-*->£. 4-pWi/-4-^>7 L >-w;M-*->g, i-*3 l ju-i-^>^>-2- 
-om-*->s, 2-;WM-^>t l >-2--tjm-*v'«, 3-^^;u-i-^>^>-2-f 
;u*+->». 4-^5 L ;p-i-^>x>-2--f;^^r->S, i-*^;u-2-^>^>-2-r;u 

**->g, 2-*3^l/-2-^>^>-2-^**->g, 3-^5 L >-2-^>^>-2-f;^ 
+yg, 4-^^-2-^>^>-2-f JU^-^vS, l-?WP-3-^>^>-2-f;U:** 

->S, 2-^^;w3-^>x>-2-<;u*+->s, 3-^^;u-3-^>^>-2-rju^-> 

4-^5 L ;i/-3-^>^>-2-<;^+->S, \-^^)l-A-^>7->-2- OUttzsm, 

HfH-^>f>M jm-*->s, 3-^^;p-4-^>^>-2-r;^^->s. 4- 

3MM-^>x>-3--f JU^vg, 3-/^JU-l-^>x>-3— f^+v-S, 4-^^ 

;M-^>x>-3--f;M-*~>g. i-*3s>u-2-^>^>-3-<;m-*->s. 2-^^;u 

-2-^>x>-3--r;U^+->S. 3-^5 L JH-^>T>3--fM+yS, \-*?)\r- 

2- ^>x>-3-<J^*->S, l-'v*-fe>-l-< l-'\*-fe>-2-'OM- 

5-<;i^*->g. i-'\*-fc>-6-f;M-*->g. 2-^-fe>-i-rju^v», 2-^ 

*-fe>-2-OM-*->S. 2-^*1: >-3-f^**S/*» 2-'v*-fe>-4-f ;M-*-> 

;m-*->s» 3-'\*"fe>-2-f;w*4 i ->ai, 3-^*-t>-3--r;p**->a&t*a«3Stf 
6*1. »£u<tti7 L ^;M-*->g, i-7'o^>-i-r;u^-^->s. 2-^d^>-i- 
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-fM+yg. 3-7*D^>-l-<;M-*:>g. l-7x>-l-OI/:t*->S, 

->s. 2-/5 l ;p-i-^o^>-i-<;^*>'S, i-*3 L ;p-2-7D^>-i-'f;i'**-> 

2-^5 L ;U-2-yD^>-l--r;^+vS> l-^5 L Jhl-7'f>-l-'fM+yS, 

2- *^;m-:/x>-i-<;m-*vS, 3-^^;i^i-yr->-iH , ;u**^*, k*?- 
;i^2-yx>-i-<^*^s, 2-^^;p-2-yx>-i-<;^^'>S, 3-*5^P-2- 

7f>-KM+vS, l-*^;i^3-:7x>-W;U=Mr>'X» 2-^^-3- /r> 

jm-*->s, 2-x^;m-7x>-i-'OM-*->«> 3-x^;im-;/x>-w;m-* 
->g, i-x^;i>-2-7x>-w;M-*:yg, 2-x5 L ;i/-2-^x>-i-'f^ ; f->S. 

3- x5 1 ;i^2-^x>-l-<;P^+vS» l-xfjR-^f^l-'fM+yl, 2-X5 1 
;H-yr>-l-f;W*vl< 3-x^;U-3-yx>-l-TJ^^->S. 1, 

JWl-^x>-l-^;^+->S, 2.2-i/^^;P-l-^>-l-f;i/^->S, 3. 3-/* 

fjir-i-^fv-HM^vS. l. i-v ? ^5 1 ;p-2-^x>-i-'f ;^^->S, i. 2-v 

^^-2-yf>-l-f ->S. 1, 3-y^^h2-^r>-l--f J^->S. 2.2- 

v^^ju-2-7»-i-r;u^-+i>s. 3. 3->^3 1 JU-2->^>-w;i'**->x. 
i. i-^^f;H-^f>-K;^^yi, i, 2-^^^H-yf>-i-r;w+yS > 

1. 3-y^^-3-yf>l-f JM"*^ 2, 2-v^5 1 ;U-3-yx>-l-f 
3. S-v'^^-S-yx^l-r^^vST-SO, «kt)»^KIiXT-M^yi, 
l-7D^>-l-f;M-*->S> 2-7o^>-l-OM-*:>g, Z-zfu^>-\-i )l* 
*->g, l-7'f>-l-'fM : l ; yI, l-^f>-2-<;i/t+yi. l-7T->-3--f ;i/ 
t+yS, l-^f >-WM^yS, 2-7x>-l-f JU:** yl, 2-7x>-2-'f 

ji^+v-g, i-^5 1 ;i'-i-y'o^>-i-<;i/^->«, 2-/5 L ;i^-i-yo^>-i-^;u 

l-*3S>U-2-yo^>-l-'f;M-*>8, 2-*5\)U-2-:/D^>-l-'fJM- 
**>8. l-^^-l-^T>-!-'fM4 i yS, 2-/3 1 ;Wl-7*x>-l-^JM-*v'a, 
3-*^M-7*x>-l--f;M-*v'g, l-*3\fc-2- ^Ty-l-fM+yl, 2-*3" 
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LTR'^lJ!U±OS^a*W LT^Tfcct ^^2^Vi L6©7;^-^ 

l-7x>-3--Ol'^:tg. l-^x>-4-<;^^ 2-7*r>-l-f^l, 
2-7 r x>-2--r;i'5 1 *S, l-^^H-yo'O-l-fJI/^l, 2-/^;wi-ya^ 

-i)V3-*m, \-^)v-\--^y-y-\-^ )v^-tm. 2-^^;wi-^x>-i--f ji^^s. 

2-7x>-WJU3 1 :*S, 3-^^-2-yx>-l-f^«, l-^^;U-3-y^>- 

i-r^^-s, 2-^5 L ;i'-3-^x>-i-i';u^^s. 3-^^;w-3-^>-i--f;^^ 

l-X^JM-^x^l-Ol^S, 2-x5 L ;U-l-^x>-l--f^5 1 «, 3-X5 1 

;i/-i-yx>-i--r^*s. i-x^;u-2-7x>-w;i^g> 2-x3mu-2-7t- 
fti, 2-x^;u-3-yx>-i--f 3-x5 L ;u-3-^x >-)--< 1, 1- 

v^^-l-^>-l-^^^ 1.2-v/^-l-^x>-l-'1';U5 L *S. 1. 3-v 

*3\nH-7x >-i~f ;i^:*s> 2. 2-> j ^5 L ;i/-i-> r x>-i-'f;^^ 3. 3-v/ 
^jp-i-yx^i-'f^^a, i. \-v*?-)v-i-77-y-\-'< l, 2-v^^ 
;i/-2-yx>-i-<^^S. l, 3-^^5 1 ;i/-2-> r x>-i-f;i/^^S> 2.2-v^x^ 
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3- 7x>-i-f i. 2-> ? >^-3-^x>-i-'f;i/5 L ^-s, i.3-vj*3Mu-3- 
x>-i-<^=ts. i-^>f>-MJ^s, 2-^>-r>-i-f;u3 L *s, 3-* 

1- ^>f>MW*i, 2-^>x>-3-<;P^«, l-^>7>-Kmi. 

2- ^>r>-l--f^**» K>f>-HJWi. 4--^>5r>-l-f;i^*S, 

1- ^>x>-2-'f 2-^>x>-2--r;P5 1 ^S, 3-^>5 L >-2-<;i/5 1 ^-S, 

4- ^>-r>-2-<;i/^^8, l-^>f>-HWtI, 2-^>5 L >-3--f;^«, 

^>x>-l-<Jl'^S, 2-^^;W-2-^>5 L >-l-^;^^S, 3-pWI/-2-^>x 

-f^*** 2-*^;u-3-^>-r>-w;u^*g, 3-^^;u-3-^>x>-i--r;P5 1 

2- ^5 L ;W-4-^>x>-l-<^5 1 ^-*. 3-*^-4-^>?>-l-' Ol^**, 4-*9=- 

^>x>-2-< ;i^*8, 3-^5 1 ;u-i-^>x>-2-f;u^«, 4-*3\>M-^>x 

>-2--f l-^5 L ;U-2-^>x>-2-<;^^», 2-^5 1 ;W-2-^>x>-2- 

-Ol^**. 3-*3 L ;U-2-^>x>-2-<;H 1 ;frg, 4-/^;U-2-^>-r>-2-< ^ 
\-*?-)V-Z-l>7->-l-'t 2-^W-3-^>x>-2--r;^«, 

3- /^;i/-3-^>x>-2--i';u5 l ^-a, 4-*3^-3-^>x>-2-'f;i^:*g. l-** 1 
;i/-4-^>x>-2-<;^^-»> 2-^?;u-4-^>x>-2-'f ju^S, a-/^;M- 
^>x>-2--r;i/5 1 ^-s. 4-^5 1 ;i'-4-^>x>-2-'r;^^-s> i-^ju-i-^x 
>-3--f;^^s, 2-^5 L ^-i-^>7 L >-3-i'ji/5 l ^a, 3-^^;u-i-^>x>-3- 
-oi^s, 4-/5 L ;u-i-^>x>-3-r;i/5 1 ^ wfjirM>f>H*f 

2-/5 1 ;U-2-^>x>-3-f ;u^^Sv 3-^5 l ;U-2-^>t->-3-1';P^^S, 
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-OPx^S. \-^=¥±>-6-^ 2-'\*-fe>-l--OUx*»* 2-'\*-fe>- 

2- -OPx*g, 2-'\+-ti>-3-<;i/5 1 ^5. 2-^-t>-4--f;W 1 ^-S. 2-'vHr> 

-5--r jux^s, 2-^-t>-6-< frttm. s-^-ty-i-i ;wx*s, 3-^*-fe 

x*«, \-7a*>-\-<i)]&*& 2-yo^>-l-<;u^g, 3-7d^>-W 
;i/^S, i-yfy-i-'f^^ i-7x>-2-f;i^:ts, i-7x>-3-<;u^ 
i-y^>-4-r;i/^^-s, 2-7x>-i-f;i/x:*g* 2-y^>-2-f;u^^-s, 
\-^)v-\--^u^y-\-^ )v^m. 2-^5 L ;u-i-yp^>-i--r;u5 l ^s^ k*x 
;p-2-yD^>-i--r;^^-S, 2-*x;u-2-7a^>-i-f;i/x:*g, l-^^u-i- 
^x>-i--r;^^ 2-*xJM-7x>-i- ; oi'x:*&> 3-*x;m-7x>-i- 

-Ol^S, \-*?)V-1--7 : t>-\-4 2-^)V-2- fy-y-X-^ )VT*&. 

Z-*3-)\r-l-Z? 7- >-l~1 JUx*£, l-^^^-^T-V-l-f^^^, 2-^^- 

3- ^x>-i-f;u^Sv 3-*x;u-3-:77->-w;i/x*g, i-x^;m-:7x>- 
i-r^x^s, 2-x5 L ;u-i-> r r>-i-<;^^-s. s-xxjI'-i-^t^-i-oux* 

i-xx^-^x^i-oux^s. 2-x^;w2-yx>-i--f ;wx;ts, 3-xx 

;i/-2-7x>-l-f;i'3 L :*S, l-Xx^-^x^WJUx**, 

>-i--r;^^-s, 3-x^-3-yx>-i--r;^^-s, l. i-y^fjn-yf>-]- 

-YJl^^g, 1. 2-^x;U-l-7x>-W^9 1 *g, 1.3-y^^-l-yr>-l-^ 
\.\-~J^)V-2-Zf7-y-\-^)V^m. U-y/fJk2-7'T>-l-'f ;Ux 

u-v*x;u-2-:/x>-wjux:*s, 2.2-^^x;u-2-^x>-i-r;P5 L * 

3.3-x*x;W2-7x>-l--OPx*g, 1. l-v/x^-S-^x^-l-f jux**, 

1. 2-v*xju-3-7t->-i--'01'x**> i. 3-v^x;u-3-^x>-i--r;Px^s, 

2, 2-i^xJP-3-?x>-l--01/x:*g, 3, 3-^*xJU-3-7x>-l-<;U3 1 *gT'& 
0, ckO»^L<ttxxx;i/x«» i-^D^>-i--f;i/x.^ 2-zfu^y-\-^ 
)V3-*m. 3-7D^>-l--Ol/x:tg, l-7x>-l-OPx:*S> l-yx>-2--f^ 
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i--7f->-%-4 )vmm. \-*3-)v-\-zrui>-\-4 )\,?*&. i-*?-)\,-\-zr 
z-^)V-\-y'y-y-\-^ )V^m. i-*3 L ;i/-2-:/x>-i-'f 2-* 

l-Tx^-oi^a, i-7x>-3-f;i^*g, i-yx>-4--r;^^-s, 2-7 
5^g, X-zfuKy-x-'t 2-zfu<y-\-<i 3-yo^>-l--f 

K7;Mr=:;i'*£BU ^^ic2~6©itm i bt<«^tt^©7;^-JU*$:^ 

{ctt«sjA«x^-;i/S, i-7*Dtr>-i-<;i^ 2-7'Dtr>-i-r;us. 3-7°ah:> 
i-7^>-i-oi/*, i-7^>-2-f;u*, i-^>-3-r jus, i-T"^ 
>-4--r;PS. 2-y? >-i-f jus. 2-73^-2-nug, i-^5 l ;u-i-7*ptr>-i- 
-owk 2-^^-i-7 , otr>-i-f;us. 1-^^-2- T'otfv-i-fju*. 2-*? 1 
;i/-2-^D tf >- 1-< ;w»> 1-* 3^- >-i--f ;us, . 2-* i-T^ >- l-r 
3-^^;u-i-7"^>-i-f;i/S, i-*3 l ;u-2-:t»-w;i^ 2-*3 L ;w2- 
t^-i-op*, i-^)v-i-zr^y-\-^ )vm. i-;*3\>u-3-7»-i~f;i'£, 
i-^)v-z-^5-y-\-ov^ 3-* 9^-3-7*^ >-i--oi^ i-x?;u-i-y^> 
-l-oug, 2-x^;i/-i-y^>-i-r;us> 3-x5 L JU-i-7»-i--r;us. i-xf- 
;u-2-7*^>-i-r;us, 2-x5 L ^-2-7^>-i-r;i'S. 3-x5 1 ;u-2-7*5 1 >-i-'r;u 
l-x? 1 ;u-3-7»-l-'r;t'«v 2-x^;u-3-7^>-i-<;us> 3-x^)W7 
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JUS, I.3-vpWU-1-:/3 1 >-I-'OUS> JUS, 3.3- 

2-73 1 >-l-'OUS, 1.3-^^^P-2-^>-l--f;i/S. 2.2-S>;*3MU-2-:^>- 

1 — r jps. iz- ; j^)\r-i-zf^>-\--ovm. u-> ? *3 L ju-3-:/^>-i-rjus. 
;u-3-^>-i--r;us, 3, 3-> f ;<3 1 ;u-3-:/3 1 >-i-<;us, l-'O^-i-fjus, 

2- ^>^>-\-i 3-^>3 1 >-l-1' JUS, 4-'S>3 L >-l-'fJUS, l-^>^> 
-2-fJUS, 2-^>3 L >-2-f JUS, 3-^>^>-2-r;PS, 4-^>^>-2-<JPS, 

1- ^>^>-3-f;us, 2-^>^>-3--r;i/». l-^o^-wjus, 2-^>5 1 > 
-i-ous, 3 r ^>5 L >-i-<jus, 4-'*>? i >-w;us, i-^>^>-2--fjus, 

2- ^>^>-2-< JUS, 3-^>^>-2--f JUS, 4-'<>3 1 >-2-'f JUS, l-^>?> 

-3-fjus, 2-^>^>-3--r;us. l-^ju-i-'O^-i-'f jus, 2-*3 l ;u-i- 

JUS, l-*3 1 ;U-2-'<>3 1 >-l-'r;US, 2-*3 L )U-2-1>?>-\-<1 JUS, 3-^JU 

-2-^>^>-wjus, A-^)V-2-^y^>-\--( \-*5-)V-3-i>t>-\- 

-fJUS, 2-*3 1 ;U-3-^>3 1 >-l-'f;US, l-*5-)]r-3-'<>7->-\-4 ;us, 4-*?- 

;u-3-^>3 L >-i-f jus, i-*?;u-4-'s>3 L >-w;us, 2-*?\>u-4-^>3 l > 
-i-^jus, 3-*^;u-4-^>^>-wjus* 4-*? l ju-4-^>?>-i-'f;us. 1- 
^ju-i-^^^-r jus, 2-^^ju-i-^>^>-2--fjus, 3-^^;u-i-^> 
g 1 ^-^ jus, 4-*? 1 ;u-i-^>3 l >-2-'rjus, i-^^^-2-^>^>-2-<;us, 

2-*3 1 JU-2-'<>3 1 >-2-'f JUS, J-*^;ir-2"*>^->-2— HI/*, 4-*3 1 ;U-2-^ 

>^>-2-<jus, i-*3\iu-3-^>3 1 >-2-f jus, 2-*3\>u-3-^>3 1 >-2-'f;u 
S, 3-^^;u-3-^>^>-2-<;i/Ss 4-*^ju-3-^>^>-2-r;us, i-;wu- 

4-^>-?>-2-<JUS, 2-^?;U-4-^>^>-2-< JUS, 3-/5 1 JU-4-^>5 1 >-2- 

-ous, 4-*3 l ju-4-^>3 l >-2-<jus, i-^^;u-i-^>5 L >-3--f;us\ 2-^^ 
ju-i-^>5 L >-3--r;us, 3-*^ju-i-^>^>-3— f jus, 4-^5 1 ;u-!-^>^> 
-3-tjus, i-^ju-2-^ >?->-3~f jus» 2-^ju-2-^>^>-3-fjus, 3- 
^^;u-2-^>5 L >-3--f;us, 4-/^;u-2-'<>3 1 >-3-f jus, i-^v>-i--r 
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\-^^>-2--()im. l-^->>-3--f JUS, l-^\+->>-4-<^5, 1-^ 
^F-»-5-<;i/S. l-^^v>-6-<;US. 2-M^>>-l-OUS, 2-'\*v>-2-'f 
JUS. 2-^*->>-3-1';i^ 2-^v>-4-<;US. 2-'\*-»-5-'Ol/S, 2-^ 

^-»-6-r;us, 3-'\*-»-i-'Oi'S, 3-^+v>-2-fjus, 3-^\+-»-3-r 
jusfc^wen, $f£b<«x^-;ua> i-^De>-i--r;u«, 2-7W> 
-i-r;us, 3-yDtr>-i-<jus, i-t^-i-oi^ i-7*^>-2-f;ua, 1-7 
^>-3-r^s. i-7*^>-4->r;uak 2-7? l >-w;i^ 2-7^>-2--oug, 1- 

e>-i--r;ug, 2-^^ji/-2-yDtr>-i-r;i'*, i-^^;u-i-^>-i--f;w», 

2- pwu-i-7^>-i-<;i^ s-pwu-i-y^-WJi^ \-*3-)V-i-zr?-> 
-w;ug, 2-^^;u-2-y5 1 >-i-'f^8, s-^ji^-t^-wji^ 1-*^ 
^3-^>-i-f;u*« 2- ;* 3^-3-7*^- >-i--c;i/S, 3-^^;u-j-^^wjp 

\-x.5-)]r-\-7?>-\-4 2-x^;u-i-7*3 1 >-i->r;i^ 3-x^;i/-i-7 
^>-i--f;us. i-x5 L ;i/-2-^>-i--fJum, 2-x5 L ;p-2-^5 1 >-i-<;u». 3- 
x^i^-t^-i-ous, i-x^;w-3-^>-i-r;us, 2-x^;u-3-7*^>-i- 
-ous, z-jl^)v-z-^>-\-^ 1. i-v/3\H/-i-7»-w ;ug, 1.2-5? 
^^v-i-^>-h;h, 1. 3-5?^^;u-i-^>-i-rju», 2. 2-v^^;u-i- 
y^>-l-r;USs Z.3-z?*?Af-\--79->-l-4fHt* i. l-5>;*3 1 J^-2-7»-l- 
-^>>^g> 1. 2-v^^-2-7'^>-i--r i. 3-5? ;* 3^-2-7^ >-i--f;us, 2. 2- 
y^^;u-2-y^>-i-r;u«, 3. 3->'*3 i ;i/-2-73 1 >-i-f u-s>*3\>p- 

3- 7*? L >-w*g, i.2-5?^^;i/-3-^>-i-<jus, i.3-;;;*3 L ;i/-3-7*9 i >- 
w;ug> 2. 2-5^;u-3-7^>-i--oi/g, i3-5*/^;w-3-73 L >-i--r;i<*T? 

£9, iO« : ^U<«x5 1 x;uS. \-zfu\i>-\--( )Vm. 2-7*n If >-l--f;t^ 

3-^Ptr>-i-<ji/S, i-7^>-i-f;i/&, i-y^>-2--r;us, i-y^>-3-f;u 

1- y^>-4-r;u*, 2-y^>-i-fjw». 2-73 L >-2--f;ua, i-^^u-i-^ 
□ e>-i-oi/S, 2-/^;u-i-7 , Dtr>-i-<>»i/^ 1-* ^-2-7*0 tr>-i~i';u 

2- ^^-2-7*0 tr>-i--f jus. i-*3MM-:/?->-i-f JMk 2-^^-1- 

7^>-l--f;U», 3-^^-1-7*^ >-l--f^S. l-*3 i JU-2-7»-l~'f;i'*. 
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Dtr>-i--r;us. i-^>-i-f;PS, i-^>-2--f ;ws. l-y^^-f^S, 

£L<tex^-jUg, l-yof>l-f;H, 2-T/ntf >-\-i)Vm. Z--?u\Z>- 

^Wfctt^jA«x^;^+->s, i-yDtf>-i--f;^+->s, 2-7Dt*>-i- 

-2--OM-*5'*, l-^>-3-f;P**^», l-^>-4-f;i/^'>S, 2-7^ 

z/m. i-^)V-\-^u t? >-w;M-*->g, i-^^ju-2-ypf>-i--r;i/^-> 
& 2-^^;Pr2-7ntr>-i— r;M-*->g. i-^WP-i-y^>-w;u**3/ai, 

2- *? l ;M-:7*^>-w;M-*->g, 3-/5 L ;p-i-y?>-i-<;u**2/*, l-*^- 
;i/-2-;^>-w 2-/3^-2-:/^ >-w;m-*->£, 3-^^-2- 

^>-l-fM+yg, l-pWU-3-7^>-l-<;M-*->g, 2-*3 L ^-3-:/3 1 > 

2-x^;u-i-y^>-i--f;u^-^'>*. 3-x^;u-i-^>-i--r^^ 

->g> l-XfJl/-2-yf>-l-<M+yS. 2-x5 L ;i/-2-> r 5 1 >-l-<;U^+vS. 

3- x^-2-y5 i >-i-'f;u^^vS» i-x5 1 ;w-3-:73 1 >-i--ou:**S'S» 2-x^ 
ji/-3-^>-i--f;u^+'>S, 3-x^;i/-3-y^>-i-<;^+->S, 1. i-v*3\H/ 

*?)]r-2-7?>-l-<(n'**ri'&s \,l-^^)\-l-^^y-\-< )V**'>&* 2.2- 
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1. 3-^*3^-3-7^ >-l-<;M"*:>«. 2. 2-v*3SM/-3-7^>-l--Ol'**->8. 
3. 3- vj*^;^-:/^-!-^ l-^>^>-l~< JI/^+vS, 2-'<>? 1 

>-i-^>i^+->S, 3-^>5 L >-i-<;u^->S, 4-'*>3 l >-wjm-*->S. 
i-^>^>-2-r;M-*->g. 2-^>5 L >-2--f;^+->S. 3-^>^>-2-<JM- 
4-^>^>-2-<Jl/**->g, l-^>^>-3-f;i^r~>». 2-^>5f>- 
3-OM-*->g. l-^>f>-l-fM+yS, 2-^>5 L >-l--f;U^*>S, 3-^ 

2-^>3 l >-2-<;m-*->s> 3-^>5 L >-2-<;w^-^->s, 4-^>^>-2--r 

-l-^o^-i-oi/**^, 2-^)U-i-<y^y-\--( )i^ym. 3-^^;w- 
i-^>^>-w;m-*->£, 4-^5 l ju-i-^>^>-i— tjv^-^xS. 1-^^-2- 
^>^>-i— rjM-*~>g, 2-^5 1 ;p-2-^>5 l >-i-'r;^+->s, 3-pWw-2-^ 
>f>-i--fM+yi, 4-*3Mu-2-^>3 i >-w;M-^->g, i-^^;u-3-^>. 

>-i--r;M-*->g, 4-^^-3-^>5 L >-i--f ;m-*->s. i-*^;p-4-^>^> 

1- <;i^*~>g. 4-*^u-4-^>^>-i--om-*>'S> i-^5 l ;p-i-^>5 1 >-2- 
<;M-*->S, 2-^^-i-^>^>-2-r;i/^vS, 3-^^u-i-^>5 1 >-2-i' 
)V-**y&, 4-*3^u-i-^>3 1 >-2-'i';M-*->g, i-^^-;u-2-^>^>-2--f;u 
:**->g, 2-/5 L ;u-2-^>5 L >-2--f;u^-+vS> i-^)V-i-^y^y-i-^ yv^ 
*ym. A-^jv-i-^yj-y-i-ifr-t^ym. i-^^;w-3-^>^>-2-<;^+ 

->S, 2-*3^-3-^>3 1 >-2--r;U;**->g, 3-^^-3-^>5 L >-2-f ;U^+^> 

s. 4-^^-3-^>^>-2-f;^+->s. i-*^u-4-^>^>-2--r ;k**->£, 

2- *3MM-^>3 L >-2~f j^+y*. 3-^^;M-^>^>-2~f ;^+->S, 4- 

^^-4-^>^>-2-<;u^+->S, i->t5 l ;i/-i-^>^>-3-f;i/^->S, 2-* 

^-!-'<>5 1 >-3-<^=¥->S. 3-/5 1 >)U-l-^>5 1 >-3-1';i/^+vS-, 4-*?- 
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2-'<>^>-3-i';M-*->g> i-^*»-i-f;^+->S, i-'\*-»-2-i';m- 
*->g> i-a*-»-3-<;m-*->s, i-^-»-4-<;i/^-*->s, i-^->>- 

*v>-2--f;M-*->g, 2-^y>3--f;W=lr'>I, 2-'v*-»-4--OM-*v 
2-'\*->>-5--nM-*->g, 2-'\*-»-6-OM-*->g, 3-^*->>-l-< 

;m-*->S, 3-^-»-2--f;u^->a, 3-^\^v>-3-f;u^-+->g^<h*^#^ 

3-ype>-i--f;^^rvS, i-^>-i--f;p^v*. i-^> 
i-^>-3--r;^4->a> i-^>-4-<;p^+v*. 2-7*^ 

2-^^-2-yotr>-i-< ;^^->s, l-*3^-l-7^>-W;U;**vg. 

2- ^^-i-^>-i-fJU^^'>s, 3-^^^-i-y^>-i-f;^+->s. 1-*?- 
;u-2-^>-i-<;u^+->S. 2-^^i/-2-^5 1 >-]-<;i/^-+->s. s-*? 1 ;^- 
y^>-i-< ;u**s^> i-^^;p-3-y^>-i-r;^+->s, 2-^w-3-y^> 

jU^-^vS, 2-x^;i/-l-:/3 1 >-l-'OM-*vS, 3-x5 L Jl/-l-y^>-l--r;^+ 
->S, l-x5 L ^-2-^5 1 >-l-'f;^+vg. 2-x^-2-^5 1 >-l-'f;U*^->S, 

3- x5 1 ;w2-^>-i-'f;^+->s, i-x^-3 : y^>-i-r;w^-+->s, 2-x^ 1 
jw-3-y^>-i--f;^+vS. 3-x5 L ;u-3-y^>-i--f^^vS. 1. \- : J^)V 

-l-^>-l--f JU^vS. 1. 2-^*^;U-l-:7*^>-l-<JM-*v'g> 1. 3-v^T- 
Jl/-l-7*f>-l-fM4yS, 2. 2-^*3^-1-:/^ >-l-<;i/**->g. 3. 3-S>* 

^u-i-^^-ih'jm-*^ i, \- i j**)v-i-~J : ?>-\-'( )v** s sm. i.2->? 

*?JI^2-:/7->-l-f;M-*->*» 1. 3-v^5 1 ;i'-2-y^>-l-fJU^->S» 2.2- 

i>^)V-i-zfj->-\-^ jm-*->s, 3. 3-v^^-2-y^>-i--r;i/^-+vS, 
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1. 3-v ? ^5 L ^-3-^5 L >-l-< ;M-*->S. 2. 2-^*3^-3- :7^>-l--OM-*->X-> 
3. 3- ^-3-^ >- 1-f vSTfc 0 , £ 0 # $ U < Ill^-J^+yl, 

i-^dk>-h;w*->i. 2-7De>-i-i-;M-*vg. 3-7De>-i--oM- 

^yi, i-^>-4-f ji/**->». 2-73 l >-i-i';m-*->^ 2t^>-2-< 
;m-*->». l-^^-i-^a^^i-fji/^vS, 2-*3\>u-i-:/o tr>-i--f;p 

t+vS. l-^Wh2-^nt>-H*t+yS, 2-/^;i/-2-^otf>-l-< 

3-*^;m-:7>>-w;m-*5'«. i-^5 L ;w2-y^>-i-<;^^->^> 2-^^ 
;p-2-:^>-WJM-*'>g, 3- * 3^-2-7^ >-w;M-*vg, i-*^;w-3- 

i--f;v^yS« i-y^>-2-<;^+->*, i-y^>-3--r;^^v8, i-7^> 
-4--r;^+->s, 2-^5 l >-i-r;^+->s, 2-y^>-2-f;u^vSirabo, 
%>o£&#*u<ttx3 L x;M-*->g, i-yptf>-i--r;i/^*>s, 2-yne> 
;m-*->». 3-^d tf>-i"f;M-*->ST*&*>. 

^{'LTR'dn^±©SM^WbT^T ! b«J;^^^2Jtt^L6©7^+z:;U 

^wicttWAtfx^-^^ai. i-^otr>-i--f;u^a. 2-^oe>-n;kf 
3-^ohr>-i-<;^*«. i-^>-i--f;i^**. i-^>-2-^;i^* 
g, i-^y-M )i?*m* \--7?>-i-4 2-^>-i--f;u^^s. 

1- ^)V-\-zf^->-\-^ Ji/^S. i-^^;u-2-y^>-i-i';i/5 1 ^a, 2-*5\>u- 

2- 7"^>-l-f Jl^tfg. 3-^^;i/-2-7'5 1 >-l-'1';^^-S> l-/3\>l/-3-:/3 1 >- 
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\-4 fri-tm* i-^iv-z-zr^y-x-^^^m. z-*?)v-i-zf?->-\-4 )\,?* 

\-X?)\,-\-7?>-l--1 2-x^;i/-l-y^>-l--1* )l?*m. 3-X5 1 

>-i-<;i^:*s, 3-x^-2-y^>-i-<;u^s. i-x^u-s-y^^i-rju 

2-x3 1 ;U-3-73 1 >-l-<JI^*S, 3-x^;i^3-y^->-lH';i'5 1 **. 1. I- 
z?*?)V-\-7?>-l-'(frttm. \,l-i>*3-)V-\-Zf?>-\-1 1.3-5? 

^jM-^^-i-ot^a. 2.2-5?/5 1 ;u-i-y5 1 >-i-f;u5 1 ^-*, 3. 3-:/* 

;|/-2-^>-l--f )V3-tm. \.*-z?*?)1r-l-'72->-\-4n&*&* 2,2-z?*^)\, 
-2-^>-!-^Wtl, 3.3-5?^^;i^2-^>-l-f;i/MS. 1. 
l--f?>-\-4 J&*&* ].2-^^)V-Z-^>-\-^)V^m. 1.3-5^^^-3- 
^>-HWtI, 2.2-5>/^JU-3-^>-l--f;P5 1 ^-*, 3. 3-5>^^;i/-3-^ 

^>-i--f;^^s> x-^y^y-x-i )V?-*&> 2-^>^>-i-<j^«, 3-^ 

^>f>-2-^WI, 3-^>f>-2^^WI, 4-^>5 L >-2--r;^^-s, 

1- ^>5 1 >-3-f^^-S. 2-^>?>-3-^WI, i-^>^>-w;u^*s> 

2- ^>^>-i--f;u5 i ^s» 3-^>^>-w 4-^>^->-i-f;i^*ai,- 

1- ^>^>-2-r;^^-s. 2-^>5 L >-2--r;H 1 *s» 3-^>^>-2-oi^*g> 

4-^>^>-2--f;i/^^S, l-^>5 i >-3-'f;P5 L ^-S, 2-^>^>-3-<;w^S, 
)-^JWI-^>? 1 >HWS 1 2-^^;U-l-^>5 1 >-l-r>lU5 1 ^*, 3-^^ 
;Wl-^>f>-HJWS, 4-pWM-^>^>-l--f;U3 1 ;i-a, 1-j*3\>P-2- 

i>?>-\-4 nr?*m* 2-pWu-2-^>^>-i-oP5 1 2-g, 3-*^;u-2-^>^ 
>-i--f;i^-**» f^jwi-'O^v-i-^^tl, i-^fJH- / <>f>-i- 
^ow 1 :**, 2-^^-3-^>5 1 >-i-<;u^^s, 3-^5 L ;u-3-^>5 L >-i--f;w5 L 
4-^5 1 ;p-3-^>?>-i-<;u5 1 ^ i-^?;w-4-^>5 1 >-WJi/^*, 

2- ^^ 1 jM-^>5 1 >-i-'f 3-^5 L ;U-4-^>5 1 >-l-1';U5 1 ^S, 4-^^ 
Jl/-4-^>^>-l-'f;l'5 1 ^Sv i-*Tfr-\-*>?>-2-'{)\r?-7t& 2-^)V-\- 
^>3 L >-2-'OU3 L **. 3-*3MU-l-^>^>-2--f Jl/ftl, 4-^5 1 ;U-l-^>5 1 
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1- *3 1 ;i/-3-^>3 1 >-2-Ol'^*S. 2-^^-3-^ >^>-2-<;U^*S> 
Z-*3-)V-Z-iy3-y-2--( 4-pWl-3-^>3 1 >-2-f frttm. \-*=f- 

;u-4-^>^>-2-^;^^S. 2-^^;m-^>5 l >-2-<;u5 1 ^S, 3-*3^-4- 

>-3-<;^*S, 2-*3MWl-^>3 1 >-3-'f JU^g, 3-*3 1 ;U-l-^>3 1 >-3- 

-ni^tf-S, 4-/5 1 ;wi-^>^>-3-< \-^)V-i-^y^-y-z-^ 

2- ^5 L ;i/-2-^>^>-3-r;u5 1 *s, 3-*9 L ;u-2-^>3 1 >-3-'r;P3 i :<j-g. 

4-^5 L ;U-2-^>5 L >-3--f;U5 L ^-S, l-^^V-l-f^^S. l-^\+-»-2-< 

frttm. i-^yy-z-i i-^^v>-4-<;^^s. i-^+-»-5- 
-ou^ts, \-^yy-^)v^m, i-^yy-x-^ >vttm. 2-^\+-»- 

2- <;i^*g> 2-^->>-3-<;u5 1 ^*> i-^yy-A-^ 2-^yy 
-s-i)^^m> 2-A^v>-6--r;^^s, 3-^-»-i--f;u^s» 3-^-> 
>-2~oi^*g. z-^yy-z-'t )V?-*mtiiiifimit>n. #£L<ttx^x;i, 

\-zfu\f.y-\-^ )v^m. >-i— r s-yDt^-i-r 
;u^S. i-y^-i-oi/^S* i-^>-2-<;i^-*S, i-^>-3-<;^ 
i-^^-r;^*** i-'U-y-x-'i 2-^>-2-f;u^«, 
i-/fjhi-^pi;>-Hms, 2-^5 L ;i/-i-ypf>-i-^r;^^s. l-*?- 
)V-i--?u\zy-\-'i )\>?*m* 2-^^-2-^0 tr>-i-f ;u^s, i-.?wm- 
7*^>-i-<;u^S. 2-^5 L ^-i 1 y?>-i-<;P5 1 ^S. 3-^^;u-i-y^>-i- 

-TJ^^S. l-^^JU-2-y5 1 >-l-'f;U5 1 ^-S. 2-*3 L ;i/-2-73 t >-l->OI'3 1 :*-S. 

3- ^^;u-2-^>-i-f i-^^ju-3-7'^>-i--f;i/^^-S, 2-pWW 
3-^>-i-<;^^s> 3-^^;u-3-y^>-i-r;^^s. i-x^ju-i-^v- 
\-^)v?*&, 2-x5 1 ;p-i-^>-i--r Ji^^g, 3-x5 1 ;wi-y^>-i-'rjU5 1 ^ 
& i-x3\>i/-2-:/3 l >-i->f;i^*s, 2-x^-2-^>-i-<;u^^s. 3-xg^ 
;i/-2-^>-i--f ;^^-S, i-x^i^-y^-i-n^ 1 **, 2-x^;i/-3-7f- 
>-i--f jh^s, s-x^ji/^-y^-i-ni/? 1 *** l. i-^^5 L ;u-i-7'5 l >-i- 
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i.3-y>^-2-y^>-i-r;u^s, 2. 2-v f *^;u-2-7*^>-w;u3 L ;i- 

S. 3.3-v*3 1 ;i'-2-7>>-l-'r;i/3 L *g, I. \-i>^)V-Z-Zf^-y-\-^ frttg. 

1. 2-^*3^-3-7^ >-l-<;U:f*g. I. Z- 9 J**')\r-l-17>-\-4)V3-*m* 

2. 2-7/3MU-3-7^>-l-f ;i^*g. 3. 2-&*?)\r-*-zr?->-\-4)V?*mTlb 

«tOff*L<ttX^;U^S. \--?U\>>-\-4 )\rf-*m s 2-7*d£>-1-< 

g, 2-7*3 1 >-2->f;W3 1 *g, \-*3-)V-\-'7n\Z>-\-'t)VT*&. 2-* 9^-1-7* 

□ ey-i-f i-^)y-2-zfa^y-\-^)i^m. 2-^^;u-2-^otr> 
-i-oi^s, '-^m-t^-w^**. 2-^^;i r -i-^>-i-f;w5 l 
^-s. 3-^^;w-i-^>-i-r;^*s. i-^^;u-2-^>-i--f 2-/ 
^;u-2-^>-i-<;^«, 3-^5 1 ;p-2-y5 L >-i--i';^^s. i-;Wi/-3-7* 
?>-w;i^**» 2-^5 1 ;w3-y^>-i--r;u5 l ^-s, 3-^^-3-7^ >-i--r 

i-y^>-2--f;^*a, l-y^-a-oi^**, i-y?>-4--f^**, 2-7* 
i-7 r Dtr>-i-'f;P5 1 *s. 2-^oif>-i-<;i/^s. 3-7*0 t:>-w 

Jl/^gT&S. 

RWl£Jl±(7)M^S^WLT^T^ct^^^6^^L12©7'J-;US?:^-r^, 

g, 2-:>-73\>Ug> as-^ >^-fexjUg, s-<>y-tzx;ug. 7tt7fl/^H 
fc£**ljitfeft*. »3;L<tt7xxjug» \-i-7J-)vm. 2-+y?)m. T-SO, 
£ 0 iff * U < «7 i-;Ht*5. 

!^1i{cLTRWl^±^^S$: : ifLT^T : b«k^^^6feULl2(D7 l J-;^ 
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l-^-75 1 ;U5 L ^S, 2-±73Ml^*®> as-f >^-b~;^^-g. S-f >^ 

■fe-;i^:*g, 7-b^7^^z:;^5 1 ^s^^:^^fe»n^«, ^L<ii7i-^f 
i-3-7?\n^3-s. 2-^-75 L ;w^ST**o, iosiUtt?*^* 

R'^m±©g^S^WbT^T ; b«fc^mic7^^L18<D7;WP7'J-;US€: 

st«d, ^7;u+;u7'j-;wsttt±fe^^6^^ui2©7"j-;u«(ife^T. 

h'JJUS. ^->'j;us, y**^;u»> *->3Mug. ->*^;ps. 77- 
->*-;ug. 7^'J^ST^O, <tO»*L<tth'J>/l/S. +y'JM, * 
ST*?.. 

TOfcLTR'^lJU±<DMMS^ ; tLT^T : bct^^gc7^^L18<D7JU^;i'7 

R#ttttt«Atfo-h , J^*+*>3l, n-HJ;M-*->*. p-h'JM^rvl^ 2.3- 
^->'j;Wl-^+vS. 2,4-^>'j;W-l-^^->S. 2, 5-*->DJU-l-:**vS. o- 
^^zWvS. m-7^^;U^->S, p-7^-;U^vS, ^yfM+yl, 
2. 3->*n;U- 2.4->^-JU-l-^+^ 2. 5-v-^^i;W-1-^-^>-«. 
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ff£L<tto-HJ;i/**->2, m-HJJU:fr*vg, p-HJ;M-*->S. 2.3-*->'J 

jm-**->»> 2.4-*->djm-**vK, 2.5-^->u;u-i-*+->s, o-^/n 

;M"*:/S> a-i7^^t4->i, p-£*-;M-*->S, /y?M^-/I, 2.3- 
->*-;M-**vS. 2.4->/-;i/-l-^'>». 2. 5->*=;M-:*-*->£. o- 

<tto-hu;^+->s, m-h'jM+->i, P -h'j;M-*->g, 2.3-*->u;m- 
->g, ra-^^-;^+->s, p-£*:^;M-*'>g, *->^;M-*->g> o-x^u^ 
Mj;M-*vg> m-Hj;M-*->g, p-h'j;u^+->s, 2. 3-^->u;u-i-^->. 

g, 2.4-*v'JjM-:**->g> 2,5-*->'JJU-l-**vg, 

0, fco£&»£L<teo-HJ,M-*->g. m-Hj;M-*->g, p-h'j;M-*->g 

^Wttt^Jx.^o-h'J^^S, m-MJ^tfg, p-MJ;U5^g, 2.3-*->'JJP 

-i-^*g, 2.4-+'>'j;u-i-5 i ^«, n-^viuu-i-^g, a-? *-)v^*m* 

in-^^-jl/^S, p-^^u^g. ^v^^g, 2. 3-v*n;U-l-^:frg, 

^*g, p-z^vju^jrmttZtfmfznz. ff£L<teo-Mj;i/^-g> m-Hj 

Jl/^tfg, p-h'JJU^S. 2. 3-*->'JJM-^*g, 2.4-*~>'J^-l-^*g. 2. 5- 
^v'J^-l-^g, o-^-JU^g, m-^-^^-g. p-^^JI^^g. 
^v?;i/^S, ll-ist-fr-l-ttm. lA- : s 2. 5->^-^ 
-l-^g, o-7f'jmi> m-X^'J^^g. p-7?'JJl/f*iT*0, ct 
0#£L<&o-MJ;U^:tg, m-HJJI^g, p-h'J;U^S, 2.3-*v'j;i/- 
2.4-^->'J;i/-l-^^8s 2.5-*->U;iH-^*g. o-^-^^S. 
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u;^*S. p-hj;i^**. 2.3-*v"j;M-^*«, 2.4-+->u;u-i-^s. 

##±fBp?3ii&6fc^ L 1207 'J -JW*TlIift3ftfciS* W\ ^ttWK: 

a, i-^-75 1 jux5 l ;1/S, 2-^-75 1 ;px^;us, i--^7^7*ptfji/S, 2-^-7^ 
)vzfu¥)\,&iz}iifimit>nz> a fi^ixfcjyOv^s, 7x^fm 3-7x- 
;p7Dtf;uS. 4-7x-;^fJH. 5-7x-;u^>^;ws. 6-7x-j^+i/;i/ 

2-*73\>M3 1 ;i'S. i-^-7^;ux^;i/S, 2-^-7^;u 

^>v;PS, 7xWS- 3-7i^^7'D^ 4-7x^l/Wi, 5-7x 

n^v^^s, 6-7x-;u^*->;pa> l-^^M^g, 2-^-^^;u^^;i' 

Sf&O, $e>H»^b<tt^>v ; ;US. 7xWS. 3-7xZJV7"ok'JH, 
4-7x-JP7f;HT*D, =bo<h : b»SL<tt<>-7;PS> 7x*^J|/gT*&5. 
l^^ttTR'^lUil±OSM*WbTViTt)J;^^IS7^:ViLl8©77;WU 

^>vJM-*vS> 7x^fm->I, 3-7xX;P7Dtf;^+->S, 4-7xX 

i-^^m^m-^vS. 2-^-7?;u^^^->*. i-^^jux^m-*:/ 

3-7x^7 , of^yS, 4-7xx;U7^;U^vS. 5-7x-;i^>^;u* 
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fM+yg, i-±7^;ux3MM-*->g. 2-±73^x?mm-*->s. i-i-y^- 

;i/^-+->S, 5-7i^M>fM+yl> 6-7i^K+yJI/t+->l. 1-^7 
^MfJ^+yl. 2-7-7f;M5 L ^yit'*0, $bl:!fSL<l^>y 
;i/^->S, 7i^?M*yS, 3-7x-;pyDf;U^-+->S. 4-7x~;u73 1 
;^+->ST'S0, fcotfeffSKtt^yM+yl, 7i^M+yS-r 

ZVVtt&s 7i^fJl^ti. 3-7x^7 p Dlf;^^S. 4-71^7^. 
5-7x-M>f;^tS, 6-7x-;^+->JU5 L ^S, 1-^-7^^^ 

^-s, i-^-7^;uyDf;p^*s, 2-^-7^7^0 \f.)v?-*mts.Etfmit>nz> B 

#£L< tt'OS^H^g, 7i^WS, 3-7x-;P7Dk>ftS, 4-7 
x-;U7^;i^*g. 5-7x-M>^l/^S, 6-7x-M+yJl/ftS« l- 

±7^;u^^;^^s. 2-:*-7^;M^ji^*a> i-ry^jm^^m. 2-1- 

4-7x-;U75 L ^5 1 ^S, 5-7 x-J^>^JU^^S. 6-7x-JK+yjl/f 
tt'OSW^S, ^x^^U^^S. 3-7x-JU7 , Pfc!;H 1 *g. f7x'JI/7 




(DO 
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I. 1-vpWWX^U>S, I, 2-v/^x^l/>S, h'J^U>»> 1-/ 

3 1 ;umj*3 1 1'>*> i-x^;n-u^^i/>s, 2-*^;wHj*? l i/>g» u-s> 
^^h'j^^u^ f h7/fi/>i, ^>**^u>g, ^*^? i u>at 





w 




W (V) 
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S, x^x3^>g. 1. i-v^^x^uvg, i.2-v*^;wx^>g, HJ 
^i^>s. ^^;ux^u>a. 7cieu>g, x^jux^u:^, i. i-v^3SM/x 

1/>S, ^p^xl/>g. yf-l/>S« ^>f-l^>I, ^tzl/>l/j:f^ 

i^xzmm^±(Dmmm^Lx^xhJ:^mmmt^^(D7)^=.u>m 
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>«, yoe-i^>s, ^-u>a, ^>^-u>s. '\*«>xu>sfc£a<#§ 
tfe>tu>. »^L<ttx5 L ni/>s. ;/d£x^>s» ^i^>i, ^>^xu 

>«T&9, <tO»*L<«x5 1 xl/>S. ^DbfxU>S, 7"^xl/>gT&9, 
$e>{l»SL<ttx^xl/>S. 7WxU>gT*£9, ^t)»*b<«X5 L xl^ 

±fB^S2^^b6©7;i/^x;PS^fc«±IB^^2^:Vib6©7;^x;US 

kVN'a-fjn, ^ity-r;i/S. xo*;^)^ 7^'ja-r;^ 
^'Jo-f^S. hx;wsfc£©g#we>tt£. »*u<«7-t5 1 ;us. 

; 4 )\&* *t>9 -j^ml* 7W u^)vm. tfov o-r jug- 

<77>'jjug> a*u'j;us> -YVAuu^g. t:AcK;ug, ^-tfv-oi/g, 

*£*/-f;UgTfcD. $e.{c« : ^L<tt7t:5 1 ;US, tf* x;ug. 7>'j;P 
R w \ R* J . R\ R xl fe«tU^ ,2 ^l^±©g^S£WLT^T : fo«i:^^|gi:7^^L19 
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«uitt^Atf^>'/-fJUS, o-h^tf-ous, m-MM-'Ous. p-MM-'OMk 

-yy-jr^Mt, 1-1-7 h-OVm. 2-t7 h-f^^f^ns. ffiKIJ 

^>y<;i/S, o-h;^<;u». i-mm-^;^. p- h>:*--ou£, ->>«-r;u 
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M=L-W (K) Y-L=X=T-f Z 4-M=L-W 

f=L=X -T-0M-Lw (Ig) Y =L=X=T-0M-Lw 



(In) 



ao) 



OR 1 R 1 
M=L-W (Ih) Y =L=X=T-^- Z A-M^W ^ 

mm%.^ l i2©7 u -;us£fcte±fs^3&6&i^ U2©7 >j -jvmz^x. m 

m- h u ;ws, P- h U ;W6, 2. 3-+ v U 2. 4-* -> u 2, 5-+ > u 

->*x;us. o-i7 *x;ug, m-7*x;i/8> p-^x;i/g, ^>-J)V 

i?Uf>I. T^'J^S* ->>^-5;U», y>tiUf>I. 3-7x-Jl/"/ae;i/ 
4-7 xXJl/T^Ug, 5-7r-JK>fJl/S> 6-7xZJK^->JH. 1-^7 
3^US. 2-±7^S, l-^^MM^g. 2-^7^;M3Ml^ l-^-75 1 Jl/X 
2-±75 1 ;i/X5 1 ;i'S, as--r >y-fex;ug, s-f >^-fex;PS, 7-fe^-7 

p-hU^g, 2.4-*->'J;i/g, 2.5-*v'J^S, /->^JUS. > 
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o-7*-JUg, m->?*-)Vm. p-^pt-;i/S> 'O^m. 7iW 

^u^s* v>*sjus* •»t$uf>i. 3-7x^7*0 tr;wa, ■ 4-71^ 
t^S. 5-7x-;^>^;ps. 6-7x-;i/^->;us. i-^-7^;ua, 1-1-7 
\-j-7?)v*m&. i-ry?)\,*?-)v&s i-t7f;n^«. 2-^-7 

0, <fc0»£L<te7x-;U*. o-h'JJPg, m-MJ;Wk p-HJJl^> 2. 3-*v 

■j^g, 2.4-+v'j;us. 2, 5-*->ujus. ^~>^;us, ->*-jug, o-**-^ 

S, -»t5'JT>I. 3-7x-;u7ot*;us, 4-7x-;u7^S, 5-7x-;w 
^>^;us. 6-7x-;i/^v;ws. 2-^-7^;ps, i-±7?-;m 

?)V&, 2-t7WfMT$0, $6l:»*Ktt7i^S> o-h'J;i/S, 

m-h'JJUS. p-h'J;Ug, 2. 3-+->'j;us. 2.4-^->u;ws. 2,5-*->u;ug, * 
S s3-M±* v^-jus, o-7^-;^» m-^/-ji/S, p-7*n;us, ^>-7;u», 

<«7x-;i/S. o-hu;ps, m-HJjus, p-hj;ws, 2. 3-*->u;i^ 2.4-+ 
S, p-7*:i;ug> ^>v;us. 7x^^sx-feo. feotWiK^n 

;i/S. o->U;US. n-h'j;i/Ss p-MUPS. 2.3-*->'J;US. 2. 4-+ -> 'J JUS, 
m. 7X^EX trim. y;i/T~7A> 7X. IB, ^7^, TMKfca&^tfsn, 

»^u<«KmM^ mm.?. &mm?> 'j>t-&9, ^«?»*u<ttK*s : f. 
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•J7V-;k fcT77*-;k 77lf>. 5 1 7v7 4 /-Jk **itv7 v*-;k tru^ 

-xx eus-xx e^xx -f>K-;k -fv-r >H-;k -f>^/-;k ?d 
*x +yj>, -fv*/'JX xwux **»/yx */*-tMJx ^-7^ 

^>'/7 7X ^>'/^7i>. '(>Xm , /-Jk ^>X^7y-Jk ^> 

X5 L 7v ? 7 < /-;k ^>x<s^/-;k <$^/fc?'j-xx tTDDtry^x tr. 
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[5. 4, o] ^>x*-7-x> (dbu) . eg -x>, 4--x^^;k75y f 

ijy>. tfD'JX ;^yX */'JX -YV*y"JX TK^k^-hU^A. 
{b*U»7A, *BI<fc'J?-£A. T^'J^A. * F 'J £ At^y- F, TJ'J^A 
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K VAX??-htl£<Di- h U 0 A£fcli# 'J -)A7J^ 7- h 

$nr. g#Ml3&#J;L£NaBH 4 » LiBH 4 > Zn(BH 4 ) 2 , Me 4 NBH(0Ac) 3 » NaBH 3 CN. 
Selectridex Super Hydride (LiBHEtj) > LiAIH 4 , DIBAL LiAIH (t-BuO),. Red-aK binap 

*mW \z&Z> Eg tt±f2©$0 < PPARWagon i s tftUB \Z «fc 0 -f >7. U >&ffitt £ & 
#T-2>fc<DT&£^\ *gS^0Jtt^>X'J>SJn:tt^#^J(3lEe>n-r, PPAR (a, 
0, t) ©agonists [^JAtfPPARa^<t^T©x^7;i/7^7. h^ffldS^ 
^T^Tt>ct<. PPAR a , ISiSi^r © h 'J ^73*-X hf fflHS^T^Tt) 
«U0 leg C&*/.llEg£lTjflU5^<>;/jtC£3» 

fiSJAtf, PPARte-f >7> 'J >ffiJafcfe Jfil*fliMt©||^ 

[Current Opinion in Lipidol. 10:245-257. 1999 ; Jiang. C. et al.. 
PPAR-gamma agonists inhibit production of monocyte inflammatory cytokines. 
Nature 391 : 82-86 (1998); Jackson. S.M.. et al.. Peroxisome prol i ferator- 
activated receptor activators target human endothelial cells to inhibit 
leukocyle-endothel ial cell interaction.. Arterioscler. Thromb. Vase. Biol. 
19: 2094-2104 (1999) ; Su. C. G. . etal.. A novel therapy for col itis uti 1 izing 
PPAR-gamma ligands to inhibit the epithelial inflammatory response.. J Clin 
Invest 1999 Aug; 104 (4) : 383-9: Ricote. M. . et al.. The peroxisome 
proliferator-activated receptor-gamma is a negative regulator of macrophage 
activation.. Nature 1998 Jan 1 ;391 (6662) : 79-82] ftM^tlT^O, Z\n*> 
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cn&Mfcfctta*ffi^5n*K»». &£#J. mtR^u. 

Jk ^U-fey^lMWlX^^k ^U^-^>>X5 1 k>.V;Hf^>llilteB6X7.7 L ;k 
'J :fr=E->X:J- l/>{jMbt>^ Uft. «K U ^->x^- U ^y^n If U>7 □ 
y*:a#U^-&£> » zk^ttSS^T (t F □*vx^;kte;Uo-x, *'J7^U 

x *?;h:jud-;*&£) , 7;i/3-;p (x*y-;k -f v^oyv-Mt') , 

&m7)Vn-)l (^'Jt'JX 7*Dk*k>^U=i-Jk y^o UkV^J n-Jk 
-fK7Jl'$x9A-7$ r **>*A, $r-fK7;k*x£Afc£) , tt«*&£#£tf& 

n&BK. *x>», •«,!&&£) , tf«S£©7;k*-y&JR* (£x>gtf- HJ SA, A 
Btf-HJ*Afc£) , ti$I (7;u*x>, x^y-jkr 
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&ij£tC^i£LfcII#)(30iDgAg/B ; *<I L^iS0iJ36g) &tf37e) fcZ^Tteling/kg/B) 

9 B § t«»K«k 0 ff o ft . 10 B H ©« P ^ H C7«lft^f Umtm B<t D -Ifttt 
gj^k^-X£2g/kg||£rU HfifiLfc. h'J^'J-fe5<K (T 

g) , msmtin (nefa) te^n^n^D-xc-ii^h^- 

H> *3SO , L TG II 0S«:iafn*5^*;*. SC;iO » NEFA C-5"X 

&Tm, Jflif h 'J KiTR^ Jh.+ai«BM8I»KfiT**'tn-?n3c 1 i^ 

Lit. 



in vivo db/db mice &4 9 B§ 



in vivo db/db mice }£#9 






. <%) 




m 


HJ£0!l2d) 


44.6 


71.6 


46.7 


H«5«y3d) 


27.5 


63.8 


47 


£J605d) 


53.6 


58.8 


65.5 


Hifiiwsb) 


46.1 


80.4 


62.9 


H»j36g)* 


51.5 


55.2 


54.0 


HWJ37er 


48.1 


68.3 


70.2 



GAL4-PPAR LiW**7ft$lH7?-\$. yeastOi&^E 1 ? T*$>3GAL4tf>l-1477 
t hPPAR(DI67-468 (PPARa) , 138-440 (NUC-1) . 174-475 (PPARY) 
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7$y^i (LBD; Ligand Binding Domain) &T*tl?nm$kLfz 0 U 

>K:«PLAP (Placental Alkaline Phosphatase) £ffll/>v Cin£5copy 
©GAL4 DNA binding element£^frTK promoterOT^lcaiSS-tHBgLfc. Host 
celUdfcCY-l (ATCC CCL-70) tft-t>%. CV-l cell 5:35 mm dishtd5xlOE5 

iz&Z&ttmZ* 10* FCS/DMEM-T24^fP^«^ FuCENE 6 trans feet ion reagent 
£<£JBLT, GAL4-PPAR LBD expression vector<»:GAL4 DBD-TK-PLAP expression 
vector£co-transfectL;fc. Transfection£?To7c24P#P«a&{;:, lxlOE4/wellf::& 
-5<J:5£96-well platefcSSMU $ *>\z2mm%m&mvtz. 2mfflWz. ft 
, ftttalkaline phosphatase£fcf££#£fc*(::65 0 CT©gLfclO* FCS££frDMEM 

m«±miOMltCassay buffer 50Ml<h<b#^S»50Pl*finA, MTlB#IBI-f 
^.^-h^tcSS^Lfco PPARa, ??ARB&&ZfP?hRrlzM-TZ>&^f£&* : £tl?tl 
^2 tC^Lfc 



312 





PPARa 


PPARyS 


PPARr 


HJS«2d) 


0.08 


2.513 


0.382 


3SJ6fll3d) 


0.087 


5.072 


0.217 


Ht6«5d) 


0.394 


0.789 


0.254 




0.701 


>30 


0.746 




0.162 


8.054 


>10 


3S«5«36g) 


0.012 


0.037 


0.047 


H«5«37e) 


0.028 


0.432 


0.016 
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30inlfc8*U 7k?&TT60!l!7K^t^ h U ^ AO. 26gSriPAfc. fil6tt£*fcTT30 

*Lfc. nmZi'VXtffrliy&pn^hlfyy'C-lzttV. 'v^U^-gt&x^ 
;U (4:1) igfcbtfilU ^>-^5- (3-x h* v-2-x h^>-3-**7-l-:/D^x 
7PF2=7 h+v'Ov'x- hi. fig£E-ZJKU(3-C#/2:. 

■H-NMR (Z- isomer. CDCI3) 5 : 1. 25 (t. J=6. 8Hz. 3H) 1.36 (t. J=7. 2Hz, 3H) 3.96 (s. 
3H) 3. 98 (a. J=6. 8Hz. 2H) 4. 27 (a. J=7. 2Hz, 2H) 6. 92 (s, 1H) 6. 98 (d. J =8. OHz. 
1H) 7.30-7.43 fa. 5H) 7.90 (dd. J=2.4. 8.0Hz. 1H) 8.32 (d. J=2.4Hz. 1H) 

o 0 



^ > v JU5- (3-x h * v-2-x h * v-3-** V- 1-^ o ^x;W -2-* h * i"* > 
l/x-M.6g£x*y-;i/30ilfc*»U lOS/^S^Aj^ilO. 35g£i0*., *mm 

*7A^n-7h^77-f-l;WU ^*1*>-&&x3S)M2:imffl#iiJ:D5-(3- 
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'H-NMR(CDClj) 5:1.16 (t. 1=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz. 3H) 2.98 (dd. 1=8.0. 
14.0Hz. 1H) 3.04 (dd. J =4. 8. 14.0Hz. 1H) 3.34 tog, J=6. 8. 9. 2Hz. 1H) 3.61 
(dq. J =6. 8. 9. 2Hz. 1H) 3. 98 (dd. J=4. 8. 8. OHz. 1H) 4. 05 (s. 3H) 4. 18 (q. J=7. 2Hz. 
2H) 6.97 (d. J=8.0Hz. 1H) 7.47 (dd. J=2. 4. 8.0Hz. IH) 8.06 (d. J=2. 4Hz. 1H) 

mmm\d 



5- (3-1 + V t^;W -2 L ^ h*->£S§&0. 58g£4- 

( h 'J y)Vitu^M ^>y^75 >0. 34g£N. N-y/^l/*^A75 K7mHz}g 
fl¥U fc#T~>7 S-fc^ymit^M. 30mh h UX^JU75 >0. 27ml ^JD*.*:., 

fcfcm&®z^T'\mrmwistz&*7kWi&£. et&x^TjaaiLfc. %® 

(3: 1) ®li&W& K) X^;i/2-X h*->-3- (4-* v-3- (|[4-(h'j7^ 
jru*?-M i>i>M 75 7 1 #jU#x;W 7xx;u 7d/V x- ho. 64g£f#fc. 
'H-NMR (CDC 1 3) 5:1. 16 (t. 1=6. 8Hz. 3H) 1.25 (t. 1=7. 2Hz, 3H) 2.98 (dd. J=8.0. 
14.0Hz. IH) 3.04 (dd. J =4. 8. 14. OHz. 1H) 3. 34 (dq. J=6. 8. 9. 2Hz. IH) 3.61 (dq. 
1=6.8. 9.2Hz. IH) 3.93 (s. 3H) 4.01 (dd. J =4. 8. 8.0Hz. IH) 4.18 (q. J=7. 2Hz. 
2H) 4.73 (d. 1=6. OHz. 2H) 6.91 (d. J =8. OHz. IH) 7.37 (dd. 1=2.4. 8.0Hz. IH) 
7. 47 (d. J=8. OHz. 2H) 7. 59 (d. 1=8. OHz. 2H) 8. 12 (d. 1=2. 4Hz. IH) 8. 29 (m. 
IH) 



2-X h*->-3- (4-* h*S>-3- ( I [4- ( h U 7)l*o 1>*?M 7 

5/1 j3)VX-M 7xx;H ^D/tyx- hO. 25g£** y-;Wilfc**U IN* 
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V ^AT'^l, M£&BE®£LT2-X v-3- (4-* h*->-3- ( I (4- ( h U 7 

'H-NMR (DMSO-dj) 5 : 1. 02 (t. J=7. 2Hz. 3H) 2.82 (dd. J=8. 0. 14. 4Hz. 1H) 2.91 (dd. 
J-5.2, 14.4Hz. 1H) 3.30 (dq, J =7. 2. 9.6Hz. 1H) 3.50 (dq. J =7. 2. 9. 6Hz. 1H) 
3.86 (s. 3H) 3.94 (dd. J=5. 2. 8.0Hz. 1H) 4.55 (d. J=6. 0Hz. 2H) 7.05 (d. J=8. 0Hz. 
1H) 7.32 (dd. J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. 0Hz. 2H) 7.61 (d. J=2. 4Hz. 1H) 
7.68 (d. J=2.4Hz. 2H) 8.78 (t, J=6. 0Hz. 1H) 




m&W\b) t m&OJi&T'S- (3-x h * v-2--f V ->-3-** V 7u tf 

•H-NMR (CDC lj) 6:0. 94 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.26 (t. J=7. 2Hz. 
3H) 2.93 (dd. J=8. 0. 14. 0Hz. 1H) 3.02 (dd. J =4. 8. 14. 0Hz. 1H) 3.52 (sept. 
J=6. 0Hz. IH) 4. 03 (dd. J=4. 8. 8! 0Hz. 1H) 4. 06 (s. 3H) 4. 15-4. 22 On. 2H) 6. 98 
(d. J=8.0Hz. 1H) 7.47 (dd. J=2.4. 8.0Hz. 1H) 8.08 (d. J=2. 4Hz. 1H) 
«0J2c) 

■$mm\ c) tlsl^©^T'.X^U2-f vyP^->-3-(4-^ h^v-3-(l[4-(h 

'H-NMR (CDC lj) 6:0.96 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.92 (dd. J=8. 0. 14. 0Hz. 1H) 3.01 (dd. J =4. 8. 14. 0Hz. 1H) 3.51 (sept. 
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J=6.0Hz. 1H) 3.93 (s. 3H) 4.05 (dd. J=4. 8. 8.0Hz. 1H) 4.14-4.21 (i. 2H) 4.73 
(d, J=6.0Hz. 2H) 6.90 (d. J=8.0Hz. 1H) 7.37 (dd. J=2. 4. 8.0Hz. 1H) 7.47 (d. 
J=8.0Hz. 2H) 7.59 (d. J=8. 0Hz. 2H) 8.13 (d. J=2. 4Hz. 1H) 8. 30 (m. 1H) 



0 O 




mmm 1 d) t TO©#&T'2-r v y □ #*->-3- (4-* h * ->-3- ( 1 [4- ( h >j ?)v 

•H-NMR (DMSO-dg) 6:0.89 (t. J=6. 0Hz. 3H) 1.03 (t. J=6. 0Hz. 3H) 2.76 (dd. J=8. 0. 
14.0Hz. 1H) 2.88 (dd. J =4. 8. 14. 0Hz. 1H) 3.48 (sept. J=6. 0Hz. 1H) 3.86 (s. 
3H) 3.99 (dd. J =4. 8. 8.0Hz. 1H) 4.55 (d. J=6. 0Hz. 2H) 7.04 (d. J=8. 0Hz. 1H) 
7.32 (dd. J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. 0Hz. 2H) 7.62 (d. J=2.4Hz. 1H) 7.68 
(d, J=8. 0Hz. 2H) 8.77 (t. J=6. 0Hz. 1H) 

mm 




m&mw tmmoy^mx^- (3-x h*->-2-tert-7 h4y-3-wyo tr;w- 
2-* h*'>%M.m&£mco 

'H-NMR (CDCI3) 6 :1. 02 (s. 9H) 1.25 (t. J=7. 2Hz. 3H) 2.85 (dd. J=8. 0. 14. 0Hz. 
1H) 2.95 (dd. J=4.8. 14. 0Hz. 1H) 4.06 (s. 3H) 4.10 (dd. J =4. 8. 8.0Hz. 1H) 4. 18 
(q. 1=7. 2Hz. 2H) 6.98 (d. J=8. 0Hz. 1H) 7.47 (dd. J=2. 4. 8.0Hz. 1H) 8.07 (d. 
J=2.4Hz, 1H) 
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mmi\ c)£TO©£J*TX^Jl>2-tert-:7>*->-3-(4-* h*->-3-(l[4-(h U 

7ju*d*?jw ^>y;H7s y ) tuut-^M 7 x- ;n nj x- h 

'H-NMR(CDClj) <5 : 1. 02 (s. 9H) 1.25 (t. J=7. 2Hz, 3H) 2.85 (dd. J=8. 0. 14. 0Hz. 
1H) 2. 95 (dd. J=4.8. 14. 0Hz. 1H) 3.93 (s, 3H) 4. 10 (dd. J =4. 8. 8.0Hz. 1H) 4. 18 
(q. J=7. 2Hz. 2H) 4. 73 (d. J=6. 0Hz. 2H) 6. 90 (d. J=8. 0Hz. 1H) 7. 37 (dd. J=2. 4. 
8.0Hz. 1H) 7.47 (d. J=8. 0Hz. 2H) 7.59 (d. J =8. OHz, 2H) 8.13 (d. J=2. 4Hz, 1H) 
8.29 (m. 1H) 



d) t i^«©^T'2-tert-y h*->-3- (4-* h*->-3- ( 1 14- ( F 'J 7)1* 

'H-NMR (DMSO-de) 6 :0. 94 (s. 9H) 2.70 (dd. J=8. 8. 13. 2Hz. 1H) 2.83 (dd. J=4.4. 
13. 2Hz. 1H) 3.86 (s. 3H) 4.01 (dd. J=4.4. 8. 8Hz. 1H) 4.56 (d. J=6. OHz. 2H) 
7.04 (d. J=8.0Hz. 1H) 7.31 (dd. J=2. 0. 8. OHz. 1H) 7.52 (d. J=8. OHz. 2H) 7.63 
(d. J=2.0Hz. 1H) 7.68 (d. J=8. OHz. 2H) 8.77 (t. J =6. OHz. 1H) 



SaiiWlb) <hISHi©^T5-(3-xh^->-2-t M)V)-l- 
'H-NMR (CDC 1 3 ) 6 : 1.31 (t. J=7. 2Hz. 3H) 2.95 (dd. J=8. 0. 14. OHz. 1H) 3.12 (dd. 
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J=4. 8. 14. OHz, 1H) 4. 06 (s. 3H) 4. 23 (q, J=7. 2Hz. 2H) 4. 40 (dd. J=4. 8. 8. 0Hz, 
1H) 6.98 (d. J=8. 0Hz. 1H) 7.47 (dd. J=2.4, 8.0Hz. 1H) 8.01 (d. 1=2. 4Hz. 1H) 



O 0 




mm\ i o t m&<Di5&T'3L?-M- 1 f ->-3- (4-* h * ->-3- ( i [4- ( h u 7 

•H-NMR (CDC 1 3) 6 : l.3l (t. J=7. 2Hz. 3H) 2.95 (dd. J=8. 0. 14. 0Hz. 1H) 3.15 (dd. 
J=4. 8. 14. 0Hz. 1H) 3. 92 (s. 3H) 4. 23 (q. J=7. 2Hz. 2H) 4. 40-4. 43 (m. 1H) 4. 73 
(d. J=6. 0Hz. 2H) 6.92 (d. J=8. 0Hz. 1H) 7.37 (dd. J=2. 4. 8.0Hz. 1H) 7.47 (d. 
J=8! OHz. 2H) 7. 59 (d. J=8. OHz. 2H) 8. 08 (d. J=2. 4Hz. 1H) 8. 28 (m. 1H) 



lWJ4d) 

o O 




mmm\ d) tm&vis&T'Z-t kd*->-3-(4-* h+'>-3-(i(4-(hU7;^D 

'H-NMR (DMSO-dj) 6 : 2.75 (dd. J=8. 0. 14. OHz. 1H) 2.90 (dd. J =4. 8, 14. OHz. 1H) 

3. 86 (s. 3H) 4. 08 (dd. J=4. 8. 8. OHz. 1H) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J=8. OHz. 

1H) 7.32 (dd. J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. OHz. 2H) 7.62 (d. J=2. 4Hz. 1H) 

7.68 (d. J =8. OHz. 2H) 8.77 (t. J=6. OHz. 1H) 

mmms 
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'H-NMR(CDClj) (5 .0. 92 (t. J=7. 6Hz. 3H) 1.17 (t. J=6. 8Hz. 3H) 1.51-1.70 to. 2H) 
2.54-2.60 to. 1H) 2.75 (dd. J=6.4. 13. 6Hz. 1H) 2.91 (dd. J =8. 4. 13. 6Hz. 1H) 
4. 02-4. 10 to. 2H) 4. 05 (s. 3H) 6. 96 (d. J=8. 0Hz. 1H) 7. 37 (dd. J=2. 4. 8. 0Hz. 
1H) 8.00 (d. J=2.4Hz. 1H) 



mt&m\ o tm&vjjm-cjL^M- [4-*h*v-3-(|[4-(hj:7;m-o;ww 

^ >i?M 75/1 =.)[>) >*JM 7* / X- h 

'H-NMR(CDClj) 6 :0.91 (t. J=7. 6Hz. 3H) 1.18 (t. J=6. 8Hz. 3H) 1.51-1.70 to. 2H) 

2.54-2.61 to. 1H) 2.75 (dd. J=6.4. 13.BHz. 1H) 2.92 (dd. J=8.4. 13.6Hz. 1H) 

3. 92 (s. 3H) 4. 04-4. 15 to. 2H) 4. 73 (d. J=6. OHz. 2H) 6. 89 (d. J=8. OHz. 1H) 

7.26 (dd. 1=2.4. 8.0Hz. 1H) 7.47 (d. J =8. OHz. 2H) 7.59 (d. J =8. OHz. 2H) 8.05 

(d. J =2. 4Hz. 1H) 8. 30 to. 1H) : 1 ~ 
^J60J5d) 



d) £P3tt©#ST2- [4-^ h + ->-3-(l(4-(h'j7J^D^^;W^>v > 

'H-NMR (DMS0-d 6 ) 5 : 0. 84 (t. J=7. 2Hz. 3H) 1.43-1.49 to. 2H) 2.38-2.43 to. 1H) 
2.64 (dd. J=6.0. 13. 6Hz. 1H) 2.75 (dd. J =8. 8, 13.6Hz. 1H) 3.85 (s. 3H) 4.54 
(d. J=6. 4Hz. 2H) 7. 04 (d. J=8. OHz. 1H) 7. 27 (dd. J=2. 4. 8. OHz. 1H) 7. 52 (d. 
J=8.0Hz. 2H) 7.55 (d. J=2. 4Hz. IH) 7.68 (d. J=8. OHz. 2H) 8.78 (t. J=6. 4Hz. 
1H) 
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'H-NMR(CDClj) 6 : 1.14 (t, J=6. 8Hz, 3H) 2.56 (t. J=7. 2Hz. 2H) 2.88 (t. J=7. 2Hz, 
2H) 3. 98 (s. 3H) 4. 06 (q. J=6. 8Hz. 2H) 6. 92 (d. J=8. OHz. 1H) 7. 37 (dd. J=2. 4. 



rnmmi c) £|5HH©7j£t?x^;i/3- [4-/ h*~>-3- ( i [4- ( hj dvxuu-m 

TFWHR1CDCTJ 6: UT2 (t, J=6. KHz, 3H) 2. 6U (t, J=7. 2Hz. 'M 2.95 (t, J=7. 2Hz, 

2H) 3.92 (s. 3H) 4. 11 (q. 1=6. 8Hz. 2H) 4.73 (d, J =6. OHz, 2H) 6.90 (d, J=8. OHz. 

1H) 7.26 (dd. J=2.4. 8.0Hz. 1H) 7.47 (d. J=8. OHz. 2H) 7.59 (d. J =8. OHz, 2H) 
8.07 (d. 1=2. 4Hz. 1H) 8.30 (m. 1H) 



IIMl d) t®m<Dl5&T'3-[4-* h^v-3-(ll4-(h'J7;^o/5 1 ;W^>^ 

'H-NMR (DMS0-d 6 ) 6:2.48 (t. J=7. 2Hz. 2H) 2.76 (t. J=7. 2Hz. 2H) 3.85 (s. 3H) 4.54 
(d. J=6.4Hz. 2H) 7.04 (d. J =8. OHz. 1H) 7.31 (dd. J=2. 4. 8. OHz. 1H) 7. 51 (d. 
J=8.0Hz. 2H) 7.57 (d. J=2. 4Hz. 1H) 7.68 (d. J =8. OHz. 2H) 8.78 (t. J=6. 4Hz. 



8.0Hz. 1H) 7.98 (d. J=2. 4Hz. 1H) 
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IH) 




gmm c) tnmo>i3^^)v 2-ih+->-3-(4-/ h^->-3-(i((i-^^- 
ih_2 — r > h y ;m y?;w 75 / I tuvx-M y^~M yo/vi-h 

•H-NMRICDClj) 6:1. 16 (t. 1=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz, 3H) 2.98 (dd. J=8. 0, 
14.0Hz. IH) 3.04 (dd. J =4. 8. 14. 0Hz. IH) 3.34 (do. J =6. 8. 9. 2Hz. IH) 3.61 (dq. 
J=6.8. 9.2Hz. IH) 3.74 (s. 3H) 3. 84 (s. 3H) 4. 01 (dd. J =4. 8. 8.0Hz. IH) 4.18 
(q, J=7.2Hz. 2H) 4.87 (d. J=6. 0Hz. 2H) 6. 87 (d. 1=8. 0Hz. IH) 6.90 (s. IH) 7.11 
(dd. J=0.8. 8.0Hz. IH) 7.20 (dd. J=0. 8. 8. OHz, IH) 7.30 (d. J=8. OHz. IH) 7.37 
(dd. J=2.4. 8.0Hz. IH) 7.59 (d. J=8. 0Hz. IH) 8.10 (m. IH) 8.12 (d. J=2. 4Hz. 
IH) 




d) tTO©^feT2-Xh^->-3-(4-y h^^>-3-(l[(l-y5 1 JU-lH-2-1' 

•H-NMR(DMS0-d B ) 6 : 1. 03 (t. J=6. 8Hz. 3H) 2.83 (dd. J =7. 2. 14. 0Hz. IH) 2.91 (dd. 
J=4.8. 14.0Hz. IH) 3.30 (dq. J=6. 8. 9. 6Hz. IH) 3.50 (dq. J=6. 8. 9. 6Hz. IH) 
3.74 (s. 3H) 3.84 (s. 3H) 3.94 (dd. J =4. 8. 7. 2Hz. IH) 4.67 (d. J=5. 6Hz. 2H) 
.6. 35 (s. IH) 6. 97 (dd. J=0. 8. 8. OHz. IH) 7. 04 (d. J=8. OHz. IH) 7. 09 (dd. J=0. 8. 
8. OHz. IH) 7. 31 (dd. J=2. 0. 8. OHz. IH) 7. 39 (d. J=8. OHz. IH) 7. 46 (d. J=8. OHz. 
IH) 7.61 (d. J=2. OHz. IH) 8.57 (t. J=5. 6Hz. IH) 
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cn£cn£ 



'H-NMR (CDC lj) 6:0.95-1. 07 to, 2H) 1.16 (t, J=6. 8H2. 3H) 1.16-1.25 to. 3H) 1.25 
(t. J=7. 2Hz. 3H) 1. 50-1. 80 to. 6H) 2. 98 (dd. J=8. 0. 14. 0Hz. 1H) 3. 04 (dd. J=4. 8. 
. 14.0Hz. 1H) 3.30 (t. J=6.4Hz. 2H) 3.34 (dq. J=6. 8, 9. 2Hz, 1H) 3.61 (da. J=6. 8. 
9.2Hz. 1H) 3.94 (s. 3H) 4.01 (dd. J -4. 8. 8.0Hz. 1H) 4.18 (a. J=7. 2Hz. 2H) 6.87 
(d. J=8.0Hz, 1H) 7.37 (dd. J=2.4. 8.0Hz. 1H) 7.90 (id. 1H) 8.08 (d. J=2. 4Hz. 
1H) 



nmm 1 d) t mm^mx-i- o- ( i (->* □ ->jm 7 $ y i % )ix=. 

'H-NMR (DMSO-dj) 6 : 0. 89-0. 95 to. 2H) 1.03 (t. J=7. 2Hz. 3H) 1.14-1.20 to. 3H) 
1.45-1.70 to. 6H) 2.81 (dd. J=8. 0. 14.0Hz. 1H) 2.90 (dd. J=5. 2. 14. 0Hz. 1H) 
3.10 (dd. J=6.4. 6.4Hz. 2H) 3.30 (da. J =7. 2. 9. 6Hz. 1H) 3.50 (dq. J=7. 2. 9. 6Hz. 
1H) 3.83 (s. 3H) 3.93 (dd. J=5. 2. 8.0Hz. 1H) 7.02 (d. J=8. 0Hz. 1H) 7.28 (dd. 
J=2.4. 8.0Hz. 1H) 7.57 (d. J=2.4Hz. 1H) 8.07 (t. J=6. 4Hz. 1H) 
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* 1-7 5 J -3-* h * ->( I (4- ( h 'J 7 JM- □ ;* j-M «>VM 7 5 y I 
;|,# - M 7 x z:;H 7 □ n J X- h 0. 25g£ s k tfifgO. 1 2ml £ £ D □ A 8m 1 \z 

^7^-icttu -\^>-mm^)V(2:\)mta^m^K)^)v 3-[4-*n* 

->-3- (1(4- ( HJ 7)U*U*?)V) *>*JM 7S.y\t))^—M 7x-JW 

'H-NMR(CDClj) 6 :0. 84 (t. J=7. 2Hz. 3H) 1.55 (tq. J=6. 8. 7. 2 Hz. 2H) 2. 98 (dd. 
J=8.0. 14.0Hz. 1H) 3.04 (dd. J =4. 8. 14,0Hz. 1H) 3.21 (dt. J=6. 8, 8. 8Hz. 1H) 
3. 53 (dt, J=6. 8. 8. 8Hz. 1H) 3. 73 (s. 3H) 3. 93 (s. 3H) 4. 02 (dd. J =4. 8. 8. 0Hz. 
1H) 4. 73 (d. J=6. 0Hz. 2H) 6. 91 (d. J=8. 0Hz. 1H) 7. 36 (dd. J=2. 4. 8. 0 Hz. 1H) 
7.47 (d. J=8. 0Hz. 2H) 7.59 (d. J=8. 0Hz. 2H) 8.10 (d. J=2. 4Hz. 1H) 8.29 (m. 



*3-)V 3- [4-* h*->-3-(K4-(h 'J 7)V*U*=?M ^>^JH 75 yi 
x;M 7 xx;W)-2-7*0 VX-hO. 18g***y— ;i/2il£S*PU IN 

U ig&£fcEES£LT3- [4-* ->-3- ( I [4- ( h U 7Mo^f 

;w^>x;W7syi*;^-JW7x-;i/]-2-yD^>'yD/t>g[0. i5g&»fc. 

'H-NMR (DMS0-d 6 ) 5 : 0. 76 (t. J=7. 2Hz. 3H) 1.41 (tq. J=6.4. 7. 2Hz. 2H) 2.82 (dd. 
J=8.0. 14.4Hz. 1H) 2.91 (dd. J =4. 8. 14. 4Hz. 1H) 3.17 (dt. J=6. 4. 9. 2Hz. 1H) 



O 



O 
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3.43 (dt. J=6.4. 9.2Hz. IH) 3.86 (s. 3H) 3.92 (dd. J =4. 8. 8.0Hz. 1H) 4.55 (d. 
J=6. OHz. 2H) 7. 05 (d. J=8. OHz. !H) 7. 32 (dd. J=2. 4. 8. 0 Hz. 1H) 7. 52 (d. J=8. OHz. 
2H) 7.61 (d. J=2.4Hz. 1H) 7.68 (d. J =8. OHz. 2H) 8.78 (t. J=6. OHz. 1H) 



o o 




nmwv a) tm&oij&T-*?-)]' 2-7h*v-3-i4-*h*->-3-(i[4-(hU7;i' 

'H-NMR(CDClj) 6:0.84 (t. J=7. 2Hz. 3H) I.25-1.32 fan. 2H) 1.46-1. 55 (m, 2H) 2.98 
(dd. J=8.0. 14.0Hz. 1H) 3.04 (dd. J=4. 8. 14. OHz. 1H) 3.25 (dt. J=6. 8. 8. 8Hz. 

i 

1H) 3.55 (dt. J=6. 8. 8. 8Hz. 1H) 3.73 (s. 3H) 3.93 (s. 3H) 4.01 (dd. J =4. 8. 
8.0Hz. 1H) 4.73 (d. J =6. OHz. 2H) 6.91 (d. J -8. OHz. 1H) 7.35 (dd. J=2.4. 8.0 
Hz. 1H) 7.47 (d. J=8.0Hz. 2H) 7.59 (d. J=8.0Hz. 2H) 8. 10 (d. J=2. 4Hz. 1H) 8.29 

fan. 1H) — 

HiS^JlOb) 



o o 




mmm) tmrn^mx-i-^h^^-H-^ h*->-3-d[4-(Hj:7;M-p* 

'H-NMR (DMSO-dj) 5 :0. 77 (t. J=7. 2Hz. 3H) 1.15-1.25 fan. 2H) 1.32-1.41 fan. 2H) 
2.82 (dd. J=8.4. 14. OHz. 1H) 2.91 (dd. J =4. 8. 14. OHz. 1H) 3.20 (dt. J=6. 4. 
9.2Hz. 1H) 3.46 (dt. J=6. 4. 9. 2Hz. IH) 3.86 (s. 3H) 3.90 (dd. J=4. 8. 8. 4Hz, 
1H) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J=8. OHz. 1H) 7. 32 (dd. J=2. 4. 8. 0 Hz. IH) 
7.52 (d. J=8.0Hz. 2H) 7.61 (d. J=2.4Hz. IH) 7.68 (d. J=8. OHz. 2H) 8.77 (t. 
J=6.0Hz. IH) 



103 



WO 01/25181 



PCT/JP00/06788 



mm 




a)tmm(D^mx'^ji 2-v?o^*:/;i':**>'-3-[4-*h*~>-3- 

( I [4- ( h D 7)V* □ * =5-M *c > VM 7 5 y I * JM^;H 7 1- M yn/Vi- 

'H-NMR(CDC)j) 6:0.80 (dd. J=6. 4. 16. 0Hz. 1H) 1.08-1.90 (m. 9H) 2.96 (dd, J=8. 0, 
14.0Hz. 1H) 3.02 (dd, J=4. 8. 14. 0Hz. ID 3.14-3,21 (id. 1H) 3. 73 (s. 3H) 3.93 
(s. 3H1 4.10 (dd. J=4.8. 8.0Hz. 1H) 4. 73 (d, J=6. OHz. 2H) 6.91 (d. J=8. 0Hz. 
1H) 7. 36 (dd. J =2. 4. 8. 0 Hz. 1H) 7. 47 (d. J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 
8.10 (d. J=2.4Hz. 1H) 8.29 (m. 1H) 



^£g0U9b) t(5|^©^^T*2-v^ d^*^;U^->-3- (4-* h*->-3- ( I [4- ( h 

'H-NMR (DMSO-dj) 6 :0. 75 (dd. J=6. 4. 16. 0Hz. 1H) 1.00-1.71 fa. 9H) 2.78 (dd. 
J=8. 0. 14. 0Hz. 1H) 2. 89 (dd. J=4. 8. 14. 0Hz. 1H) 3. 18-3. 23 (m. 1H) 3. 86 (s. 
3H) 4.03 (dd. J =4. 8. 8.0Hz. 1H) 4.55 (d. J=6. 0Hz. 2H) 7.05 (d. J=8. 0Hz. 1H) 
7.33 (dd. J=2.4. 8.0 Hz. 1H) 7.52 (d, J=8. OHz. 2H) 7.63 (d. J=2.4Hz. 1H) 7.67 
(d. J=8.0Hz. 2H) 8.77 (t. J =6. OHz. 1H) 



£280! lib) 
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O^CF 3 



H560<I9 a)tH*©*ttT^^ 3-14-* K*^-3-( 1(4- ( HJ 7 JU#d* 3^1/) 
'OyM 75 J\tl)V#-M 7x~;H-2-(2. 2. 2- h U h*v) 

'H-NMR (CDC 1 3) 6: 3.04 (dd. J=8. 0. 14.0Hz. 1H) 3. 15 (dd. J =4. 8. 14. 0Hz. 1H) 3.67 
(dd. >8.8. 12.0Hz. 1H) 3.73 (s. 3H) 3.93 (s. 3H) 4.03 (d. J=8. 8. 12. 0Hz. 1H) 
4.20 (dd. J=4. 8. 8.0Hz. 1H) 4.73 (d. J=6. 0Hz. 2H) 6.91 (d. J=8. 0Hz. 1H) 7.36 
(dd. J=2. 4. 8. 0Hz. 1H) 7. 47 (d. J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 1H) 8. 10 (d. 
J=8. 0Hz. 2H) 8.29 fa. 1H) 



mmm%) tTO©^ST*3-[4-^ h+y-3-(([4-(hU7Mo/?JW^>y 
M7^Ail)Vifs-M 7x~;W-2- (2. 2. 2- h 'J :7;i^DX h^v) 7"D^>i§: 

'H-NMR (DMS0-d 6 ) 6 .2. 92 (dd. J=8. 0. 14. 0Hz. 1H) 3.01 (dd. J =4. 8. 14. 0Hz. 1H) 
3.87 (s. 3H) 4.03 (dd. J=8. 8. 12.0Hz. 1H) 4.11 (d. J=8. 8. 12. 0Hz. 1H) 4.26 
(dd. 1=4.8. 8.0Hz. 1H) 4.55 (d. J=6.4Hz. 2H) 7.06 (d. 1=8 :0Hz. 1H) 7. 31 {dd. 
J=2. 4. 8. OHz. 1H) 7. 52 (d. J=8. OHz. 2H) 7. 61 (d. J=2. 4Hz. 1H) 7. 68 (d. J=8. OHz. 
2H) 8.78 (t. J=6.4Hz. 1H) 

mm 



$360! 12b) 
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nmm 3) tmmo)^mr^)u 2-r 77>*s/-3-[4-* h*->-3-(i(4-(Hj 

7fr*n*?M 1>*JM 75 J \%)\,i£-M 7x.-M X- hZmtzo 

'H-NMR(CDClj) 5:0. 82 (d. J=6.4Hz. 6H) 1. 80 (tq, J=6. 4. MHz, 1H) 2.98 (dd. 
J=8. 0. 14.0Hz. 1H) 2.99 (dd. J=6.4. 8. 8Hz. 1H) 3.04 (dd. J =4. 8. 14. 0Hz. 1H) 
3. 36 (dd. J=6. 4. 8. 8Hz. IH) 3. 72 (s. 3H) 3. 93 (s. 3H) 4. 00 (dd. J=4. 8. 8. OHz. 
1H) 4.73 (d. J=6.0Hz. 2H) 6.91 (d. J =8. OHz. 1H) 7.36 (dd. J=2. 4. 8. 0 Hz. 1H) 
7. 47 (d. 1=8. OHz. 2H) 7. 59 (d. J=8. OHz. 2H) 8. 10 (d. J=2. 4Hz. IH) 8. 29 On. 
1H) 



&mmm tmrno^^-^ 77>*v-3- [4-* h*->-3- ( i [4- ( h u 7;m- 

'H-NMR (DMSO-d^) <5 : 0. 74 (d. J=6.4Hz. 6H) 1.67 (ta. J=6. 4. 6.4Hz. IH) 2.82 (dd. 
J=8.0. 14.4Hz. IH) 2.92 (dd. J =4. 8. 14.4Hz. lH) 2.96 (dd. J=6.4. 8. 8Hz. IH) 
3.26 (dd. 1=6.4. 8. 8Hz. IH) 3.86 (s. 3H) 3.90 (dd. J =4. 8, 8.0Hz. IH) 4.55 (d. 
J=6.0Hz. 2H) 7.04 (d. J =8. OHz. IH) 7.32 (dd. J=2.4, 8.0 Hz. IH) 7.51 (d. J=8. OHz. 
2H) 7.62 (d. J=2.4Hz. IH) 7.67 (d. J =8. OHz, 2H) 8.76 (t. J =6. OHz. IH) 
3g«ffll4 



jl^M- (ylWX* 'J M -2-f V 7"n \f.)Wty— h I. 5g£7=- h 7 1 K □ 
7?>\M\Z®mi,s TK^TTeO^Jc^k-^h'J^AO. 22g^J)DAfe. JRf£tt£*?fr 
TT?20#IHHt#Lfc&» 4-* h4'>3-zho^>X7;i/fk h*0. 88g£JnA> 



O 



O 




O 
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)V (9 : 1) &i+J#Ii<k 0 V 7* v-3- (4-* h *->-3-X h □ 7 x - 

;W -2-7 d/^ y x- h 0. 85g£E-Zig C K> T#fc. 

'H-NMR(CDClj) 6 : 1. 17+1. 37 (t. J=6. 0Hz. 3H) 1. 27+1. 31 (d, J=6. 0Hz, 6H) 

3. 94+3. 98 (s. 3H) 4. 17+4. 28 (q. J=6. 0Hz. 2H) 6. 10+6. 88 (s. 1H) 7. 00+7. 06 (d, 

J=8.0Hz, 1H) 7. 40+7. 91 (dd. J=8. 0. 2.0Hz. 1H) 7.75+8. 37 (d, J=2. 0Hz. 1H) 



x^;U-2-< (4-* h*?>-3-x hD7i"JH -2-7*o/V x- 

h0.85g£x*y-;H5mll;:J§MU 10JW5^«7A£*0/3gSJniL tK^H^T 

^□7h^77^-l:#U ^U->-KKx^;i/ (6:1) igt+JtfiU O x^;u-3- (3- 
7 ^ ^-4-^ h*->?xXJU) -2H y/D^y ^b/Vx- R! 72g£^fc. 
'H-NMR (CDClj) d : 1. 00 (d. J=6. 0Hz. 3H) 1. 15 (d. J=6. 0Hz. 3H) 1. 24 (t. J=6. 0Hz, 
3H) 2.83(m. 2H) 3. 50 (dq. J-6.4. 6.4Hz. 1H) 3. 81 (s. 3H) 4. 00 (dd. J=8.4. 
4. 8Hz. 1H) 4. 17 (q. J=6. 0Hz. 2H) 6. 60 (dd. J=8. 0. 2. 0Hz. 1H) 6. 67 (d. J=2. 0Hz. 
1H) 6. 70 (d. J=8.0Hz. 1H) 



X^JW3-(3-7a y-4-/ h*->7i^JH -2--f y7*o#*->^;i- h 
0. 3g£(a. a. o-h'j7;^o-p-h"j;Hgt^0.218g^xH7t HD7^>7mHZ 
8#U *;UjKx;1/v< 5 ^7*-;M). 22gt h UlW$ >0. 23ml^r*DA. 5CC 
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Si^y'J*y;W7A^D7h^77^H:WU ^*1*->-if&X^;H6:l)i§ 
HitfilU 0 V7"a#+y-3- [4-* h+->-3- (4- h U 7^D^^;|/7 

xx^y-fe^T 5 y ) 7x~;H ^yvi- ho. 34g£#fc. 

'H-NMR(CDClj) a :0. 95 (d. J=6. 0Hz. 3H) 1. 10 (d, J=6. 0Hz, 3H) 1. 22 (t. J=7. 2Hz. 
3H) 2. 83 (dd, J=14. 0. 6. 0Hz, 1H) 2. 93 (dd. J=14. 0, 4. 4Hz. 1H) 3. 48 (dq. J=6. 0. 
6.0Hz. 1H) 3. 73 (s. 3H) 3. 78 (s. 2H) 4 02(dd. J =7. 6. 4. 4Hz. 1H) 4. 15 (q. 
J=8. OHz. 2H) 6. 72 (d. J =8. OHz. 1H) 6. 91 (dd. J=8. 0. 2.0Hz. 1H) 7.46(d. 
J=8. 0Hz. 2H) 7. 64 (d. J=8. 0Hz. 2H) 7. 73 (s. 1H) 8. 24 (d. J=2. OHz. 1H) 
HiS^JMd) 



X^JU-2-T V ya^*+->-3- (4-* h*v-3- (4- h U 7Ma^f Jl/7i^V7 
tWSy) 7i-;H7"D/VX-hO. 34g£x^y— MmHcigfiSU 5N7K^-fb 
^-hU->A0. 28nl£iJDx.. £i£T*4PSPp^#L£:. ££*g£#l£*#U 
*fnLfc&Smx^UT&aiLfc. ^&JI£®lD:&:!&*Ti5fcfrU *S7k5£gtf-hU 
■5AT*^l> &&£MBE@£LT2-f V7*o#^->-3- (4-* h*->-3- 1 [2- (4- h 
U 7)\,*u*?-M 7xx;H 7±?M 7$ ^) ^xXjl^drO&O. 28g£*tfc. 
'H-NMR (CDC 1 3) 6 : 1. 06 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 89 (dd. J=14. 0. 6. OHz. 
1H) 3. 06 (dd. J=14. 0. 4. 4Hz. 1H) 3. 58 (dq. J=6. 0. 6. OHz. 1H) 3. 75 (s. 3H) 3. 80 (s. 
2H) 4. 13 (dd. J=7. 6. 4. 4Hz. 1H) 6. 74 (d. J =8. OHz. 1H) 6. 90 (dd. J=8. 0. 2.0Hz. 
1H) 7.48(d. J=8. OHz. 2H) 7. 65 (d. J=8. OHz. 2H) 7. 73 (s. 1H) 8. 26 (d. J=2. OHz. 1H) 

Hi£W5c) 
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I [2- (5-/^;U-2-7xH>/U-l. l-**V*J*))V-l-4M 7±^M7S.y\ 7xX 

'H-NMR (CDCI,) <5 :0. 96 (d. J=6. OHz. 3H) 1. 13 (d. J=6. OHz. 3H) 1. 24 (t. J=7. 2Hz. 
3H) 2. 40 (s. 3H) 2.87(dd. J=14. 0. 8. 8Hz. 1H) 2. 95 (dd, J=14.0. 8. 8Hz. 1H) 
3. 50 (do, J=6.4. 6.4HZ. 1H) 3. 63 (s. 2H) 3. 75 (s. 3H) 4. 04 (dd. J=8. 4. 4. 8Hz. 
1H) 4. 17 (q. J=7. 2Hz. 2H) 6. 73 (d. J=8. OHz. 1H) 6. 90 (dd. J=8. 0. 2.0Hz. 1H) 
7.47(m. 3H) 8.08(m. 2H) 8.33(d. J =2. OHz. 1H) 9. 42 (s. 1H) 



^Jg0U14 d) tmm<Dljm\z^r)^ 2-^V7*o#*->-3-(4-*h*v-3-l[2-(5- 
;* ?)U-2-7 x 1. 3-^-^it 7-;W4-< ;W 7±?M 7 5 / 1 7 x —M 7 □ A 

'H-NMR (CDCIj) a : 1. 07 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 40 (s. 3H) 
2. 89 (dd. J=14.0. 8. 8Hz. 1H) 3. 09 (dd. J=14. 0. 8. 8Hz. 1H) 3. 58 (dq, J=6.4. 
6.4HZ. 1H) 3.63(s. 2H) 3. 75 (s. 3H) 4. 14 (dd. J=8.4. 4. 8Hz. 1H) 6. 75 (d. 
J=8.0Hz. 1H) 6. 88 (dd. J=8. 0. 2.0Hz. 1H) 7.46(m. 3H) 8.08(m. 2H) 8. 33 (d. 
J=2. OHz. 1H) 9.46(s. 1H) 

l 0 o 



X^M- (i'X? 1 ^*** ij ;W -2-< V 7*D trjUT-fex- b 1. 6g£x h 7 1 H o 
7?>iM\Z®Mls* *^TT'60!i;7j<^(b^-h , J9A0.24g$:J)DAfc. ££i££7k# 
TT-30#Hmt#L£&, tert-T^M-zfrJl/S;^-* b*v^>»/x- hi. 2g£ifl 
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•vmtavtz. G&mz®ft-ki&*T'ik&\s> i*a«7^->!)/,TR»i„ mm 

»B*X?-JU (3: 1) i§iB#ii<fc 0 tert-73Ml/5- (3-x V^D^ v-3-* 

*7-1-7d^x;M-2-* h*^>'/x-H. 5g*E-Z«i;0T#fc. 
'H-NMR(Z- isomer. CDClj) 6 : 1. 28 (d. J=6. 4Hz. 6H) 1. 36 (t, J=7. 2Hz. 3H) 1. 59 (s. 
m 3.91 (s. 3H) 4.29 (o. J=7. 2Hz. 2H) 4.41 (sept. J=6. 4Hz. 1H) 6. 92 (d. J=8. OHz. 
1H) 6.96 (s. 1H) 7.85 (dd. J=2.4. 8.0Hz. 1H) 8.26 (d. J=2.4Hz. 1H) 



o o 




UTt-Zf^M- (3-X h+y-2-< V^D^^y-J-t^V'-l-^D^zjI/) -2-^ h 
*->^>Vx- hO. 3g£>?£ □ o** >2. 5ml fc««?U h >J 7JWafti 

i.2mi^unA. ^ozzfrftTimmmwistc. s.ft^mzh)iJL>30m\^taxm 

7 >< U 's+lt >-B*&x3MW (2: 1) £ffl#!i<fc 0 5- [ (Z) -3-x h*->-2--T V 
yp^=lr->-3-^-^y-l-^a^x;H -2-* h*->£-g.#&65mg£#fc. 
•H-NMR(CDClJ.tf :1.30 (d. J=6. 4Hz. 6H) 1.36 (t. J=7. 2Hz. 3H) 4.09 (s. 3H) 4.29 
(q, J=7.2Hz. 2H) 4.47 (sept. 1=6. 4Hz. 1H) 6.96 (s. 1H) 7.05 (d. J-8. OHz. 1H) 
8.18 (dd. J=2.4. 8.0Hz. 1H) 8.57 (d. J=2.4Hz. 1H) 



&&£0yi6c) 

O o 




5- ( (E) -Mh*->-H V v-3-^V-l-yo^- JU] -2-* H*->£ 
J&#®t65mg£4- ( h 'J y)V^rn^)V) ^>vJU75 >37mg£N. N-:x;Wl/*;i/A 
75 K1bIC»«¥U Tk^TvJyjKX^Oitvx^^MK h 'Jx3\M,75 >30m1 
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+-»t>-»Kx^;K5:l)*ai»liiJ:OX^;i/ ©-2-f V7d#*->-3-M-,* 

v-3- ( I {4- ( h u 7;m-d * 3^w ^ > 5?;n 7 $ y ) *;w?x;m 7 x ~M -2-7* □ 

^/I-h77flig£*tfc. 

'H-NMR(CDCIj) <5 : 1. 30 (d. J=6. 4Hz. 6H) 1.36 (t. J=7. 2Hz. 3H) 3.97 (s. 3H) 4.29 
(q, J=7.2Hz. 2H) 4.47 (sept. J=6. 4Hz. 1H) 4.75 (d, J=6. OHz. 2H) 6.99 (d. J=8. OHz. 
1H) 7.01 (s, 1H) 7.47 (d, J=8. OHz, 2H) 7.60 (d. J=8. OHz. 2H) 8.12 (dd. J=2. 4. 
8.0Hz. 1H) 8.18 fan. 1H) 8.57 (d. J=2. 4Hz. 1H) 
HJ&W6d) 



X^;P (Z) -2-< V 7o t}^>-3- (4-* h * ->-3- (|[4-(h'J7Mo^ ^JW ^ 
>> J JH 7*J\ t>)l#-)l) 7 xx;W X- h 77mg£ *9 J -;U2ml K 

#U lN^S6T*+fPtfc^Kx^Ttttllbfco W&Jf £®*a&£*Tft#U 
h U 7AT&&U i£&£$ffi@£LT (Z)-2-< V7*Dtf*v-3-[4-;< 
h =*- v-3- ( I (4- ( h 'J 7 P * * > M 7 ^ / 1 * 7 x -M -2- 

7*o^>&44ing£#£:. 

'H-NMR (DMS0-d 6 ) 6 : 1.17 (d. J=6. 4Hz. 6H) 3.90 (s. 3H) 4.46 (sept. J=6. 4Hz. 1H) 
4.56 (d. J=6.4Hz. 2H) 6.90 (s. 1H) 7.15 (d. J=8. 8Hz. 1H) 7.53 (d. J =8. OHz. 
2H) 7.68 (d. J=8.0Hz. 2H) 7.87 (dd. 1=2.4. 8. 8Hz. 1H) 8.30 (d. J=2. 4Hz. 1H) 
8.82 On, 1H) 

mmmn 
&mm i7a) 



o 



o 




in 
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§Sit0iJ14a) tmm<Dj5&T'JL3 L M-3.3 L )V-3-[4-* H + y-3--h07i-JH- 

'H-NMR (CDClj) 5 : 1. 15+1. 35 (m. 6H) 2. 45+2. 53 (q. J=6. OHz. 2H) 3. 95+3. 98 (s. 3H) 
4. 18+4. 27 (d, J=6. OHz. 2H) 6. 52+7. 53 (d. 1H) 7.01+7. 11 (d. J =8. OHz. 1H) 
7. 44+7. 55 (dd. J=8. 0. 2.0Hz. 1H) 7. 79+7. 89 (d. J =2. OHz. 1H) 



mfemm tn*©^jsfeTx^;w 2-(3-7$y-4-* h^->^>> ? ;w 

•H-NMR (CDClj) 6:0. 88 (t. J =6. OHz. 3H) 1.17(1. J=6. OHz. 3H) 1.56 On. 2H) 
2. 52 E 1H) 2. 59 (dd. J=13. 5. 7. OHz. 1H) 2. 80 (dd. J=13. 5. 8. OHz. 1H) 3. 81 (s. 
3H) 4.08(q. J=6. OHz. 2H) 6. 50 (dd, J=8. 0. 2.0Hz. 1H) 6. 54 (d. J=2. OHz. 1H) 
6. 68 (d. J=8.0Hz. 1H) 



%mm\A c) tra«o*ftTi^ 2-w-* h*->-3- 112- (5-/3^-2-7 x-;u 

-1.3-^^y-;M-<;W7iz5 1 ;i/]75>'l^>v;W7^yx-h$:t#*:. 
'H-NMR (CDClj) <5 :0. 89 (t. J=6. OHz. 3H) 1. 18 (t. J=6. OHz. 3H) 1. 58 (m. 2H) 
2. 56 to. 1H) 2. 68 (dd. J=13. 5. 7. OHz. 1H) 2. 88 (dd. J=13. 5. 8. OHz. 1H) 3. 63 (s. 
2H) 3. 74 (s. 3H) 4. 08 (q. 1=6. OHz. 2H) 6. 71 (d. J=8. OHz. 2H) 6. 79 (dd. J=8. 0. 
2.0Hz. 2H) 7.46 0D. 3H) 8. 07 On. 2H) 8. 25 (d. J=2. OHz. 1H) 9. 40 (bs. 1H) 



O 





o 
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mmm\m 




i 



£ffiffll4 d) tmU<D^mX'2-{A-^ h+->-3-l(2-(5-^^l/-2-7i-Jl/-l, 3-* 

■H-NMROClj) 5 :0. 94 (t. J=6. 0Hz. 3H) 1. 60 On. 2H) 2. 61 On. 1H) 2. 72 (dd. 
J=13. 5. 7.0Hz. IH) 2.90(dd. J=13. 5, 8.0Hz. 1H) 3. 62 (s. 2H) 3. 74 (s. 3H) 
6. 73 (d. J=8.0Hz. 2H) 6. 83 (dd. J=8. 0. 2.0Hz. 2H) 7. 46 On. 3H) 8. 06 On, 2H) 
8.26 (d. J=2. 0Hz. 1H) 9.40(bs. 1H) 
H^J18 




l 



M1&M\1 c) <hN&©##n:X^;U2- (4-/ h+v-3- 1 [2- (3-^;^P-4- h*)7 

•H-NMRICDCl,) 5:0. 88 (t. J=6. 0Hz. 3H) 1. 17 It. J=6. 0Hz. 3H) 1.58 On. 2H) 
2. 54 On. 1H) 2. 67 (dd. J=13. 5. 7.0Hz. 1H) 2. 86 (dd. J=13. 5. 8.0Hz. IH) 3. 77 (s. 
2H) 3. 79 (s. 3H) 4. 08 (q. J=6. 0Hz. 2H) 6. 73 (d. J=8. 0Hz. IH) 6. 83 (dd. J=8. 0. 
2. 0Hz. IH) 7. 24 On. 2H) 7. 61 (t. J=7. 5Hz. IH) 7. 77 (bs. IH) 8. 17 (d. J=2. 0Hz. 
IH) 




I 



HB£0iJ17 6)tm&<Dl5mT'2-(4-* h^->-3-|(2-(3-7;^D-4-h U y)l*a 
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'H-NMR(CDClj) 6 :0. 93 (t. J=6. OHz. 3H) 1. 59 (m. 2(0 2. 59 (a 1H) 2.70(dd. J=13. 5. 
7.0Hz. 1H) 2. 89 (dd. J= 13. 5, 8.0Hz. IH) 3. 70+3. 77 (s. 2H) 3. 79+3. 81 (s. 3H) 
6.74(d. J=8.0Hz. IH) 6. 86 (dd. J=8. 0. 2.0Hz. 1H) 7. 17 (d. J=8. OHz. 1H) 7. 22 (d. 
J=10,5Hz. IH) 7.60(t. J=7.5Hz. IH) 7.78(bs. IH) 8. 17 (d. 1=2. OHz. IH) 




5- [2- (ih+y*M-;H h*~>£&#&0. 50g£^h^k Ko 
77>IWfc»iU fcfcTT^oo^Kx^M). 20il33«fctf hyx^;U7S> 
0.29ml*ft];lfc. JEl6«**»TT10»Wa^b*:«. *S4fc£*»Lfc. mm* 
SgfcftU *10 143J;lX7K^b*OS^hU^A136iiig*iJaA, ^fi-C2»Ka# 

□7h^7^-tftt. ^^>-»I6x?;K3:1) J: Dx^;P 2-[3- 

(k Kn+iolf ;W-4-* h+y'OyJH^^x- hO. 47g£#*fc. 
'H-NMR (CDC lj) 5:0.90 (t. J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz. 3H) 1.50-1.64 On. 2H) 
2.51-2.57 On. IH) 2.68 (dd. J=6. 8. 14. 0Hz. IH) 2.87 (dd. J=8. 0. 14. OHz. IH) 
3. 84 (s. 3H) 4. 04-4. 10 (in, 2H) 4. 65 (s. 2H) 6. 78 (d. J=9. 2Hz. IH) 7. 05 (d. 
J=9. 2Hz. IH) 7. 07 (s. IH) 

x^ 2-(3-(t Kd+->^^JW-4-^ H^rv^>v;Wy^yx-h0.47g^h 
;H>6ilfc*tfU 7^bv7x^MX*'JM 54ral4o<tO*^7+}-'e->^ □ 
[5.4.0) '7>x-t>0. 37il«rD0A, MT16l$|SJflt#Lfc. fi£ttfc*SinA. » 
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*-y->-Sfg±5Mu (5: i) ®mttm& o i- is- (2- (x h*v#;u**x;w -??m -i- 

* Y* s sl> s JM -1. 2- h U 71f yl>-2--f -7A0. 47g£#fc. 

'H-NMR(CDClj) 6: 0.90 (t. J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz, 3H) 1.50-1.64 to, 2H) 

2.51-2.57 to. 1H) 2.68 (dd. J=6. 8, 14. OHz, 1H) 2.87 (dd. J=8. 0. 14. OHz. 1H) 

3.82 (s. 3H) 4.02-4.12 (in. 2H) 4.30 (s. 2H) 6.81 (d. J =8. OHz. 1H) 7.03 (s. 

1H) 7. 11 (d. J=8.0Hz. 1H) 

S2i£#II9c) 



1-15- [2- (xh4->A^-;H y^;H-2-^ h*5"*>5*;H-l. 2-HJ7tf>? 
x>-2-f -7 AO. 47g£ 7- h7tKD77 >6ml U tKO. 4ml:fc.fctf hU7x" 
MX7^ >0. 55g^DPA, ^iaT20»ra»»tfc. 

;U75>(10:1:0. 1) &fctS#!U OX^JU 2- (3- (75 /" *t\>M-4-* h+^>i? 
;|/]7*yx-h0. 40g£?§*:. 

■H-NMKOUIjJ 6':U.90 (t. J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz. 3H) 1.50-1.64 (in, &H) 
2.49-2.56 to.. 1H) 2.67 (dd. J =6. 8. 14. OHz. 1H) 2.86 (dd. J=8. 0. 14. OHz. 1H) 
3.77 (s. 2H) 3.81 (s. 3H) 4,04-4.10 to, 2H) 6.76 (d. J=8. 8Hz. 1H) 7.00 (d. 
J=8.8Hz. 1H) 7.0l(s. 1H) 
£JSfcll9d) 



JL^)V 2- [3- (7$ J *3-M -4-* Y^s^yVM hO. 40gt4- ( h 

•j7Mo/ T JH?cIfi0. 29g£N.N-^T\>l/*;i'A75 K5mlK:igfl¥U frft 
Ty77^7*>tyxm 24mL h 'JXWS >0. 21ml£JnAfc. JEffifi^ 

8, teftft**©je#Ti5fe»L» &zkfi£gr?y*->'7AT&;&u ig&£$J±@£ 



'gar 



C0 2 Et 
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(3 : 1) J§£iJ#iIj <fc 9 X^JU 2- [4-* h * >-3- ( I [4- ( h U :7JM"0;< * > vM" 
jH 7 5 J I * * >5W] ^yx-h 0. 59 g£#fc„ 
•H-NMR(CDClj) 6 :0. 91 (t. J=7. 2Hz. 3H) 1.16 (t. J=6. 8Hz. 3H) 1.50-1.67 (m. 2H) 
2.49-2.56 (m, 1H) 2.68 (dd. J=6.4. 14. OHz. 1H) 2.86 (dd, J=8. 6. 14. OHz. 1H) 
3.86 (s. 3H) 4.01-4.10 to. 2H) 4.61 (d, J=6. OHz. 2H) 6. 67-6. 72 (m. 1H) 6.81 
(d. J=8.0Hz. 1H) 7.08 (dd. 1=2.4. 8.0Hz. 1H) 7.13 (d. J=2.4Hz. 1H) 7.68 (d. 
J=8.0Hz. 2H) 7.86 (d. J=8. OHz. 2H) 
Hi£W9e) 



2- [4-* h * ->-3- ( I [4- ( h U 7 ;M- o ;* O »/-f JH 7 5 J 1 * 5 1 - 
;W *>*JM 7* J X- hO. 59g£x* y -;U5ml IC&MU lN*K<fc^ h 'J 2 A 
2ml Sin*. 70*CT*4f^rp^#Lfc. ££ig£^£*#U INifilfcT+fP Lfc»»B£ 

&&£i)£BEg£LT2-[4-* h^r->-3-(l[4-(h U 7 fr*n*?M 1V*MM 7 

5 y 1 ;* *> S JM 72 >mo. 50g£#fc 

'H-NMR (DMSO-dj) 6 : 0. 80 (t. J=7. 2Hz. 3H) 1.39-1.46 (m, 2H) 2.33-2.40 fan. 1H) 
2.55 (dd. J=6.4. 14. OHz. 1H) 2.72 (dd. J=8. 0. 14. OHz. 1H) 3.77 (s. 3H) 4.42 
(d. J=5.6Hz. 2H) 6.88 (d. J =8. OHz. 1H) 7.01 (s. 1H) 7.03 (d. J=8. OHz. 1H) 7.85 
(d. J=8. OHz. 2H) 8.07 (d. J =8. OHz. 2H) 9.03 (t. J=5. 6Hz. 1H)' 

M0iJ2Oa) 



3j?i£0iJ19a) £E«©#i£TX^JU3- I3-(t Hd*v^^;M-4-^ h^>7i- 
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'H-NMR (CDC 1 3) 5:0.97 (d, J=6. OHz. 3H) 1.15 (d. J=6. OHz, 3H) 1. 24 (t, J=7. 2Hz, 
3H) 2.88 (dd, J=8.4, 14.0Hz. 1H) 2.95 (dd. J =5. 2. 14. OHz. 1H) 3.50 (sept. 
J=6.0Hz. 1H) 3.85 (s. 3H) 4.00 (dd. J=5. 2. 8. 4Hz. 1H) 4.11-4.21 to. 2H) 4.65 
(d. J=6.4Hz. 2H) 6.79 (d. J=8. 8Hz. 1H) 7.14 (d. J=8. 8Hz. 1H) 7.15 (s. 1H) 
§2ii092Ob) 



®&mm tmmvysmx'i- (5- (3-xh*n v^^y^vya tr;w - 

2-* h^r->^>v;H-l. 2-HJ 7lf^X>-2-'f 

'H-NMR (CDC I j) 5:0. 96 (d. J =6. OHz. 3H) 115 (d, J=6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.88 (dd. J=8. 8. 13. 6Hz. 1H) 2. 95 (dd. J=4. 8. 13. 6Hz. 1H) 3.50 (sept. 
J=6.0Hz. 1H) 3.84 (s. 3H) 4.00 (dd. J=4. 8. 8. 8Hz. 1H) 4. 15-4. 21 (m. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. OHz. 1H) 7. 14 (d. J=2. OHz. 1H) 7. 20 (dd. J=2. 0. 8. OHz. 
TH] 

§?i£#J20c) 



i!ii^ji9c) tis^a^&T-x^us-B-tjsy ^?;w-4-/ h+->7x^n- 

'H-NMR (CDC lj) 5: 0.96 (d. J=6. OHz, 3H) 1.15 (d. J=6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.88 (dd. J=8. 8. 13. 6Hz. 1H) 2.95 (dd. J=4. 8. 13. 6Hz. 1H) 3.50 (sept. 
J=6.0Hz. 1H) 3.84 (s. 3H) 4.00 (dd. J=4. 8. 8. 8Hz. 1H) 4.15-4.21 (m. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. OHz. 1H) 7. 14 (d. 1=2. OHz. 1H) 7. 20 (dd. J=2. 0. 8. OHz. 
1H) 

HiS0iJ2Od) 
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V 



C0 2 Et 



£%W19d) tmm^mX'^JU 2-f V7n#*:/-3-[4-* h*v-3-(l[4- 

( h u 7 ji^ □ * >7-f JH 7 s y I * 3-M ? x - ;H 7o/t y x- h &m 

'H-NMRICDCIj) a :0. 96 (d. J=6. OHz. 3H) l. 14 (d. J =6. OHz. 3H) 1.24 (t. J=7. 2Hz. 
3H) 2.88 (dd. J =8. 4. 14. OHz. 1H) 2.95 (dd, J =4. 8, 14. OHz. 1H) 3.51 (sept. 
J=6.0Hz. 1H) 3.87 (s. 3H) 4.01 (dd. J=4. 8. 8. 4Hz. 1H) 4.12-4.20 (m. 2H) 4.62 
(d. J=6. OHz. 2H) 6. 65-6. 70 (m. 1H) 6. 82 (d. J=8. OHz. 1H) 7. 17 (dd. J=2. 0. 8. OHz. 
1H) 7.22 (d. J=2. OHz. 1H) 7.68 (d. J=8.4Hz. 2H) 7.86 (d. J=8. 4Hz. 2H) 

o 



— £ mm 1 9e? £ |pffiTO1£T2^T V 7 H ->- 3- 14- ^ H 4- ->-3- ( 1 [4- ( h 'J 7 )l 

'H-NMR (DMSO-dj) a :0. 78 (d. J=6. OHz. 3H) 0. 93 (d. J=6. OHz. 3H) 2. 68 (dd. J=8. 0. 
14.0Hz. 1H) 2.81 (dd. JM. 0. 14. OHz. 1H) 3.41 (sept. J=6.0Hz. 1H) 3.78 (s. 
3H) 3.92 (dd. J=4. 8. 8. 4Hz. 1H) 4.43 (d. J =6. OHz. 2H) 6.88 (d. J=8. OHz. 1H) 
7.07 (s. 1H) 7.08 (d. J =8. OHz. 1H) 7.85 (d. J =8. OHz, 2H) 8.09 (d. J =8. OHz. 
2H) 9.06 (t. J=6. OHz. 1H) 
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H 



1- V* a s*?)\A -3- (h U 7)V*u^)\,) ^>-t*>7. Og £&7jcvi^X 
-xJP300in1K:jg8?U ^rcT^TJk/^UU^A (2. SK*tf>*« 19ml£ 

*;WA7 = KlOol^iDAfc. KJt»6ISCSL IHRx^TJAttlU 

®#«J: 9 1- (* h*->*5\/W -3- ( h >J y)V*u*3-)\A ^>77^ft H5. Og £ 

'H-NMR (CDC1 j) 5 : 3. 54 (s, 3H) 5. 35 (s. 2H) 7. 34 (d. J=8Hz. 1H) 7. 49 (s, 1H) 
7. 94 (d. J=8H2. 1H) 10. 52 (s. 1H) 



h**>^f;W -3- (h 'J 7Mn/f ;W ^>y7*rk H5. Og£7izh 
>25^1fc»a>U 6NJ&&22n)l£;bD*.*:. MT3l$raKJ&;5-e\ tK^SdA, il£x 

ttEfcgSU 2-t h*n*->-4-(h 'J 7)V*u*TM ^>^7JUxt K4. 5g£» 

'H-NMR (CDCIj) 6 :7. 2-7. 3 (m, 2H) 7. 70 (d, J=8Hz. 1H) 10. 0 is. 1H) 1 1. 1 (s. 1H) 
£ii£#J21c) 



OH 



O 
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2-t H d*->-4- ( h »J 7JWo^^H^>77Jl'Tk K4. 5g£N, N-^3\JU# 

If >-mm.3-3-)V (9:1) 8tBiI#<fc 0 2-* h * ~>-4- ( h I) 7 ;M" □ ;* 3=JM l>y7 

'H-NMR (CDCIjj a :4. 00 (s. 3H) 7. 22 (s. 1H) 7. 29 (d. J=8Hz. 1H) 7. 93 (d, J=8Hz. 1H) 

10.50(s. 1H) 

£H£#J2ld) 




2-* h*->-4-(h 'J 7JM"D*tMM ^>77;i^t K3. Og &~J*3-)17,)V* 
*v K50ml t U >^ZL*m^ h U >7A1. 6gzK&i£ (20ml) K8*U S&^gtf- h U 
£A8.0g*8f£(30nil)£frFL*:. ^iST 3 B p B 18tim *£Jn;t> gfgEX^;U 

3-)V (3:7) igftilitf «k 0 > 2-^ h + ->-4- ( HJ □ * 7^1/) £JE#&0. 8 g 
'H-NMR (CDC 1 3) 5 :4. 14 (s. 3H) 7. 29 (s. 1H) 7. 41 (d. J=8Hz. 1H) 8. 30 (d. J=8Hz. 1H) ; 
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O O O 




2-* h * ->-4- ( h "J 7)V*U * ?M £&mm. 24 g 1 3-3- )V 2- (3- (75/* 
?;U-4-* h+^>^H^;x- NO. 3g£HJ6#J19d) tcgg#, M09l9e) <h 

pwhcmu 2- [4-* h*v-3-(H2-* mr^-4-(hU7;p*n/^-;w^>i/-f 

;H 7 5 y I * 3\>M *c > -7;H 7* >&0. 3 g £&3tfito#4fc £ LT#fc. 

'H-NMR(CDClj) 6 :0.93(t. J=7Hz. 3H) 1. 5-1. 7 fan. 2H) 2. 5-2. 6 (m. 1H) 

2. 69 (dd. J=7. 14Hz. 1H) 2. 89 (dd. J=8. MHz. 1H) 3. 87 (s. 3H) 3. 98 (s. 3H) 

4. 62 (d, J=6Hz. 2H) 6. 80 (d. J=8Hz. 1H) 7. 08 (dd. J=2, 8Hz, 1H) 7. 16 (s. 2H) 7. 28- 

7. 34 fan. 1H) 8. 26-8. 40 fan, 1H) 8. 36 (t. J=6Hz. 1H) 

mm 

H 1 

r-^Xv^W^V^V 

£U g|jt£~7£no**>20nilt;:igfi¥U *}$T4 - h 'J 7 0*^7 -'J 
>14gfcJ0A, MT12l&|SIHM*Lfc. Kffc&K:* £iD;L, »lfcX?-;i,THlHJ U 

S*Lfc. ^tHLfcHft^^Iftftyx^x— rJl/Tttj^L; N-(4-(HJ7;Wd 

'H-NMR (CDC1 3 ) 6 : 3. 73 (s. 2H) 4. 95 (s. 3H) 6. 98 (d. J=8Hz, 1H) 7. 00 (d. J=8Hz. 1H) 
7. 28-7. 35 (in. 2H) 7. 50-7. 60 fan. 4H) 7. 91 (s. 1H) 
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o 




N- (4- ( h 'J 7 ;M" □ ;* ?J V) 7 x -2- (2- * V * «> 7 x - J M 7 -fc h 7 5 H 
1. Og * HJ 7JM-D»K10ilK:iSrt»U ^vHM^l^-r >0. 46g £jDA. 

***hU£A£PH=8K:fc**-l?lJn*.fc. gf&X^UTttiti^ ffl|Pftlfi*T 

7 A 7 o v h ^ 7 7 * -fctt U ^-^-IHSx^JU (1 : 1) *§ajiS#«k ON- 
14- (HJ 7)l*n*?)l) 7x~;H-2- (5-^5 ;W-2-^ h^->7iZjU 7-fe h 
75F0.7g*fcfctttttt£LT»fc. 

'H-NMR(CDCIj) d :3. 78 (s. 2H) 4. 00 (s. 3H) 7. 07 (d. J=8Hz. 1H) 7. 54 (d. J=9Hz. 2H) 
7. 57 (d. J=9Hz. 2H) 7. 85 (d. J=2Hz. 1H) 7. 83-7. 90 to. 1H) 9. 91 (s, 1H) 



o 




N- [4- ( h U 7 JM" □ *3MM 7 i-JH -2- (5-*;U$ ;i/-2-* h+y7izM 7 
-t h75 K0.7g < >:2-*7^y7'^>^x5 i ;H. 6g^iS^J]a) tl^«l:fflll/, 
X5 1 ;P2-X5 1 ;i/-3- (4-* h^->-3- !2-:**V-2- (4- ( h U 7)V*U*?-)\,) 7X'J 

y] x^jh 7xxjw-2-7o^7 x- ho. i&te&mmt. i/X#t. 

■H-NMR (CDClj) 5 : 1. 18 (t, J=7Hz, 3H) 1. 34 (t. J=7Hz. 3H) 2. 55 (q, J=7Hz. 2H) 

3. 74 (s. 2H) 3. 97 (s. 3H) 4. 26 (q. MHz. 2H) 6. 99 (d. J=9Hz. 1H) 7. 34 (d. J=9Hz. 1H) 

7. 38 (dd. J=2. 8Hz. 1H) 7. 48-7. 62 (in. 5H) 7. 82 (s. 1H) 
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O 




x^JU2-X3^M- (4-* v-3- 12-** V -2- [4- ( h »J 7;M-o 7- 

u ;]xf;H7i^n-2-yD^yi- ho. sgzmmwu)) tmmzmmu x? 1 

)V2- (4-* h * v-3- 12-** V : 2- [4- (h U 7)V^u* X^;U * > 

s?jm y * j x- h o. 3g^ t isxmc 

•H-NMR (CDCI3) <5:0. 91 (t. J=7Hz. 3H) 1. 14 (t. J=7Hz. 3H) 1.5-1. 8 fa 2D 2.48- 

2. 60 to. 1H) 2. 71 (dd. J=6. 14Hz, 1H) 2. 87 (dd. J=4. 14Hz. 1H) 3. 68 (s. 2H) 3. 91 (s. 3H) 

3. 95-4. 10 to. 2H) 6. 86 (d. J=9Hz. 1H) 7. 09 (s. 1H) 7. 06-7. 12 to. 1H) 
7. 51 (d. J=9Hz. 2H) 7. 56 (d. J=9Hz. 2H) 7. 94 (s. 1H) 

«#J22e) 



=0 


H 






0 











X^2- (4-/ h*->-3- 12-** V -2- [4- ( h U 7)V*u*?-)V) 7-'jy)xf 
;H^>> J ;Hy^yx-h0. 3g£IUg0!ll9e) fcHfllKMU 2-(4-* h*->-3- 

12-** 7-2- [4- ( h u 7JM-d 7-u;) x^;n ^>i?;u) >m. 1 ig 

■H-NMR (DMS0-d 6 ) 

5 :0. 84 (t. J=8Hz. 3H) 1. 46 (sept. J=8Hz. 2H) 2. 35-2. 60 to. 1H) 

2. 57 (dd. J =6. MHz. 1H) 2. 74 (dd. J =8. 14Hz, 1H) 3.61(s.2H) 3.71(s.3H) 

6. 86 (d. J=8Hz. 1H) 7. 02 (s. 1H) 7. 03 (d, J=8Hz. 1H) 7. 64 (d. J=9Hz. 2H) 

7. 79 (d. J=9Hz. 2H) 10. 4 (s. 1H) 12. 1 (s. 1H) 

HM23a) 
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OH 



yx-hO. I5g£2-;* b* s s-i-ihV7)l*o*?)\')&&&m. 24g Srl^JS^J 
I9d)fc«#»««ld) <h|i^l;:^SU2-<77*D#*:>-3-[4-y h*v-3-( I ra- 
pt v-4- ( h «j 7 )VHr a * ^ > \Af ; W 7 5 J I * 7 x jH 7 o n > 
&0. 15g£$^fifatf4fcl<>;LT^fc. 

■H-NMRlCDClj) 6 : 1. 00 (d. J=6Hz. 3H) 1. 14 (d, J=6Hz. 3H) 2. 90 (dd. J=8. 14Hz. 1H) 

3. 03 (dd. J=4. 14Hz. 1H) 3. 56 (sept. J=6Hz. 1H) 3. 88 (s. 3H) 4. 00 (s. 3H) 

4. 08 (dd. J=4. 8Hz. 1H) 4. 63 (d. J=6Hz. 2H) 6. 81 (d. J=8Hz. 1H) 7. 14 (dd. J=2. 8Hz. 1H) 

7. 17 (s. 1H) 7. 22 (d. J=2Hz. 1H) 7. 32 (d. J=8Hz. 1H) 8. 30 (d. J=8Hz. 1H) 

8. 35 (t. J=8Hz. 1H) 



x^;i/ 3-[3-(75y ^^;H-4-^ h+->7 x^;H -2-< v^ot^yya a 
yx-hO. 15g£N.N-7*? 1 Jl/*;l'A7 5 H5ml(C^L, tf >J v>0. 2ml £2-7;i/ 
^-□-4-(hU7;^ay5 1 ;U)^S#^^aU HO. 24 g £JD*.* ^i£T-12P#P.3£jt> 
Sitfc. JEJSBK:*fcllljU gf&X^;UT'ffliiiU tefPft**T«t»ft» &7kfi?tm 

Th^774-fcttU »afeX^;P-^-»*->(I:2)»mH»«kr)x^ 2-<V7* 
□ x-3- (4- y h * v-3- ( I [2- 7 )VHr □ -4- ( h U 7 □ * 3^) ^ > 7W JH 
75y|y^l/)7xx;i/]7 r D/tyx-h0.2g^^fetfib^<»:LT#fc. £n£ 
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jgllUJS^Id) tmmz&mis. 2-^v:7o**:/-3-[4-*h*^-3-(l(2-7,M/* ' 
□-4- ( H 'J 7WD^^K> , /'fJH7iy I 7i-;HyDA>|| 

'H-NMR (CDC1,) 6 : 1. 00 (d. J=6Hz. 3H) 1. 15 (d. J=6Hz. 3H) 2. 91 (dd. J=8. 14Hz, 1H) 

3. 04 (dd. J=4. 14Hz. 1H) 3. 56 (sept. J=6Hz, 1H) 3. 87 (s. 3H) 4. 09 (dd. J=4. 8Hz. 1H) 

4. 64 (d. J=6Hz. 2H) 6. 82 (d. J=8Hz. 1H) 7. 16 (dd. J=2. 8Hz. 1H) 7. 22 (d. J=2Hz. 1H) 
7. 37 (d. J=12Hz. 1H) 7. 51 (d. J=8Hz. 1H) 7. 34-7. 5 (m. 1H) 8. 22 (t. J=8Hz. IH) 



4-fc Fo^x^> x /hU7^U HI. Ig:fc<ktf2-* h+v^x^^T^n- 
M. 0g^fh7k KD7?>200mHCig8?U h'J7xzMX7^ >2. 6g:fccfctf 
^V7*of;U7l/v*;^*->l^-h2. Og^JPX.. ^iST^^RSMfftLfc. jgm 

-mk3-3-)V (10: 1) ^ ttS^Dct 0 1 - * h * ->-2- 12- 14- (h'J7Mo>^H7i 
y*->J x^;H^>-tf>l. 6g£#fc. 

'H-NMR (CDC Ij) <5 : 3.14 (t. J=7. 2Hz. 2H) 3.85 (s. 3H) 4.20 (t. J=7. 2Hz. 2H) 
6.85-6.92 (in. 2H) 6.96 (d. J=8. 0Hz. 2H) 7.20-7.27 On, 2H) 7.51 (d. J=8. 0Hz. 
2H) 

§3i£#J25b) 



1-* h * ->-2- 12- [4- ( HJ 7;M" □ * J-M 7i;^>] X^;H ^ >te*> 1. 6g£ 
Hi£#J22b) tl^^lC^SL, 4-* h*v-3-l2-[4-(MJ 7MD/fJW7iy + 
->] i5 1 JH^>X7Jl'fk HO. 20g£t#fc. 

'H-NMR (CDC 1 3) 6: 3. 18 (t. J=7. 2Hz. 2H) 3.93 (s. 3H) 4.20 (t. J=7. 2Hz. 2H) 6.95 
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(d. J=8. OHz. 2H) 6. 99 (d. J=8. OHz. 1H) 7. 52 (d. J=8. OHz. 2H) 7. 78 (s. 1H) 7. 80 

(d. J=8.0Hz. 1H) 9.89 (s. 1H) 

HJS0y25c) 



4-y h * ->-3- 12- [4- ( h 'J 7 )l* u y W 7 x y * ->] x^;H ^>X7^ft 
K0.20g£§3i£Wa)t3i^#, I^JlMtl^ilcMSU X5f;U2- (4-/ h*~>-3- 
12- [4-(h'J7Mo/ 7i^->] X^H ^ > 5?;W 7 * y X- h 0. 22g£ 

'H-NM1UCDC1,) 5 : 0.91 (t. J=6. 8Hz. 3H) 1.16 (t. J=7. 2Hz. 3H) 1.52-1.67 (m. 2H) 
2.48-2.56 to. 1H) 2.67 (dd. J=6. 8. 13. 6Hz. 1H) 2.86 (dd. J=8. 4. 13. 6Hz. 1H) 
3.07 (t. J=7. 2Hz. 2H) 3.81 (s. 3H) 4. 04-4: 10 (m. 2H) 4.16 (t. J=7. 2Hz. 2H) 
6.77 (d. J=8. OHz. 1H) 6.96 (d. J=8. OHz. 2H) 7.00 (s. 1H) 7.01 (d. J =8. OHz. 
1H) 7.52 (d. J=8.0Hz. 2H) 



fiC 0^OT 



x^;i/2- (4- y h * ->-3- 12- [4- ( h <J 7 □ y 9-M 7xy+y)l5 : ;i/K> 
5W) y^yx-hO. 22g^^J19e) £E«fcfflgU 2- (4-* h*->-3-!2-[4- 

( h y 7;^a/f;n 7i;+->] x3MH ^>>>;W >m. 20g£#;t. 

'H-NMR(CDClj) 5 : 0. 95 (t. J=7. 2Hz. 3H) 1. 53-1. 67 On. 2H) 2. 52-2. 60 On. 1H) 2. 69 
(dd. J=6.8. 14.0Hz. 1H) 2.90 (dd. J=8. 0. 14. OHz. 1H) 3.07 (t. J=7. 2Hz. 2H) 
3.81 (s. 3H) 4. 16 (t. 1=7. 2Hz. 2H) 6.78(d. J=8. OHz. 1H) 6.96 (d. J =8. OHz. 
2H) 7.02 (s. 1H) 7.03 (d ; J=8. OHz. IH) 7.52 (d. J=8. OHz. 2H) 

m 



§Si£0iJ26a) 

H ga Br 
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5-7 n=E-2-* Y^sfrmm. Og£g!i£0iJ19a) 5-70^-2-* 
h*->7xXJM*/-JH. IgZ'&tc. 

'H-NMR(CDC),) 6 : 2. 20 (m. 1H) 3. 82 (s. 3H) 4. 64 (d. J=6. 0Hz. 2H) 6. 77 (d. J=8. 0Hz. 
1H) 7.37 (dd. J=2.0. 8.0Hz. 1H) 7.52 (d. J=2. 0Hz. 1H) 



U 4-(h'J7^o^5 1 JW /s *>>';W7*P5 K2. 6g43i:l/7fc3ite:h HJ 7A (60J5ift 
#) 0. 22g£iJD A, £iTT?16l5ISIi"t#Lfc. ££i£l;i7K£}Jfl*.> $>X5\>PX~rJl,-C 

g?X5F;U (9:1) igtttfHi<fc 0 4-7*0^-1-* h * i>-2- ( I [4- ( h U 7 )V* U * 

'H-NWUCDCl,) 3: 3.80 (s. 3H) 4.57 (s. 2H) 4.64 (s. 2H) 6.77 (d. J=8. 0Hz. 1H) 
7.37 (dd. J=2.0. 8.0Hz. 1H) 7.50 (d. J=8. 0Hz. 2H) 7.52 (d. J=2. 0Hz. 1H) 7.61 
(d. 1=8. 0Hz. 2H) 
SjS0iJ26c) 



4-70^-1-^ h*->-2- ( 1 14- ( h 'J 7)V*u*?-M l>ztM **zs\ t^M 
^>-fe*>1.4g ^fh7t FD7 5>l5il"::S#?U -78*CfcMLfc«. n-7^)l 
U^7A (1. 5M"< 3. OnlfclJQAfc. £&®£-78t;T30^*#L£:^ 

N-^;i/5;i/t;^'J>0.45inl^inA> -78*CT'lP#^«#U3t. S&iSlClNig&Srin 

L> >-mL^)V (3 : 1) i 0 4-pt H*->-3- ( I (4- ( h 'J 7)1* □ * 
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?JHA>-/M **->| U-M ^>X7Jl/ft HO. Alg*%tc a 

'H-NMR(CDClj) 6 : 3.92 (s. 3H) 4.63 (s. 2H) 4.70 (s. 2H) 6.99 (d, J=8. OHz. 1H) 

7.51 (d. J=8.0Hz. 2H) 7.62 (d. J =8. OHz. 2H) 7.84 (dd. J=2. 0. 8.0Hz. IH) 7.98 

(d. J=2.0Hz. IH) 9.90 (s. 1H) 

«0il26d) 



4-* H * v-3- ( I [4- ( H U 7 □ * 5 1 JW * > *JM ->l ^ ^ >X7 )V 
xfc HO. 42g£§l!i£#iJla) C85#. §3i£0Jlb) £M*£*L9U X3^2- [4-j* Mr-> 

-3- ( I [4- ( H U7Md'^^h ^c>v;h *?\>M ^>v;h 7* y x- h 

0. 33g£^fc. 

'H-NMR(CDClj) (5 : 0.91 (t. J=7. 6Hz. 3H) 1, 16 (t. J=7. 2Hz, 3H) 1.52-1.68 (id. 2H) 
2. 50-2. 57 (q, IH) 2. 70 (dd. J=6. 8. 14. 0Hz. IH) 2. 88 (dd. J=8. 4. 14. 0Hz. IH) 
3. 80 (s. 3H) 4. 01-4. 10 (a 2H) 4. 57 (s. 2H) 4. 64 (s. 2H) 6. 78 (d. J=8. 0Hz. 
IH) 7. 06 (dd. J=2. 0. 8. OHz. IH) 7. 19 (d. J=2. OHz. 1H) 7. 50 (d. J=8. OHz. 2H) 
7.61 (d. J=8.0Hz. 2H) : 
^iS0SJ26e) 



x^2- [4-^ h+->-3- ( I (4- (h u ?;m-d;ww *>s>;u ;**~>i *3\>M 

^>5?;U]^yx-H0.33g*HD£«19e)iTOt«iSL» 2- [4-* H*->-3- 
( I [4- ( H U 7;I/^d *3-M sO'JM **->\ *5-)V)l>&M -J 9 >H60. 30g£ 

■H-NMR (CDC1 3 ) 6 : 0.95 (t. J=7. 2Hz. 3H) 1.54-1.68 (id, 2H) 2.55-2.62 (m. IH) 2.71 

(dd. J=6. 8. 13.6Hz. IH) 2.92 (dd. J=8. 0. 13. 6Hz. IH) 3.79 (s. 3H) 4.57 (s. 

2H) 4.63 (s. 2H) 6.78 (d. J =8. OHz, IH) 7.08 (dd. J=2. 0. 8.0Hz. IH) 7.21 (d. 
J=2. OHz. IH) 7.49 (d. J=8. OHz. 2H) 7.61 (d. J=8. OHz. 2H) 
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4-(h U 7)\>*U*3-M £,§.§85. 7g£2-* h*>"*>vJU75 >4. Og£N. N- 
S?*?JMvJUA75 K100nlfc8#U Jk^Tyj; *X*>HyXfJM. 8mL h 
'JX^7$ >4. 2nl£in;lfc. R^^^^STlG^^ii^Ufc^TkTK^^a 

^77^-l:ftU ^\+1f>-^X^;K2:l)gtB^ilJ;ONl-{2-^ h*->^>>> 

;W -4- ( h U 7iP*o^^M ^>X7 5 K*. 7g£#fc. 

'H-NMR (CDClj) 5 :3. 89 (s. 3H) 4. 65 (d. J=5. 6Hz. 2H) 6. 70 (br, 1H) 

6. 92 (d. J=8. 4Hz, 1H) 6. 95 (t. J=7. 6Hz. 1H) 7. 28-7. 36 On. 2H) 7. 68 (d. J=8. 4Hz. 2H) 

7. 86 (d. J =8. 4Hz. 2H) 



Nl-(2-* h*i"<>i?M -4- ( h U 7)V-*u*?-M ^>X75 K8. 7g£ HJ 7 
;M"DglF&20in)HigfrU 'vHM ^ >x h^S>3. 9g&mZ* WCVZtm 
fcfoZ&tco 7K£if&x3\>U£J)nx.. M^^zK^^-hU^ 

vh^7-f-fcf*U. ^-y->-6TF^X^;U (2: 1) i§fcbij#<fc ONI - (5-*JU=UU- 
2-* h^x^>v;H-4-(h'J7;^a/5 1 JW^>X7S F4. 2g£f#fc. 
'H-NMR (CDC 1 3 ) 6 : 3.99 (s. 3H) 4.72 (d. J=5. 6Hz. 2H) 6. 70 (br. 1H) 7.02 (d. 
J=8.4Hz. IH) 7,68 (d. J=8. 4Hz. 2H) 7.83-7.90 On. 4H) 9.89 (s. 1H) 
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3 0 



NH 



£h;i,x>l Smile J§fi?U 2. 4-3 L 77U v>v*>0. 52g, fc: □ 'J v>36mg:fe,ktf 

*P&, «Ttiib*:ISii£i!gi&U »86x?-;UT«6»Lfc«» ttttU Nl- 15-1(2.4- 
i?t4V-U-5 1 7 , /7>-5-'f , Jx»^5 L ;H-2-^ h*->^>«7;W-4-(MJ7 
;M-n*3 l ;W*>X75 Kl.4g£#fc. 

'H-NMROJMSO-dj) 6 : 3.90 (s. 3H) 4.47 (d. J=5. 6Hz. 2H) 6. 70 (br. 1H) 7.17 (d, 

J=8. 8Hz. 1H) 7.40 (s. 1H) 7.54 (d. J=8. 8 Hz. 1H) 7.70 (s, 1H) 7.87 (d. J=8. 0Hz. 

2H) 8.13 (d. J=8.0Hz. 2H) 9.23 (I. J=5. 6Hz. 1H) 

H^28 

§35100283) 



0. 9Og£§Sji0iJ27a) tTOfc&SU Nl-(2-* h=^v^>> J ;i/)-2-7;^n-4-(h 
•;7;^D^^;i/)^>X75 K2. 0g$:^#feo 

•H-NMRtCDClj) a :3. 90 (s. 3H) 4.67 (d, J=4. 8Hz, 2H) 6.90-6.96 (m. 2H) 7.25- 
7.39 fa. 4H) 7.52 (d. J=8. 0Hz. 1H) 8.24 (t. J=8.0Hz. 1H) 



N 1- (2-* h * 5"* > vMW -2-7 Jl/* □ -4- ( h U 7 )V* a * J-)V) 1 >X7 5 H 2. Og 




2- 7 ;m- □ -4- ( h u 7 o / w £,E#& 1. 5g £ 2- * h * ^ > -7;u7 5 > 




F Q 



WO 01/25181 PCT/JP00/06788 



zMi&mm tmmz&wL. ni-(5-*;u$;u-2-* h*->^>s>;w -2-7 ;m-d 

-4-(HJ7;M-D*3MW^>X7S HI. Ig£*#£. 

■H-NMR (CDCl,) 5: 4.00 (s. 3HM.72 (d. J=5. 6Hz. 2H) 7.03 (d. J=8. 0Hz. 1H) 
7. 32 (br. 1H) 7. 40 (d. J=12. 0Hz. 1H) 7.53 (d. J=8. 0Hz. 1H) 7.84-7.88 (m. 2H) 
8.25 (t. J=8.0Hz. m 9.89 (s, 1H) 
HJfifi«J28c) 

J o 

Nl- (5-*;U5;i/-2-* H*£"*>-7;W -2-7;i/*n-4- ( H U 7)l*u*3-)\,) ^> 
X7S. HI. lg£SU6#J27c) fcTOfcMU N1-I5-K2. 4-5?** V-l. 3-^77^ 
>-5--f Uf» *^;U-2-* H*v^>> ? .;W-2-7;i'*P-4-(H U7JP*d^^ 
;M^>X7S H0.70g£*§fc. 

'H-NMR (DMSO-dj) 5 : 3.89 is. 3H) 4.45 (d. J=5. 6Hz, 2H) 7.18 (d. J=8. 8Hz. 1H) 
7.44 (d. J=2.0Hz, 1H) 7.55 (dd. J=2. 0. 8. 8 Hz, 1H) 7.68 (d. J=8. 0Hz. 1H) 7.71 
(s. 1H) 7. 83-7.90 (n. 2HJ 9.02 U. J=b.6Hz. 1H) 



H]5fiflU29 




N1-I5-K2. 4-7**7-1. 3-^7 7*7 >-5-< Vzr» *?M-l-* H*->^>7 
;W-4-(h'J7;U*o/^;W^>X75 HO. 55g£N. N-7*3MU*;UA7 = H20ml 
fcfflWU 10S!A7v7Aw^0.60g^SPA, 50&> 15kg/cm J {Z7K^SDEET16^^}i 

>-»*x^;KI : 1) m&ftW&QM- 15- [ (2. 4-7**7-1. 3-5 L 7 > /5 >-5-f ;W 
*3MU-2-* h*7^>7;W-4-(h I J7;i/*o^5 1 JU)^>X7$ HI. 2g£*§fc. 

131 



WO 01/25181 



PCT/J POO/06 788 



'H-NMR (DMSO-ds) 6 : 2.99 (dd, J=9. 2. 17. 5Hz. 1H) 3.28 (dd. J=4. 0. 17. 5Hz. 1H) 
3. 79 (s. 3H) 4. 42 (d. J=5. 6Hz. 2H) 4. 79 (dd. J=4. 0, 9. 2Hz, 1H) 6. 93 (d. J=8. 4 
Hz. 1H) 7. 08 (d. J=2. 0 Hz. 1H) 7. 10 (dd. J=2. 0. 8. 4Hz. 1H) 7. 84 (d. J=8. 0Hz. 
2H) 8.08 (d. J=8.0Hz. 2H) 9.05 (t. J=5. 6Hz. 1H) 



Nl-l5-[(2. 4-^**V-1.3-^7»/5>-WU5 s »^^H-2-^ h*5"«>5? 
;W-2-7;^o-4-(h , J7;P^D^5 1 ;H^>X75 KO. 7Og£§?ii0!l29) i:^l3 
«1U HI- 15-1(2. 4-5>**V-l. 3-^7 75 >-5H"JW jWH-2-* h*v"<> 
5?;W-2-7JP*D-4-(h 'J 7;M"D*9 i ;M.<'<>X75 KO. 47g£#fc» 
'H-NMR (DMSO-dj) 5 : 3. 01 (dd. J=9. 6. 18. OHz, 1H) 3. 31 (dd. J=4. 0. 18. OHz. 1H) 3. 79 (s. 
3H) 4.40 (d. J=5.6Hz. 2H) 4.81 (dd. 1=4.0. 9. 6Hz. 1H) 6.94 (d. J=9. 2Hz. 1H) 
7.12 fo. 2H) 7. 66 (d. J=7. 2Hz. 1H) 7.80-7.84 (in. 2H) 8.88 (t. J=5. 6Hz. 1H) 

§S£0<l31a) 
BocHN-'V^I 



2-* h * ->^> : J)V7 5 > 1 3. Og£7 h 7 1 h* a 7 7 >80ml CJg# U SE^f 
h 16g©7 h7th'D77> (20ml) ^^jDAfc. ifltlRHSif 

U ^E^f;i/ N- (2-* h^rv^>v f ;H *;UA^- h 19. Og^rttfco 

'H-NMR (CDC 1 j) <5 : 1. 45 (s. 9H) 3.84 (s. 3H) 4.27-4.33 (m. 2H) 5.01 (br. 1H) 6.84 

(d. 1=8. 8Hz. 1H) 6.94 (t. J=8. 8Hz. 1H) 7.23-7.29 On. 2H) 

MS m/e (ESI) 440 (MH*) 




MeO 
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BocHN 




mB7?)l> N-(2-* >"<>5?JW *;I/A'pc- K. 04g£7-fe hx h U JWOml 
CS#U N-7*D^3A^i= K4.6g£iDx.fc. £iS£T3lf#F.31g#Lfc&> 

;* h*->^>v>JW;fc;PA**- K. 97g£#fc. 

■H-NMROCls) 6: 1.45 (s. 9H) 3.62 (s, 3H) 4.26 (d. J=6. 4Hz. 2H) 4.97 (br. 1H) 

6.72 (d. J=8. 8Hz. 1H) 7.34 (dd. J=2. 8. 11. 2Hz) 7. 35 (s. 1H) 

§3ii0iJ31c) 



N- (5-:/ 0^-2-* h*v^>v;W#;W\**-M. 015g. VfuuM 
T.(b , J7xn;i'7j>7.7^»A7> ? ^A(II)45iDg. h U "7A330mg, &«fctf 

K 'J 7x^MX7>/ >r/Bg$3ft7KN.N-^^^*;UA75 h'fcJg^U =K7EP 
^MTT110t:fCT2f$ffi&#Lfco £j£^&^£^&X5^T*^lRU tK, ® 

^iJ->-^X^;K3:l)^ffi^Pck0mHy^ N-(5-*;P3:;i/-2-* h*->^ 
>v;H #Jl/A*- h640mg£#fc. 

'H-NMR(CDClj) 5: 1.45 (s. 9H) 3.94 (s. 3H) 4.36 (d. J=6. 0Hz. 2H) 5.00 (br. 1H) 

6.98 (d, J=8.4Hz. 1H) 7.80-7.83 (m. 2H) 9.88 (s. 1H) 

§2i£0iJ31d) 




CHO 
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m) 80ml £x h 7 k K □ 7 5 >40ml T#S? U -78"C iztisW Vtz&* XJ?M-4 7 7* 
ui£*i/&m 1. 68g©x h7tKP77> (10ml) Jg&£lJll*.fc. 30#£# 
tert-T*^ N- (5-*>»P$;i^2-^ h*->^>vMW #;W\**- h 10. 73g©x h7t 
KD77>(10ml)&f££iD;L. 5ElCl^it^L^ tafoJ^fcT^X^ATKig 
f£l00ml£jD*.fc. ££&£7MOOml£it&x^500mlfca^ 

^7 7^-lCTfll3L(}§tti^ : -\^>-^X^;H. X^Jl> 3-(3-[(tert-7* 
h^r^M-;H7Sy) *3-)V-A-* h^v7xx;W-3-t KD*v-2-< 77* 

□#*->7'd/v x- h (xu t. P^^«ki/7 v-xwom&m 12. 8g£&£*i&#ti 

»H-NMR(CDClj) 6: 

0. 99 (d. J=6. 1Hz. 3H) 1. 15 (d. J=6. 1Hz, 3H) 1. 19 (t. J=7. 6Hz. 3H) 1. 44 (s. 9H) 

2. 91 (d, J=5. 2Hz. 1H) 3. 43 (sept. J=6. 1Hz. 1H) 3. 83 (s. 3H) 4. 03 (d. J=6. 3Hz, 1H) 
4. 12 (q. J=7. 6Hz. 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 86 (dd. J=5. 2. 6. 3Hz. 1H) 

4. 99 (t. J=6. 6Hz. 1H) 6. 81 (d, 1=8. 7Hz. 1H) 7. 23-7. 29 (m. 2H) 

6 : 1. 1 1 (t. J=6. 9Hz. 3H) 1. 17 (d. J=6. 1. Hz. 3H) 1. 19 (d. J=6. 1Hz. 3H) 1. 44 (s. 9H) 

3. 00 (d. J=4. 4Hz. 1H) 3. 63 (sept. J=6. 1Hz. 1H) 3. 83 (s. 3H) 3. 95 (d. J=5. 9Hz. 1H) 

4. 08 (q. J=6. 9Hz. 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 80 (dd. J=4. 4. 5. 9Hz. 1H) 
4. 99 (t. J=6. 6Hz. 1H) 6. 81 (d. J=8. 7Hz. 1H) 7. 23-7. 29 (m, 2H) 



jl?)\> 3- (3- [ (lert-7 h*v#JU*x;i/) 75/] b* v7xx 

M -3-fc Fo+v-2--f 77'o^y7'D/Vl- HX'J 7 0#43«fctf7 
©fi^*) 24. 7g£ h 'J 7 JM-o6f&400m I fCi§fi?U h 'J Xf;k>7 >96ml £JDA, 
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Ltc. *S£^*1t>100iDlTft#U 5N*gtffc:hhU£A^&T'7;U*U£fcU 
s;*DD**>200iDlX4T«lHJLfc. W«8! is OAT' 

#J 1 HI— ©X^JM-: [3- (7 5 V * ^JH -4-^ h+->7x - M -2--f V^O^y 

H^31f) 




x^;U3- [3- (75/"*3MW-4-;< h^y7in;H-2-'fy^o^yyo/V 

x- M8. 67gi5<ki; h ux^ts >?. 7g© $>x^x~r;u (300mi) mm\z*nt 

T2. i-5?jrnU'<>*/'(JU9W) HIS. 9g©-r h7t Ko77>(15ml)i§i££i8T 
Lfc. *#TT30#, 3Efc£»T30$HJt#Lfc«, EJS«£*R500ml fttt 
X^300iltffflttiUfc. *«JI&ffifP*»*3(5^-hU^A*«IBE200BK ^fP^l 
**^b'J^A200mh *J:I^ftlPftifi*200mnfJH*ft»l/fca» 

H%^31g) T?ftfcfc£tt£H-©xf ;U 3- (3- 1 [ (2. 4-5>* op^>^JH75 
Aif-M -4-* h+v7xx;W -2-< V7o^v7D/tyx-h28. 2g£&6 



CI 0 




x^ju 3- [3- (757*7-;M -4-* h+->7xx;H-2--<v7o^+>'7o;i 
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;x-Yt2A-9zuu&&%mznmwm)tmmzvm\s. 1371/ 3- (3- 

|[(2. 4-7? nn<*>y**f M 75 /] -4-* h+->7x~;H -2-< 7 70* 

'H-NMR(CDCIj) 5:0. 95 (d. J=6. 0Hz. 3H) 1.14 (d, J=6. OHz, 3H) 1.23 (t. 1=6. 8Hz. 
3H) 2. 87 (dd. J=8. 4. 13. 6Hz. 1H) 2.94 (dd. J=4. 8. 13. 6Hz, 1H) 3.50 (sept, J=6. OHz. 
1H) 3. 84 (s. 3H) 4. 01 (dd. J =4. 8. 8. 4Hz. 1H) 4. 05-4. 20 fan. 2H) 4. 61 (d. J=5. 6Hz. 
2H) 6. 74-6. 84 fan. 1H) 6. 79 (d. J=8. 4Hz. 1H) 7. 16 (dd. J=2. 0. 8. 4Hz. 1H) 
7. 22 (d. J=2. OHz. 1H) 7. 29 (dd. J=2. 0. 8. 4Hz. 1H) 7. 39 (d. J=2. OHz. 1H) 
7. 64 (d. J=8. OHz. 1H) 



CI 0 




me^jid) tmmizmmv. 3- (3- 1 [ (2. d □^>y< ;n 7$ ;] 

•H-NMR (CDC 1 3) «5:1.02 (d. J =6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2.91 (dd. 
1=7. 2. 14Hz. 1H) 3. 04 (dd. J=4. 0. MHz. 1H) 3. 56 (sept. J=6. OHz. 1H) 3. 84 (s. 
3H) 4.09 (dd. 1=4.4. 7. 6Hz. 1H) 4.60 (d. J=6. OHz. 2H) 6.81 (d. J=8. 4Hz. 1H) 
6. 83 fan. 1H) 7.16 (dd. J=2. 4. 8. 4Hz. 1H) 7.23 (d. J=2. OHz. 1H) 7.29 (dd. J=2. 0. 
8.4Hz. 1H) 7.39 (d. J=2. OHz. 1H) 7.64 (d. J=8.4Hz. 1H) 

nmmu) 



CI 0 




3- (3- 1 1 (2. 4- 7 2 □ o 1 7 7< )l) 7 5. J ] * 3\>H -4- ;* h * 7 7 x -2--f 
77*D#*77o^7Sn. 0g^x^/-;i/5mllc:^L, lNzKgt-fbT- h U 7AtK^ 
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ffl. 3ml £iOA*EET*li*ff*U 3- (3- 1 ( (2. A-i>>? u d^>VW M7^J\* 

'H-NMR (DMSO-dj) 6 : 0. 79 (d. J=6. 0Hz. 3H) 0. 97 (d. J=6. 0Hz. 3H) 2. 51 (dd. J=9. 2. 
13.6Hz. 1H) 2.79 (dd. J=4. 0. 13. 6Hz, 1H) 3.48 (sept. J=6. 0Hz. 1H) 3.63 (dd. 
J=3. 6. 8. 8Hz. " 1H) 3. 75 (s. 3H) 4. 35 (d. J=6. 0Hz. 2H) 6. 82 (d. J=8. 4Hz. 1H) 7. 07 
(d. J=7.6Hz. 1H) 7.15 (s. 1H) 7.48 (s. 2H) 7.67 (s. 1H) 8.87 (t.. J=6. 0Hz. 1H) 
Hfig0U32 



F 0 




3- [3- (7 5 /"/^U -4-* h^y7iz;H-2-<y^D^yyo^ 
3- (3- 1 1 (4-£ a a-2-7n*tui>*MM 7$ J ) -4-* h*~>7 xx;W - 

'H-NMR (CDC lj) fi: 0.95 (d. J=6. 0Hz. 3H) 1.13 (d. J=6. 0Hz. 3H) 1.22 (t. J=7. 2Hz. 
3H) 2. 86 (dd. J=8. 0. 14Hz. 1H) 2. 93 (dd. 1=4. 8. 14Hz. 1H) 3. 49 (sept. J=6. 0Hz. 
1H) 3. 86 (s. 3H) 4. 00 (dd. J=5. 2. 8. 0Hz. 1H) 4. 05-4. 25 (m. 2H) 4. 62 (d. J=5. 6Hz. 
2H) 6. 80 (d. J=8. 4Hz. 1H) 7. 10-7. 20 (m. 2H) 7. 20 (d. J=2. 0Hz. 1H) 7. 23 (dd. J=2. 0. 
MHz. 1H) 7.2-7.35 (m 1H) 8.06 (t. J=8. 4Hz. 1H) 
$««32b) 



F 0 




HiS^J Id) £ mmtzJ5&T'Z- (3- l[(4-^D o-2-7;^ o^> *M M 7 5 / ] ;* 
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•H-NMR (CDC 1 j) 6 : 1.01 (d. J=6. OHz, 3H) 1.15 (d. J=6. OHz. 3H) 2.90 (dd. J =7. 6. 
14Hz. 1H) 3.04 (dd. J=4. 0. 14Hz. 1H) 3.55 (sept. J =6. OHz. 1H) 3.87 (s. 3H) 
4.09 (dd. J=4.0. 7.6Hz. 1H) 4.62 (d. J=5. 6Hz. 2H) 6.82 (d. J =8. OHz. 1H) 
7. 08-7. 18 (m. 2H) 7. 16-7. 28 (m. 2H) 7. 24-7. 38 On. 1H) 8. 05 (t. J =8. 4Hz. 1H) 



F 0 




mmmz\c) tmm&l5&T3- (3- 1 ( (4-* □ □-2-7;i/:*D'<> vv ;w 7 a j ) * 

'H-NMR (DMSO-dj) 6 : 0. 77 (d, J=6. 4Hz. 3H) 0. 95 (d. J=6. OHz. 3H) 2. 53 (dd. J=9. 2. 
14Hz. 1H) 2. 79 (dd. J=3. 2. 14Hz. 1H) 3. 46 (sept. J =6. OHz. 1H) 3. 64 (dd, J=3. 6. 
9.2Hz. 1H) 3. 76 (s. 3H) 4. 38 (t. J=5. 2Hz. 2H) 6.82(d. J=8.4Hz. 1H) 7. 07 (d. 
J=8. 8Hz. 1H) 7. 10 (s. 1H) 7. 36 (d. J=8. 4Hz. 1H) 7. 53 (d. J=10Hz. 1H) 7. 67 (t, J=8Hz. 
1H) 8. 76 (m. 1H) 



o 




3L3-)V 3-(3-(7= J*^)V)-A-* h+y7xZjH-2-f Vfuttlffun 

X^JP 2-f y 7*D#*x-3- 14-* h*->-3- ( 1 1 (2-/ v-6-pC^;u-3-tf >J v 

'H-NMR (CDC 1 3 ) 5: 0.95 (d. J =6. OHz. 3H) 1.12 (d. J=6. OHz. 3H) 1.21 (t. J=7. 2Hz. 
3H) 2.47 (s. 3H) 2.86 (dd. J=8. 4. 14Hz. 1H) 2.93 (dd. J =5. 2. 14Hz. 1H) 3.49 
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(sept. J=6.0Hz. 1H) 3.89 (s. 3H) 4.00 (dd. J =4. 8. 8.0Hz. 1H) 4.04 (s. 3H) 
4. 1-4. 2 to. 2H) 4. 62 (d. J=6. 0Hz. 2H) 6. 80 (d. J=8. 4Hz. 1H) 6. 86 (d, J=7. 6Hz. 
1H) 7. 14 (dd. J=2. 0. 8. OHz. 1H) 7. 20 (d. J=2. OHz. 1H) 8. 39 (d. J=7. 6Hz. 1H) 
8.42 to. 1H) 




'$1601 Id) t^^&H<k02--rvyp^'>-3-[4-^ h*->-3-(l[(2-* h 

'H-NMR(CDClj) 5: 1.03 (d. 1=6. OHz. 3H) 1.14 (d. J=6.4Hzi 3H) 2.47 (s. 3H) 2.90 
(dd. J=7. 2. 14Hz. 1H) 3. 04 (dd. J=4. 4. 14flz. 1H) 3. 56 (sept. J=6. 4Hz. 1H) 3. 89 
(s. 3H) 4.06 (s. 3H) 4.0-4.15 to. 1H) 4.61 (d. J =4. OHz. 2H) 6.81 (d. J=8. 4Hz. 
1H) 6.86 (d. J=7. 6Hz. 1H) 7.12 (dd. J=2.0. 8.4Hz. 1H) 7.20 (d. J=2. 4Hz. 1H) 
8.37 (d. J=7. 6Hz. 1H) 8.48 to. 1H) 
iMt«l34 




x^;P 3- [3- (7 5 3^) -4-* h+v7x-;H-Hvyo^yyD;t 
;i- h<h4-^PD-2-^ h^'>$m#fi6«rHJS^I20d) £fig€rj£ifc«ld) tmm 
3-(3-([(4-^DD-2-y h^rzs'OV'f )V) 7 5. S) t^M-i-* 

'H-NMR(CDC1 3 ) 5 : 1.02 (d. J =6. OHz. 3H) 1.14 (d. J =6. OHz. 3H) 2.90 (dd. J=7. 6. 



139 



WO 01/25181 



PCT/JP00/06788 



14Hz. 1ED 3.03 (dd. J=4. 4. MHz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.88 (s. 3H) 
3.94 (s. 3H) 4.05-4.15 to, 1J0 4.61 (dd. J=2. 0. 6.0Hz. 2H) 6.81 (d. J=8.4Hz. 
1H) 6.95 (d. J=2. OHz. 1H) 7.05 (dd. J=2. 0. MHz. 1H) 7.13 (dd. J=2. 0. 8.4Hz. 
1H) 7.20 (d. J=2.0Hz. 1H) 8.14 (d. J=8.4Hz. 1H) 8.28 (t. J=5. 6Hz. 1H) 

H£g0y35d) 



x^JW 3- [3- (75/*^) -4-* h*is7*-M-2-4V7ntf*5s-7un 

SU 3-(3-(l[{2. h+^-3-t'J^W*Mz;W 7$;l h 

'H-NMR(CDClj) 5: 1.00 (d. J=6.4Hz. 3H) 1.13 (d. J=6.4Hz, 3H) 2.89 (dd. J=7. 6. 

14Hz. 1H) 3.03 (dd. J =4. 4. 14Hz. 1H) 3.55 (sept. J =6. OHz. 1H) 3.88 (s. 3H) 

3.95 (s. 3H) 4.07 (s. 3H) 3.8-4.2 to, 1H) 4.60 (dd. J=l. 6. 6. OHz. 2H) 6.41 

(d. J=8.4Hz. 1H) 6.80 (d. J=8.4Hz. 1H) 7.13 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d. 

J=2.0Hz. 1H) 8.32 to. 1H) 8.41 (d, J=8. 4Hz. 1H) 

Hffiflj)36 

81800363) 



2-f V 7n#*vSf &98g&tf h >J X^;UT S >360mlO)x h7tHo77> 
(41)J§i££-25 < CK:&3]U 2.2-vpWU7n/V<;i, ^D'J K92il£*TLfc#» 



0 
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frfcrnzsmwoKx-mnLtz. m*mtv 3-vi±wgt ms) -4-^>^;u-i. 3-* 
*WD>-2-*>i20g£jg»A, ^ux^\z~mmwvtz^ K&mzmmis. 

(4S) -4-^>^;P-3- (2-^ y ^□#+->7-fe^;w -1. l/P >-2-^-> 

106. 6g£&6f*tt^i LT^fc, 

'H-NMR (CDClj) 5 : 1. 17 (d. J=6. 0Hz, 6H) 2. 81 (dd. J=9. 5, 13. 4Hz, 1H) 

3. 35 (dd. 1=3. 2, 13. 4Hz, 1H) 3. 74 (sept. J=6. 0Hz. 1H) ) 4. 24 (dd. J=3. 5. 9. 3Hz) 

4. 29 (t. J=9. 3Hz. 1H) 4. 65 (d. J=19. 5Hz. 1H) 4. 69 (m. 1H) 4. 70 (d. J=19. 5Hz. 1H) 
7. 22 (d. J=7. 2Hz. 2H) 7. 30-7. 45 (m. 3H) 

28i£0!l36b) 




(4S)-4-^>v J ;W3-(2-< y^D**5/7tf;W-l, 3-**1tVo>-2-*> 
127. 4g<D h;UX> (41) ^^^l-t)^T-75'CfZ^«lL^, -tn^ncDSiRfc 
h IJIW5 >28. Og^iP^fc. rt}S75M0 < C^^3&:^ji^T->?y^;^D> h 
U71/-H (lM^oo**>&^ 232ml fciSTL*:. r8T*£50#i5i#L*:&, 1*3 

^-70t:H^Lfetert-y^;U N- (5-*;PS ;P-2-* V*i"0=S)V)l3)Vn*- 
h<D?2 O 0**>(1. 41) &&£;*J*-^£#iJffl tTJtaA. -75rT-30#ifi#L*: 

*5i^^^^^x^ffi?:io^stcio < c-roo < c^T±#^-&fc„ or-^fl-sn* 

;**y-JH.21K pH7A*«>7 7-('J>Km-7jc^^h'J^A-^X> 
&) 0.6051, *5d;^ji^b7KS(30«7K^ 0.2621<D?g^S:in^fc. 

7K9Hca^, ^DD**>llTttiajL/2:. W«£Jl£fi&fn:£&7k41Tift 
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•7hifyy^-\zxmmV(mtamm:^^>-^fk^M. tert-T^N- 
(5- (IR. 2S)-3-[(4S)-4-^>v ? ;U-2-^V-l. 3-3Mrtf!/5>-3--OM-l-fc: Ko 

* ->-2-i' v^d^ v-3-:** y y* □ tf ;w-2-y h^->^> v*;H * ;w\* y - h 

U1.0g£*Sfe@#<»:LT^fc. ' 

'H-NMROC1,) 5 : 1. 17 (d, J=6. 2Hz. 3H) 1. 21 (d, J=6. 2Hz. 3H) 1. 43 (s, 9H) 

2. 75 (dd, J=9. 6. 13. 2Hz. 1H) 3. 02-3. 15 (br. s, 1H) 3. 24 (dd. J=3. 6. 13. 2Hz. 1H) 

3. 64-3. 73 (m. 2H) 3. 83 (s. 3H) 4. 02 (d, J=8. 2Hz. 1H) 4. 23 (dd, J=6. 2. 15. 6Hz. 1H) 

4. 31 (dd, J=6. 4. 15. 6Hz. 1H) 4. 46 (m. 1H) 4. 78 (d. J=5. 6Hz. 1H) 4. 99 (m. 1H) 

5. 42 (d. J=5. 6Hz. 1H) 6. 83 (d. J=8. 3Hz. 1H) 7. 19 (d. J=7. 2Hz, 2H) 7. 26-7. 39 to. 5H) 
Mi£0iJ36c) 




§2ig0J31e) (hP^lctert-T*^ N- (5- OR. 2S) -3- [ (4S) -4-^>S?;U-2-« V- 

1. 3-*+ify^>-3--1';H-l-t KD*->-2-< yyo^y-3-t+yyDf;h 
2-* h*5"*>S>;W h8. 96g£ii7cU)U£, a*(J£«fc4Nifi»»Kx5 1 

jp«*50Bi*jniiLfc. ^^^meets^l^, ^it*^yy*Dtr;px-x;i/- 

a^>T«L- H&4fe£tt& ±f2&$£Tifc#U (4S)-3-(2S)-3-[3-(75 

y * M -4- y h * > 7 x -2-< y 7 □ -> 7* □ a y jm-^ > 

'H-NMR (CDClj) 6 : 1. 00 (d, J=6. 3Hz, 3H) 1. 14 (d. J=6. 3Hz. 3H) 2. 77-2. 85 (n. 2H) 

2. 94 (dd, J=3. 5, 1 1. 9Hz. 1H) 3. 28 (dd, J=l. 7, 12. 8Hz, 1H) 3. 50 (sept, J=6. 3Hz. 1H) 

3. 82 (s, 3H) 4. 10-4. 19 (a 4H) 4. 64 (m, 1H) 5. 28 (dd, J=3. 5. 7. 9Hz. 1H) 

6. 81 (d. 1=8. 4Hz. 1H) 7. 20 (d. J=7. 0Hz. 2H) 7. 25-7. 34 (n, 5H) 8. 25 (br. s. 3H) 
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F 



o 



9 o 



CF. 



&mm\f) tmmiz ms) -3- (2s) -3- [3- (7 $ -4-/ x -;n - 
2-< y 70 * n -> 7 o/t j <i ;w-4-^ > 1. 3-^^+f y v >-2-* >msn& 

1, ni-(5- (2S)-3-[(4S)-4-^>v;i^2-*^y-i. i-ttW5>-i-4 m-m y 
, ^o^^y-3-t+v^ofjh2-^ h*->*>s?;w -2-7**0-4- (HJ 7;u:* 

o ^>X7 = h*6. 46g£iSfe@#£ L-Offc. 
'H-NMR (CDClj) 6 : 1. 04 (d, J=6. 2Hz. 3H) 1. 16 (d, J=6. 2Hz. 3H) 

2. 75 (dd. J=10. 1. 12. 6Hz. 1H) 2. 88 (dd. J =7. 9, 13. 9Hz, 1H) 

2. 93 (dd, J=4. 7. 13. 9Hz. 1H) 3732 (dd. J=3. b, IT. 6Hz. 1H) 3. 52 (sept. J=6. 2Hz. 1H) 

3. 86 (s. 3H) 3. 98 (t. J=8. 5Hz. 1H) 4. 1 1 (dd. J=2. 6. 8. 5Hz. 1H) 4. 56 to. 1H) 

4. 65 (d. J=5. 9Hz. 2H) 5. 34 (dd. 1=4. 7. 7. 9Hz. 1H) 6. 8 (d. J=8. 7Hz. 1H) 7. 20- 

7. 38 to. 8H) 7. 56 (d. J=8. 7Hz. 1H) . 8. 34 (t. J=8. 7Hz. 1H) 

*)KII36e) 

F O OH O o 



m&mtb) tmmzm-i-^yvfr-z-a-i yya^^T-t^w-i. 3-#* 

1fVP>-2-*>l. 39g«hNl-(5-^5;U-2-^ h*v^>>>;W-2-7;M-D-4-(h 
Uy;^P^^JU)^>1f5 KO. 89g^e>Nl-(5-(2S)-3-[(4S)-4-^>> f JP-2-^^r 




143 



WO 01/25181 



PCT/JP00/06788 



7-1. 3-tf*-»fV*7>-3H' JW-l-k yyD#+->-3-^y^ntr 

'H-NMR (CDClj) a : 1. 15 (d. J=6. OHz. 3H) 1. 20 (d, J=3Hz. 3H) 

2. 67 (dd, J=9. 6, 13. 4Hz. 1H) 3. 05-3. 14 (br. s, 1H) 3. 25 (dd. J=3. 8. 13. 4Hz. 1H) 

3. 61 (t. J=8. 6Hz. 1H) 3. 67 (sept. J=6. OHz. 1H) 3. 86 (s. 3H) 3. 93 (dd. 1=1. 7. 8. 6Hz. 1H) 

4. 44 to, 1H) 4. 60 (dd. J=5. 2. 14. 1Hz. 1H) 4. 66 (dd. J=5. 2. 14. 1Hz) 

4. 79 (d. J=5. 8Hz. 1H) 5. 42 (d. J=5. 8Hz. 1H) 6. 88 (d. J=8. 7Hz. 1H) 7. 19 (d. 1=7. 1Hz. 2H) 
7. 27-7. 33 On. 4H) 7. 36 (dd. J=0. 8. 11. 1Hz. 1H) 7. 39 (dd. 1=2. 0. 8. OHz. 1H) 
7. 44 (d. J=7. 7Hz. 1H) 8. 03 (t. J=7. 7Hz. 1H) 
Hi60!l36f) 




§*i£0<l31e) t™icNl-(5-(2S)-3-[(4S)-4-^>v^-2-^-^7-l. 3-**-tf-*77 
>-3-<;H-l-t HD^r^-^ 77D#^'>-3-^77otr;P-2-^ h+v^c> 
-7;W -2-7;i/^-o-4- ( h 'J 7)i*o M-M ^>X7S. K 1. 36gri> 6 1 Ic&tf l;: l H- 
n^)^^;:£^>T§S£0ll36d) T^^b^ £ I3-©N1- (5- (2S) -3- [ (4S) -4-^>-7;U-2- 
**7-l. 3-**"!f!/5>-3-f Jl/]-2-<7707l?+v-3-^77PeJl/-2-^ h 
^->^>-7;W-2-7;i/*D-4- ( h U 7Ma^fiK^>X75 Kl. 30g£&£@ 

Hffifl)36g) 
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mm&fflc) <hl^«{lNl-(5-(2S)-3-[(4S)-4-^>v;i-2-^^y-l. 3-**W^ 
>-l-4 M -2-< V 7 □ tf* x-3-** V y o bT^-2-* h * v"S > vJW -2- 7 )V* 
o-4-(MJ 7 )V*u *?-)V) 1>X7S. H6. 46g^e>tlcMl/t'H-niDrH*JV>T^|g 
^6a) T^fc<b^<hl^-0 (2S) -3-[3- ([2-7;^D-4- ( V?-7 )V*u « 

y>M M 7 5 / ^ -4-/ h+->7iz;n -2--f y^D^yyDM>i 

4. 81g*fcfetttttti: UT#fc. HPLC##rfc,i:3|iEg : 97. 7X, : 96. 8*e. e. 

(OD;*J7A:SiB£0. 5ml/min;2-7*pyiy-;i':^^>: h U 7)Vumk= 

700:300: Do 

H%giJ37 

»Jg«37a) 



2-* h + i/1>z?)V7 ^ >50mL43«k t'Jy>l 23mL©N, N->> * A 7 5 
H (400mL) Jgi8t5-lO°CK:T2, 4-v£ □ D^>»Af )V>7 o »J K45mL£ I. 5l$IR]ft>l?T 

"y-A7K&&> lN&tt(x2K ®ft£fc7> ; EX'?A7Mgi&(x2K *5«k^fp^7K(c 

-xJW (300mL) fcitfvX^Ml/X-x^ (500mL) fCT&SU @f§N&£ig&> yx^ 
;PX-x;H'T^U. Nl-(2-* h+y^>y;H-2,4-y^DO^>X7$ K 
81. lg^^Hfe@#tbT#fco 

'H-NMR(CDClj) 6 : 3.87 (s. 3H) 4.64 (d. J=6. 0Hz, 2H) 6.82 (br. 1H) 6.89 (d, 
J=8.4Hz. 1H) 6.92-6.98 (n, 1H) 7.26-7.32 (m, 2H) 7.35 (dd, J=2. 4. 7. 6Hz. IH) 
7.40 (d. J=2.4Hz. IH) 7.65 (d, J=8. 4 Hz. 1H) 

mammy 
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cl j5Va CH0 

Nl - (2-/ h^r->^>^)l) -2. 4-v£ a P^>X75 K 10. Og<D h 1) 7;i/^o^ 
(200niL)^fC'\+lJ-^5 1 U>x N 75 >9. 04g£3JD*> 50°UzT2mfflW:WVtzo 

£2>7Kmi££TpH=ll-12tpML7c. ^©^©^^x^HTJffiijtS Lfc. 
£lN7K8Hfc^hU£A*8i£(x3), lNi£8(x2h *J;^fi»*tt*K:T«si*Ufc»> 
HJ£AfcTft». ->'J*yjH00g*ab»jaLfc. ffiffi^S^bfc^ 

;P5;P-2-^h^->^>v;W-2.4-> J ^OD^>X75 h*7. 15g£&fi@#£LT 

'H-NMR(CDClj) 6: 3.97 (s. 3H) 4.68 (d, J=6. 0Hz. 2H) 6.81 (br, 1H) 7.01 (d. 
J=8.4Hz. 1H) 7.31 (dd. J=2. 0. . 8. 4Hz. 10 7.41 (d, J=2. 0Hz, 1H) 7. 68 (d, J=8. 4Hz. 
1H) 7.85 (dd, J=2.0. 8.4Hz, 1H) 7.90 (d, J=2. OHz, 1H) 9.88 (s, 1H) 
HlM37c) " 




§SS£#J36b) (4S)-4-^>v>;i/-3-(2--f y^P#+j/7tf JH-I, 3-*+ 

if V o >-2-* > 1 25. Og tU 1- (5-* JU =• ;U-2- ;* h * zsl > VM -2, 4- v £ □ □ ^ 
>X7 5 H 101. 9g*» £N1- (5- (2S) -3- [ (4S) -4-^>v^-2-^V-l. 3-W+f V? 

>-3--f;U-i-t HP^->-2-rvXo^->-3-^+yXDe;i/-2-^ h*~>^> 

yJH-2,4-y^oo^>X7 5 K167. 0g£&&@#<!: LTf#£o . 

'H-NMR (CDC1 j) 6 : 1. 15 (d. J=6. 2 Hz. 3H) 1. 20 (d. J=6. 2Hz, 3H) 

2. 71 (dd. J=9. 5. 14. 1Hz, 1H) 3. 06-3. 15 (br. s. 1H) 3. 25 (dd, J=3. 2. 14. 1Hz. 1H) 
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3. 68 (sept. J=6. 2Hz. 1H) 3. 69 (dd, J=7. 8, 8. 5Hz, 1H) 3. 84 (s. 3H) 

3. 97 (dd. J=2. 1. 8. 5Hz. 1H) 4. 44 (m. 1H) 4. 58 (dd. J=5. 3. 13. 9Hz. H) 

4. 63 (dd. 1=5. 3. 13. 9Hz. 1H) 4. 79 (d. J=5. 6Hz. 1H) 5. 40 (d. J=5. 6Hz. 1H) 

6. 73 (t. J=5. 3Hz. 1H) 6. 85 (d. J=8. 2Hz. 1H) 7. 16 (d. J =7. OHz. 2H) 7. 25-7. 34 (m. 5H) 

7. 37 (dd. 1=1. 9. 8. 2Hz. 1H) 7. 40 (d. 1=1. 9Hz. 1H) 7. 58 (d. J=8. 2Hz. 1H) 
SSigflWd) 




mmmZle) <hfsl^{lNl-(5-(2S)-3-((4S)-4-^>v;U-2-^y-l. 

>-z-4M-\-\i Ho^^-2-r yyo^v-3-*^v^ntr;p-2-^ b*->^> 

;W550mllw^L, ^iSfcftaiS-e-fcm, i?-f yyDtr;Ux-7 L ;U550ml<h'\^> 
gUOira^CTX: #rffi#j£ilt*&U Nl-(5-(2S)-3-[(4S)-4-^>> ? ;i/-2-^V 
-1. 3-**1fl/7>-3--f;W-2H , V^ , n#4 l ^-3-*+yypi;;P-2-^ h*~>^ 
>v;W-2. 4-v^OD^>X75 h*119. 7g£M£@#<»:L-a§fc. 
'H-NMR (CDC1 j) 5 : 1. 04 (d. J=6. 2Hz. 3H) 1. 17 (d. J=6. 2Hz. 1H) 

2. 96 (dd. 1=9. 1. 13. 3Hz. 1H) 2. 89 (dd. J=7. 8. 13. 2Hz. 1H) 2. 94 (dd. J=5. 3. 13. 2Hz. 1H) 

3. 30 (dd. J=3. 1. 13. 3Hz. 1H) 3. 53 (sept. J=6. 2Hz. 1H) 3. 84 (s. 3H) 

4. 02 (t. J=8. 4Hz. 1H) 4. 11 (dd. J=l. 6. 8. 4Hz. 1H) 4. 57 (m. 1H) 

4. 59 (dd. J=6. 2. 14. 3Hz. 1H) 4. 63 (dd. J=6. 2. 14. 3Hz. 1H) 5. 34 (dd. J=5. 3. 7. 8Hz. 1H) 
6. 75 (t. J=6. 2Hz. 1H) 6. 80 (d. J=8. 2Hz. 1H) 7. 19 (d. J=8. 3Hz. 2H) 7. 22-7. 33 (m. 6H) 
7. 40 (d. J=2. 8Hz. 1H) 7. 63 (d. J=jO. 3Hz, 1H) 
gfgWe) 
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Nl- (5- (2S) -3- [ (4S) -A-*>V)V-l-**V-\. l-tt^Jv >-3-<iM -2--f 7 

124. 9g©x byt. h'D77>(l. 61) J§i£K7K400ml £ in*. -1{TC Ki££|JUfc:&, 30X 
ii^bTK^* 184ml t7K^b'J5 1 ^A20. 3g©7K (150ml) mfcZmXtia*., 4t:T24Bt 

mmmstzo ^tf-ioric^ufcrn, 2MM6S^ h u ^atk^i. 5i$jpx., sn 

*SS?T-pH^2-3lC^Sib, itgUn^M.51T«iaJUfc. W&JI£M7kl5!jgr?^*~> 
?AT-8;*iU &&£i)lS£ETg£L;fc. SS^lN7K^t±h'J^Afc^«?L, tK® 
^ylf;H-fJl-y^ on** >©4: Ijg^^l lT4@»ai Lfco *f^JI££ 
fc-fr, &&£fc*ETS*L*:„ ^^^X^;U-\^>^e>^ B B B U, (4S)-4- 
^>>?;P-3- (2-< V^Dtf^T-fe^W-l. 3-**1f l/a>-2-*>33. 7g£lsIiK 
Lfc. *JI£5N&grC-pH£2-3K:ilSg5U v£od**>1. 51£0. 51TttfflLfc. 
#$]I£&b-ti\ ISSTK^V^v^ATfe^Lrc^ ^&£MJBET@:£U tic 
M^lC'H-nmrlc^^TM^31b) T-ntzitGVot m-V> (2S) -3- [3- ( [2. 4-v* o 

□^>y-r ;n 75 y *^;m -4-/ h*->;7x-;n-2-r vya#+->yo^>i 

87.7g£#fc. HPLC#*TKJ;-g>*fl!& : 98. 6X (0D*^A;gStji0. 5ml/min;2-:/D/1/ 
-;W:^U">: h 'J 7;i/P61f&=700:300: 1) . ^(DitG®* ->'J yAi7 n 

-7bifyy^-\zxmm(miamm^^>-mm^M imx^niomi 

<h'\^>410ml*ve > MB^k-r^^<hlc:«J:oTHPLC^*Tlc<tS^ : 99. 8S, 

fcfig : 99. 7*e. e. ®&&Btt61. 6g£*i*:. 

HM38 



§3^J38a) 
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tert-y^;PN-(5-*;i/$;i/-2-^h+'>^>x;W*;UA'/-h2. 75g£<J:tf (h 
U 7i-;^7*7-U x» 7-fe h7JPx t K4. 73g© h;Ux> (50mL) 

80°ctTi6Wig#ufco £&&£Si§£T&#Lfc&> 

LJtS. Si££|gl8Lfc. #*>nfc8£2.47g£ffl^, §3ii0yia) fc<fctfgii£0ijlb) 
tiiO^ffi-ei^W- (3- 1 [ (tert-^ ->#;W#XJW 75/1 -4-* h 

•H-NMRlCDClj) 5: 1. 13 (d. J=6. OHz, 3H) 1. 19 (d. J=6. OHz, 3H) 1.27 (t. J=7. 2Hz, 
3H) 1. 44 (s. 9H) 1. 50-1. 80 On, 4H) 2. 55 (t. J=7. 2Hz. 2H) 3. 57 (sept. J=6. OHz, 
1H) 3.81 (s. 3H) 3.88 (dd. 1=4.8. 7. 6Hz, 1H) 4.19 (q. J=7. 2Hz, 2H) 4.27 (d. 
J=5. 6Hz. 2H) 5.01 (br. 1H) 6.76 (d. J=8. OHz. 1H) 7.00-7.08 (m. 2H) 
«0«l38b) 



x^l/5- (3- 1 [ (tert-y h*5/#;M$:iJM 75 A ttM -4-* h^>7i^ 
;H-2-< V7uOrs*^y$ ; x- h50mglc4NHCl/> ? ^1i->2mL^ln]A. gfifc 

x3. mfmnvtz, fcfoWL*®m\stz&, mzzK$-i?*3 L )i'*n'&7s. fmic 

^<D5*»linL£2,4-^aD£Ji#6$n2ing> ->7; ***>&vX?JU9nL 
HJX^;i/7S>17 H L£2iD*.> MKlT17I^M8ll*Ufc. S^<&*HT^ 

&fl?U 5N7K^b^hU-7A7K^0. lmL^JPA, MfcTl»IBJ»#bfc. RJSSK 
£Jg*SU lN&SNCTtffnLfco ^X^HCTiftaiLfcm. i£*B£©#^AT'ig 
LTTK-7-b h- h U^U-h U 7;U;frPifg^£^£HPLC£TMSiU 

5- (3 1 [ (2. 4- v o o □ < > »y-f ;w 7 5 y ] ^ -4-^h^>7x x;w -2--f v y 

Dtf* >^>^ >&5. 02mg£#fc. 
MS m/e (ESI) 468 (MP) 
3l$6giJ39 
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r 



COOH 



2--f yyD^v-5-[4-pC b*->-3-(|[(5-*^-2-:7xx;U-l. 3-?-7V*-;i' 
-4--T ;W ;fr;M*x;H 75/1 7i^JH V&&X3MU5- (3- 1 [ (tert- 

•j v * ;p#x;m 7 ^ y ] ;* -h h^->7i x;w -2->r v 

MS m/e (ESI) 497 (MH*) 

3lliS0U4O 

S3£#J40a) 



4-f'Jy>*^i'77^Tk H4. Og£fflV\ I8i£#jla) ££l/§Sg0!llb) 
©TJ&T. x.3-)Vl--i V 7W*v-3- (4-f'J *JM ^D/VI- M. 88g£&fete 

'H-NMROClj) 6: 0.93 (d. J=6. 0Hz. 3H) 1. 15 (d, J=6. 0Hz. 3H) 1.26 (t. J=7. 2Hz, 

3H) 2.92 (dd. J=8. 8, 13.6Hz, 1H) 3.00 (dd. J =4. 4, 13. 6Hz. 1H) 3.52 (sept. 

J=6.0Hz. 1H) 4.06 (dd, J=4. 4, 8.8Hz. 1H) 4.15-4.24 (m. 2H) 7.19 (dd. J=l. 6. 
4.4Hz. 2H) 8.51 (dd. J=l. 6. 4. 4Hz. 2H) 
SftffMOb) 



x^;U2--f 7?D#*->-3- (4-tf U i^U) ^D/iy x- h4. 88g© □ □ ^ ^ 
>(50ri.)*«fcin-^ODia*Ja#ll6.0g41lPA, £Sf~Tl. 5P#TO#L;t. JEfc 

EftfJiBLfc. •&t)^c«^^if*i5S^h l J t 7A{CT^L^, &$gU 4-<3- 




COOEt 




COOEt 
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x h*->-2--f y^D#^y-3-^v/D tr;w-i-eu *x*a#u- h<z>fi± 

fi£&>6. 40g£ft6«l#&<i: Uff:. 

'H-NMR (CDClj) 5: 0.96 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 1.27 (t. J =7. 2Hz. 
3H) 2.93 (dd, J=8. 8. 14. 0Hz. 1H) 3.00 (dd, J=4. 0, 14. 0Hz, 1H) 3.55 (sept, 
J=6. 0Hz, 1H) 4.03 (dd, J=4.0. 8. 8Hz. 1H) 4. 16-4. 25 (m. 2H) 7.20-7.25 (in, 2H) 
8. 16-8. 21 (id. 2H) 

N ^^^/COOEt 



4- (3-x h + ->-2-< yyo^ v-3-** v y o - 1 - tr »j i>- v a * v- h 

<D&±f$.m. 40gfc«fctf h >J pWlo'U ^v7i H3. 3mL©v£ P P * * > (60mL) 
**K5?;i^>k& o 'J F2. 3mL*40#ffl#ttT«TLfc», 1 1. 5l$ffltt 

a -7 h^5:7^-fcT«H8!U x^3-(^->7y-4-tru> ? ;W-2-i' V7D^i/ 
y p A y X- h 3. 87g£$3t6illl##l £ UT^fe. 

'H-NMR (CDC 1 3) 6 : 0.94 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz. 3H) 1.28 (t. J=7. 2Hz, 
3H) 2.99 (dd. J=8. 8. 14. 0Hz, 1H) 3.06 (dd, J=4. 0. 14. 0Hz. 1H) 3.56 (sept, 
J=6.0Hz, 1H) 4.06 (dd. J=4. 0, 8. 8Hz. 1H) 4.17-4.26 fan. 2H) 7.43 (dd. J=l. 6. 
5.0Hz. 1H) 7.63 (dd, J=0. 8. 1. 6Hz. 1H) 8.61 (dd, J=0. 8. 5.0Hz, 2H) 
Sli§0l4Od) 



/-MOmLfcJSJSU jgig^l.9mL*5<fc^lO!i;;i^vr7A^0.9g^3bP^> zkiitf? 





x^3- - (2-«>7y-4-e«j v;w-2--f v^p^^r/p/vx- hi. og£x* 
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;Pfc<fctf HPX>£T&$U X3^3-(2- (75 / pWW -4-tfU a JM -2-f 77 

p#*->7P/VX-h Jg^l.21gSra^tltLT#fc 

'H-NMR (DMSO-dj) 6 : 0. 90 (d, J=6. 0Hz, 3H) 1. 07 (d. J=6. 0Hz. 3H) 1. 19 (t. J=7. 2Hz. 

3H) 2. 96 (dd. J=8. 8. 14. OHz. 1H) 3. 08 (dd. J=4. 4, 8. 8Hz. 1H) 3. 55 (sept, J=6. OHz. 

1H) 4. 13 (q, J=7. 2Hz. 2H) 4. 25 (br. 2H) 4. 31 (dd. J=4. 4. 8. 8Hz, 1H) 7. 52 (d. 

J=5.2Hz. 1H) 7.97 (s, 1H) 8.63 (d, J=5. 2Hz. 1H) 8.66-8.83 (n, 3H) 

«#!40e) 



3- (2- 1 [ (2. 4- P D ^ > yW ;W 7 5 / ] ;* ?M -4- tf U 5?;W -2-< V^D* 
*->7p/1>BI h U 7MnBlfil4i^W- (2- (75 / -4- If 'J VM - 

'H-NMR (CDC l j) 6 : l. 07 (d. J =6. OHz. 3H) 1. 17 (d. J =6. OHz. 3H) 3.27 (d, 1=5. 6Hz. 
2H) 3.69 (sept. J=6.0Hz. 1H) 4.30 (t. J=5. 6Hz. 1H) 4.80-4.91 On. 2H) 7. 27 (dd. 
J=2.0. 7.8Hz. 1H) 7.39 (d. J =2. OHz. 1H) 7.48(d. J=7. 8Hz. 1H) 7. 68 (dd. J=l. 6, 
6.0Hz. 1H) 7.93 (d. J=1.6Hz. 1H) 8.56 (d. J=6. OHz. 1H) 8.60 (t, J=6. OHz. 1H) 
MS We (ESI) 440 (MH + ) 



2-< V 7p*^>-3- [2- ( I [ (5-^ ^;U-2-7 x-JU-1. 3-^7 »/-JU-4-< ;W * 

3- [2- (7^y -4-e u v;n -2-r v ^d^^o/vi- h im&*m 





'H-NMR (CDC lj) 6 : 1.07 (d. J=6. OHz. 3H) 1.19 (d. J=6. OHz. 3H) 2.72 (s. 3H) 3.28 
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(d. J=6. OHz. 2H) 3.71 (sept. J=6. OHz. 1H) 4.31 (t, J=5. 6Hz. 1H) 4.84 (dd. 
J=2.8. 5.6Hz. 2H) 7.41-7.49 fan. 3H) 7.68 (dd. J=2. 0. 6.0Hz. 1H) 7.88-7.93 (m. 
2H) 7. 94 (d. J= 1.2Hz. 1H) 8. 57 (d. J =6. OHz. 1H) 8.74 (t. J=6. OHz. 1H) 
MS m/e (ESI) 411 (MH*) 



3- (2- 1 [ (2- * □ □ -4-< y y □ > y-r ; w 7 $ y ) ^ ?y H -4- ty j y ;w - 
2-< y yptf* v:/oa>& h ij y^Dg^^ttx^us- [2- (75 y - 
4-euy;u]-2-fyyo#+->yoAyx-h 3yg#ii9d)*u;tf 

MS m/e (ESI) 435 (MH + ) 
^^43 



3- (2- 1 [ (2-£ d D-4-y □ #*y^ >y< JM 7 5 J ) * 3-M -4- h! U y;M -2-< 

V^D^yyoyvx-h £8£ig£ffl^ ^!S0j|19d) *>«fctf« 
#J19e) £|f^<Z)#ire*#fc. 
MS m/e (ESI) 435 (MH*) 
jgfl6frJ44 



3- [2- ( I [2-^ o d-4- (y ? y y) ^y y< ;H 7 s / 1 * -4- tr 
uy;n-2-< yyD#+yyD/iys hj 7;M-Dimi&ttxfyw-[2-(7s j 




CF3C00H 



T 



COOH 
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MS i/e (ESI) 461 (MH') 




[2- (75 J *?)l)-4-¥ 'J 5W] -2--T V T'PiiM^^P/V X- h £&Ji£jfH\ 

MS m/e (ESI) 429 (MH*) 
HiSflU46 




CF3C00H 1 

2- -r v yp#*->-3- 12- [ ( i [5-y 3^-2- (4-pwu7xxjw -i, 3-^77- jp- 

4--OH *^-JH7$;i *3S/H-4-t!U 5?;H :/P/t>Bg h U 7)V*u%m& 
[2- (75 y *^;M -4-t!U SW] -2-< y 7D7t?*~>7o/V x- h ig 
KttfcJB^ HiS0iJ19d)43«i;t/|lifi0iJ19e) <h^©7jaT#fc. 
MS m/e (ESI) 454 (MH*) 

CF3C00H < 

3- 12- [ ( I [2- (3-£ P P-4-7M0 7 xx;W -5-pWU-l. 3-^7 4 /-;W4--f . 
;H #;p#x;n 75 7) y^;H -4-tf U -2--f y^o^ yyoA>SS h 'J 
7^*D»»iftttX^3- [2- (75 y *?-;m -4-e u s>;w -2-< 7 7*P#*->7 
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MS m/e (ESI) 492 Q4H*) 



3- 12- [ ( I [2- (4-£ □ P 7 xXJU) -5-*3\>M, 3-^7 *J—)V-k-< M t))Vifs- 

;H7=;) *?;H-4-t:y VM-i-< v7*p#*->7'PA>g£ h y 7JM-pi*& 

ig«x^;P3- 12- (75/ ^ ^JW -4- tf U z?M -2-T vyn^y^Vi- h 
&&&£ffl<^ H^I9d)i5<t^H!S^J19e) <hE« 
MS m/e (ESI) 474 (MH*) 
^MM49 



3- 12- 1(1 12- (2-2 □ D7HJH -5-/^-1. 3-^-7 »/—;u-4--f ;w *;U/Hx 

;H 75 y) y^jw-4-tru V7*p#*->7pa>& v u 7;M-pgfgg 

igttX^jW- [2- (757 *3MW -4- tf I) 5W] -2H" V ^D^y^o;VX- h 
&&:!££JSV\ HJS^I 19(3)^^^^196) <hl^S<z>#r£T-#fc. 
MS m/e (ESI) 474 (MH*) 
Hlfi6gy50 



3- 12- 1 ( I [2- (2. 4-v? □ P 7xXJM -5-^ 3\>M. 3-^7'/-;U-4--f M t) Jl>* 
~M 75 J) y^;H-4-eu VM-l-^ VZfui£*is-7urt>m h U 7JM"Pgt 

i^ttex? 1 ;!^- [2- (7 5 J * ^ jm -4- tr u v;H -2-f yyo^y/D/vi- 
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MS m/e (ESI) 508 (MH*) 

XOOH 
V 

CF3C00H I 

2-f V 7ci**->-3- 12- [ ( I (2- (4-j* ->7i -;W 3-^7 1/- 

;w-4->r ;U#;m?x;h 75 y) *^;n-4-tru swi 7pa>& h 'J 7)i^nwt 
mM\*jL?)W- [2- (75 7 * -4-tf g *?M -2--T v yptf^vypyt y x- 
h £&J££ffll^ ^JS^J 1 9d) ^3 «t t/^fiS«SJ 1 9e) t^O^Stifc. 
MS m/e (ESI) 470 (MH*) 




.COOH 
CF3C00H I 

2--r y 7p#*~>-3- 12- [ ( i [5-*?yu-2- (2-^^7i-;n -l, 3-^7 y-;u- 



«x^;u3- [2- (75 y y^;w -4-tru -y;H -2--r y yDt^y^D/v x- h & 

HJS0319d)*5<fc^M19e) <h^W7jffiT#feo 
MS m/e (ESI) 454 (MH*) 
Hllj60y53 

CF3CO0H I 

2-< y yp#*->-3- 12- [ ( i (5-/^^-2- -l. 3-^7y-;u-4-< 

Mti)Vi£-M 75 7) y^;H-4-tru s?;n -Junyw. v u 7;u*o»»*»x 
^;i/3- [2- (7 5 y y -4- tr u s>;n -2--f y yp#* vyp/v x- h 

£/fl^> HJ60i|19d)*«kl«li6W19e) tH«©^ffiT^fc. 
MS m/e (ESI) 446 (MH*) 
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mm 




3- [4-/ h * ->-3- ( [ (£) -3-7 x~;U-2-7d^ J -i M 7 5 J * 7x~;H 7* 

MS i/e (ESI) 398 (MH*) 
HfiS0U55 



§gJ60y54£^#©^&T, 2-< V7d**->-3-[4-* h+v-3-(f (E)-2-^^ 
-3-7i^2-yo^y-f ;H 75 y 7 x.~M 7°d tt>M*mtz. 

'H-NMR (CDCI3) <5 : 1.07 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz, 3H) 2.09 (d. J=1.2Hz, 
3H) 2. 92 (dd, J=7. 2. 13. 6Hz. 1H) 3. 07 (dd. J=4. 4. 14. 0 Hz, 1H) 3. 60 (sept. 
J=6.0Hz. 1H) 3.87 (s. 3H) 4.12 (dd, J=4.4. 7. 2Hz. 1H) 4.54 (d. J=5. 6Hz. 2H) 
6.46 (br. 1H) 6.82 (d. J=8. 4Hz. 1H) 7. 15 (dd. J=2. 0. 8. 4 Hz. 1H) 7.22 (d. J=2.4Hz. 
1H) 7.26-7.39 (m, 6H) 
MS m/e(ESl) 412 Offl*) 
SBM56 



mmnutm&<Djsm-c. 2--yv7 , d#*->-3-[4-* h*v-3-(KE)-3-(2-7o 

d 7 xnjP-2-7*D^/ < M 7 5 / 7 7*o tr* 

'H-NMR (CDC lj) 6 : 1.07 (d. J=6. OHz. 3H) 1.17 (d. J=6.0Hz. 3H) 2.92 (dd. J=7. 2, 

13.6Hz. 1H) 3.05 (dd. J=4.4. 14. 0 Hz. 1H) 3.57 (sept. J=6. OHz, 1H) 3.86 (s. 
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3H) 4. II (t. J=4.4Hz. 1H) 4.54 (d. J=5. 6Hz. 2H) 6. 22 (br. 1H) 6.40 (d. J=16.0Hz. 
1H) 6.81 (d. J=8.4Hz. 1H) 7.14 (d. J=8. 0Hz. 1H) 7.21-7.27 (m. 2H) 7.40 (d. 
J=2.0. 7.6 Hz. 1H) 7.56 (d. J=7. 6Hz, 1H) 7.97 (d. J=16.0Hz. IH) 
MS m/e (ESI) 432 (MH 4 ) 
HMg<157 




^&60y54<fc^i£©7jfc&T> 2--f yyo^+y-3-[4-^ h*->-3-([ (E)-3- (3-? o 

MS m/e (ESI) 432 (MH + ) 
SM58 




HSM54tM«®^T: 2-ry^o^+->-3-[4-^ h*->-3-([(E)-3-(4-* □ 

MS m/e (ESI) 432 (MH + ) 
^^159 




^66^54 <hl^&©#&T% 2--f 7;/d#* ->-3- [4-/ h**>-3- U(E)-3- (3. 4-v 

MS m/e (ESI) 466 (MH 1 ) 

H36flH60 

SS£0t|6Oa) 
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r 



-7x^*3. *y i*K600mg£3-[3- (7 = y pWH -4-/ h+v7xz;H-2-f 
V 7*o t}?+ -> 7 tf:* >g!X5 1 ;UXX x;P969mg*N, N-7 / » A 7 5 H 1 Om Uz 
Jg$U ->7y*X*>&-7X^;P470Ml, hUX3^l/75>l. 07ml£i®#JD;L*:. 

3- [3- ([2-(vXh^>7*^7tU J W 7±^M 75/^ -Wb^/7x 
^;H-2-f V 7°D#+y7"n If^" >SEXf ;i/XXfJP l.387g£*|fc„ 
■H-NMRICDClj) " 

<5:0.97(d, J=6. 0Hz. 3H) l, IS (d. J=6. 0Hz. 3H) l. 23-1. 30 (m. 9H) 2.84 (d. 
J=20.4Hz. 2H) 2.85-2.94 (m. 2H) 3.48 (sept. J =6. 0Hz, IH) 3.84 (s. 3H) 4.00 
(dd. J=4. 8. 8. 4Hz. lH) 4. 03-4. 21 (m. 6H) 4. 43 (d. J=6. 0Hz, 2H) 6. 77 (d. J=8. 0Hz, 
1H) 7. 12-7. 15 fa. 2H) 
HMM60~br 



3- [3- ( [2- (i/X h * i/7 * 7 7 * U 7-fe^JH 7$^/ -4-* h * > 7 
xx;H -2— f y7*D^'>7*P e^->Kx^;i/XX-r;H5nig^^ h7tHo75 
>0.4nlfc8*U #i£<fcU^A®3mg£iJflx.. MfcTO. 5l$iaft#Lfc. 4-(h 
U7;^o^?;H^>X7;Pxkh*10iDg<DN.N-v^^;U*:;UA75 H (0. 1ml) ^ 
«&iO;Lfc. £fiTlfcW«#ft* *9J-M. 5mL 5N-7KgKfc:J- h 'J -7 AO. lml* 
AD*.* £rST&£ig#Lfc©-5> lN-i£6££JQ;L »«x^;MCT«ltH U 
MEEigfSLfc. »«£HPLCfcTttSU 2--f V 7*D#*->-3-4-* h + x-3- 
[ ( (E) -3- [4- ( h 'J 7 □ * 7 x x M -2-?w<J^ )V7^S) * 7 x 
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=.)V7n _*>£9. 26mg£#fc. 



MS m/e (ESI) 466 (MH*) 



CI 




OH 



«M60tTO©^Sl:. 2-T77'D#*~>-3-[4-y h*->-3-([(E)-3-(2. 3-v 

^ □ □ 7 x -;i/-2-y □ ^ y ;w 7 5 j y ?-M ? x - m -J □ tr* 

MS m/e (ESI) 466 (MH*) 



^J60il6Ot^©^T% 2-Ty7"a#*->-3-4-y h + ->-3-[((E)-3-[2-7^ 

* d-3- ( h u 7 d y 7 x - M -2--/D ^ y -f jvy s y ) y 7 x - ;w 
_________ _ _ 

MS m/e (ESI) 484 (MH*) 



|lifi«l60_E«©„fi_T\ 2-fV^D#*y-3-[4-/ h * >>-3- ( [ (E) -3- (2. 4- V 

i?DD7 x^;u-2-y □ ^y -f ;n 7 5 y y 7 x -;H y p 

MS m/e (ESI) 466 (MH*) 
HM64 
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mmmotmm<o^mx\ 2--r y:/D#*~>-3-[4-/ h*->-3-u(E)-3-(4-7D 

MS m/e (ESI) 494 (MH*) 
ft««65 



H]560y6OiTO©^T, 2--ryyP4?+v-3-[4-y h*->-3-([(E)-3-(2. 5->> 
MS m/e (ESI) 466 (MH») 



MS m/e (ESI) 448 (MH*) 

mm 



2- yl^J^X !7*D tf* >g£643mg £3- [3- (7 5 J * -4-^h + y7i 
x;i/]-2-f V 7*D#*->7*tf *>&X^x;Wl/973iDg£N, N-5?>WHWW*7 
5 KlOnlfcfctfU ->7/*X7}>>^> 5 X5 1 JP470ML h DX3\>K75 >1. 07ml£ 






C0 2 Et 
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@£Lfc„ 3-[3-([2-(vXh*v7*X7*UJW7o/V-nW 7$/*? 

'H-NMR(CDClj) 6 :0.97(d. J=6. OHz. 3H) 1.15 (d, J=6. OHz. 3H) 1.24-1.29 (m. 9H) 
1.40 (dd. J=7.2. 17.6Hz, 3H) 2.79-2.94 (m. 3H) 3.50 (sept, J=6. OHz, 1H) 3.84 
(s. 3H) 3.98-4.2 to. 7H) 4.43 (d, J=4. 8Hz, 2H) 6.77 (d. J=8.4Hz, 1H) 7.12 (d. 
J=8.4Hz. 1H) 7. 16 (s, 1H) 
^SS-6^67b) 



UUS0O6O t M©7j 3- [3- ( t (E) -3- (2-7 □ □ 7i^W -2-* ^-7* n ^ 

y-r;H7$y/ -4^h+y7x -2-r v 7* □ ~> 7 a tr* >g&£# 

MS m/e (ESI) 446 (MH*) 



3ffiffl60 i: |iI^07J&T, 3- (3- ( [ (E) -3- (2-* 3\>P7 x ~ JW -2-* 3MP-7*D * 

/-r;U7$y;*3\>M-4j* H*5>7x^ji/]-2--'r V7°d**'>7*o bf*>R&» 

MS m/e (ESI) 426 GOT) 
jlifS0i]69 



;lfi«60i:H«©*ttT» 3- [3- ( [ (E) -3- (4-7 □ □ 7i-JH -2-* ^-7°o * 
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J < M 7 5 J y 3-M -4 ;* h * ->7 x -2--f y ->7 □ fc°* 
MS m/e (ESI) 446 (MB 1 ) 




«#J60£|!^©73i£T*> 2--fyyD7t?^rv-3-4-^ h^->-3-[((E)-2-^^- 
3- [4- ( h 'J 1 )V* O * J-M 7 x -;H -2-7o -f ;UX = J ) ;* 7i-i^ 

MS m/e (ESI) 480 (MB 4 ) 




mt&mmtmm<D^mx\ 3- [3- ( [ © -3- (2. 3->^ any x-;w -2-^wu-y 

MS m/e (ESI) 480 Qffl 

mmmn 




x - ;w -2-y ^;i/-2-y □ ^ y 5 y ) y?-;n-4-y h^7x=;w2H , y^' 

MS m/e (ESI) 498 (MH 1 ) 
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mmwn 




nfaWWtm&0)l5tikT\ 3- (3- ( [ (E) -3- (%-7)V*u-l-*^)V7 x-;W -2-* 
^)V-7 a ^ j 4 M 7 5 J * 3-M -4 * h * -> 7 x - ;H -2-r v if 

MS m/e (ESI) 444 (MM 
HMgy74 



HJS^J60t(5l^©^ffiT, 3- [3- ( [ (E) -3- (2, 4-v£ D D7i=W -2-^?;W7 p 

o^'f;H7$;^ -4 ;* > * -> 7i-jh -2--f yyo^^a tf * 

MS m/e (ESI) 480 (MH*) 



«#J60£[I^<D7j8;T, 3- [3- ( [ (E) -3- (2-7JI/to-4-7n€7i^H -2-* 
JU-y □ * J <i M 7 a J * -4^ h+y7x"JI/] -2-< 77D^+y7ae 

MS m/e (ESI) 510 (MH + ) 
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nffiWMtmm<Di;&T\ 3- [3- ( [ m -3- (3. 4-7? o □ 7 xxjm 

MS m/e (ESI) 480 (MH*) 




mmmwtmmojj&i-e. 2--rv^p^->3-[4-^ h*->-3-([©-2-^^;w 

-3-(i-^-75 L JW-2-^o^y-f;H75y^5 1 ;W 7x-;H :7*Dtr;i-7&£#*:. 

MS m/e (ESI) 462 (MM 

^t6gj|78 

§Ji£0378a) 

^Virr^ C¥t 1 

•fu ¥*-)m\ 14mg£x h7tH077 78ml K&fl? U TksSHfc U A 13mg, 
?nu*&JL?M4Qli\£M'AM^i§L\ZT\m$8LftVrc. 3-13- (75 y*?- 

7AzK, KTifcfrU SS2k«£ftT^'>«7ATe*L, S8E 
fcv-'J *y;i/*7A7 D7h fcT«»U ^**>HB«X?^ (2: 1-3 : 2) &tti# 
Hick 0 2--f V 7*o 7-3-4-* h +7-3- 1 (7p fcT* p -f ;W7 $ J ) * *f-M 7 x 
-)V?u tf^- >iif;H7, xM30mg£*#£:. 

'H-NMR (CDC1 3 ) 6:0. 98 (d, J=6. OHz. 3H) 1. 16 (d. 1=6. OHz. 3H) l.25(t, J=7. 2Hz. 3H) 
2. 76 (s. 1H) 2.87(dd, J=8.4, 14. OHz, 1H) 2.94(dd, J =4. 8, 14. OHz. 1H) 3.51 (sept. 
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J=6. OHz. 1H) 3. 85 (s. 3H) 4. 0! (dd. J=5. 2. 8. 4 Hz, 1H) 4. 12 (q, J=8. OHz, 2H) 
4.45 (d. J=6.0Hz. 2H) 6.35 (br. 1H) 6.80 (d. J=8. OHz, 1H) 7.13-7.18 (n 2H) 
HJ6W78W 



2-<yya^y-3-4-^ h*->-3-[C7*n tf^D-f ^75 J) 7xUP 
yotf^>16x^;PX7.7 L ;H6iDg€:N.N-v f ^5 1 ;i/*;i'A75 KO. 6mlfc»#U <i 
^-K^>-t?>15nig, i^DDfc'* HJ^xX^?**?^ >/1^i^A3nig, <fc5 
{fc^2mg> mt^^AZme. HJx3\>U75>q. lml SrSDx., ^#ffl^T. £S 

mvtco mmz**;-M.M. SN-TK&te^HJ'y-AO. lml£JD*., 

&&^£^£5N-:!£grC-gH41::U 6£SgX^;W3TttJii}U &&£ft&E 

-;u-2-yDtr/-f;W75y]^5 1 ;i/^x-;w :7°nt?*>&i.9img£#*:„ 

MS m/e (ESI) 397 (MH + ) 
^^79 



^mmntmm<D^mx\ v:/o#*->-3-[4-* h*->-3-U3-(4-* h*-> 

MS m/e (ESI) 426 (MH*) 
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MS m/e (ESI) 410 (MH*) 




$USH78£H«©#&"C. 2--rvyPA|-*^->-3-[4-^ h^v-3-([3-(4-7J^D 
MS m/e (ESI) 414 (MH*) 



0 0 




HSS0il78t^©^T\ 2--fV^P*+->-3-l4-^ h*->-3-([3-(3-* h*~> 

7xz:;i/)-2-yp hfy 75 7 / 7x37u] 70 

MS m/e (ESI) 426 (MH*) 




£JSW8£I3®£>7j*£T-. 2-<vyp^v-3-[4-^ h*->-3-( [3- (3-^^:7 

x-;w-2-^ptv<;H75y^^;w 7x-;w :/pt?:*>&£#/io 

MS m/e (ESI) 475 (MH*) 
glliSfliJ84 
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mmmntmmco^m-v. 1-4 y ^d#+->-3-4-/ h*->-3- [ {3- [3- ( h g 
* □ * ^ jw 7 x - m -2- 7*0 bv -f 5 y * ^jh 7* o if * 

MS m/e (ESI) 464 (MB*) 



^JS0>J78^™©^T. 2--f77o**->-3-[4-* h^->-3-([3-(3-^5 1 ^7 
MS m/e (ESI) 410 (MM 



^JS0iJ78t ^^O^ST?. 2--f V yo^=lr'>-3- [4-* h*->-3- (13- 
M -2-7 a tV -OH 7 5 / 7iUH 
MS m/e (ESI) 446 (MM 

§M£0il87a) 



(3- ( h * zst>)VX-)V) 7 $ 7 ] * ^-2. 4-y/h+->7i5 JW -2-f V 
'H-NMR(CDCIj) <5: 0.96 (d, J=6. 0Hz, 3H) I. 15 (d. J=6. 0Hz, 3H) 1.23 (t. J=7. 2Hz, 
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3H) 1. 44 (s. 9H) 2. 87 (dd. J=8. 4. 14. 0Hz. 1H) 2. 98 (dd, J=5. 6, 14. 0 Hz. 1H) 

3. 51 (sept. J=6. 4Hz. 1H) 3. 80 (s. 3H) 3. 83 (s. 3H) 4. 12-4. 17 (m. 3H) 4. 40 (d. 

J=5. 2Hz. 2H) 5.11 (br. 1H) 6. 60 (d. J=8.8Hz. 1H) 7.15 (d. J=8. 8Hz. 1H) 
IIIS^87b) 



3- (3- 1 (^h+y*;^-;H 75 A 4-v* h+y7i$JH -2- 

U 3- (3- [ (2. 4-^^ P □ ^ > JU) 7 5 / ] * ?)l-2, 4- v ^h^>7i -2- 
MS m/e(ESI) 470 Offltt 
Si£0<J88a) 



(3-[ (SfSHy h*->#;p#-;u 75 y] y^;M. 6-^y h*v:7:r =-;u)-2---f v 

'H-NMR(CDClj) 

6 : 0. 98 (d. J=6. 0Hz. 3H) 1. 14 (d. J=6. 0Hz. 3H) 1. 26 (t. J=6. 8Hz. 3H) 1. 43 
(s. 9H) 2.86 (dd. J=8. 8. 18.4Hz. 1H) 2.98 (dd. J =6. 4, 13. 6 Hz. 1H) 3.51 (sept. 
J=6. 4Hz. 1H) 3. 83 (s. 3H) 3. 84 (s. 3H) 4. 08-4. 17 (m. 3H) 4. 20 (brs. 2H) 4. 94 
(br. 1H) 6.40 (s. 1H) 7.02 (s. 1H) 

nmrnm) 
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3-(3-((»H:/h*->#JI'#r:;W 75 A pWM. 6->>* h^v-7x^;W-2- 
U 3- (5- [ 12, p d^>^JK 7$ ;] ^^-2, h^->7x~;W-2- 
MS m/e (ESI) 470 (MH 4 ) 



OMe 

5- 7 P ^-2, 3- V * h * >X7 t H 1 0. 67g£ x h 7 1 H o 7 5 > 1 00m U 

x*y-;noomn;:&#PU TK^b^^HJ^Aig^inA, fga^T^m^ 

Lfc. lN-&6££2)n;Lfc&> ft&X^MCTaaiU WUHS:*, gSW^b^- h 'J 

^-2. 3-v* h*->^>v?;KT;iO-;W0. 27g£*ffc. Z.(D&&£.m. 326g£N. N- 
y^^*J|/A7 5 H50mlt^»U, < S ^/-;H. 8g, $£7WDDy7x 
-Jk>7>5. 9g^j)DAiiSl:TMj$Lfc„ ££^^£g^x^;i/-e^U 

&&£MJE@£U [(5-70^-2. 3-v* h+S'^OvUH) ( SUnT^U) 

e?7xx;U->7>10. 72g£t#fc. 

'H-NMR(CDClj) 

6 : 1. 10 (s, 9H) 3. 63 (s. 3H) 3. 84 (s. 3H) 4. 76 (s. 2H) 6. 96 (d. J=2. 0Hz. 1H) 

7. 33 (d, J=l. 6Hz. 1H) 7.63-7.45 (m. 6H) 7.68-7.71 (m. 4H) 

M#J89b) 



§Si£0il89a) 
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TBDPS0"YY CH0 
MeO^V 
OMe 

10.72g£xb^t Kn77>100o>H;:ig«?U giit^B^T* -7yCfc»JJlLfc. 7* 
^Uf?All. 5M^*1f>£jBt)16ml£in]A> 30#Jg#L*:&, 4-#;i^ Ji/^* 
U >2. 5ml SriOAfc. -78*CT*l^m#L^lN-^^finA, St&X^WdT&aj 

>-»Kx^;K2: 1^3:2) ®DA#m£ 03- ( [1- (MI=7*3\M>)-1. l-^xz;|/i/U 
;H **->*3\>M -4. 5-5>* h+i"<>X7^rt K9. 4g£#fc» 
'H-NMIUCDClj) 

6: 1.12 (s. 9H) 3.77 (s. 3H) 3.91 (s. 3H) 4.84 (s, 2H) 7.39-7.44 to. 7H) 

7.69-7.72 (m. 5H) 9.91 (s. 1H) 

®ig#!l89c) 



MeoV V 
OMe 1 

2-f y ;7°D#*->*7;*y g^7x5MU510mg£7- h7kHo77 >20ml fci 
U *^{b:h HJ ?A370mg£iD*.fc. MfcT30#»#U 3-(ll-(mH^ 

3.485g©N,N-^^^*Jl'A75 H5ml^$:inAfc. ^iSK:Ti&&Jg#U 
jB£**»»X3 t M'T#RU fi&TOft;?" h 'J -7 A7jc, KTttifrU 

fc7K«»^*->SATttifkU *»&*mS*Ufc. (E.Z)-3-[[l-($f§H7*?- 
;W-1. l-y7i-;V-> l JJH^'>^?JH-4, h+y7x"JH-2-'fV7'0 
*^y-2-7"D tf^>^X^^X7;xJU5. 01g£#fc. £<D&£fi£$l5. Olg^x h 7 
t HD7 7>30ml{3^ML, mini, x h^7'3^7> ; EX<}A7JM- , J H OMi§ 
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#7A*DTM::T*i§3U 'vfrU-^-Iffltx^G: 1-3:2) ^HS^Si«kO (£.Z)- 

3-[t h+v7x-;w-2--f 

^X^XJWM. 209g£#fc. 

'H-NMR (CDCI3) 6:1.24-1. 39 (m. 9H) 3.84, 3.87 (each s. 3H) 3.89. 3.92 (each s. 
3H) 4. 16. 4. 29 (each q. J=7. 2 Hz. 2H) 4. 27. 4. 47 (each sept. J=6. OHz. 1H) 4. 65. 
4.67 (each s. 2H) 6.16. 6.94 (each s. 1H) 6.79 (s. 1H) 7.23. 7. 67 (each d. 
J=2. OHz and 1. 6Hz. 1H) 

mmmm) 




(E. Z) -3- [tKP+y/fM -4. 5-v* h+y7iz;H -2-< V :/d#*->-2- 
e^>i?X^;UX7.x;i'2. 209g£ MPx>15mll;:&fl?U 7yfcy7xi:M 
X*U;H. emliSii^yifHi/^o [5. 4. 0]^>x-t>l. lml^inA, ^iST^ 

A*D-?M;iT*§§3U ^-9">-Bt^x5 1 ;K2:l-3:2)^ffi^ll«l:0 (E.Z)-3- 
[3-(7v 5-^* h+y 7 x_;H -2--f V yo#^y-2-^D lft>ll 

X^XT.TMI'fcfffc. 

'H-NMR (CDC I,) 6:1. 14 (t. =6. 8Hz. 3H) 1.30 (d. J=7.2Hz. 3H) 1.35 (d. J=7. 2Hz. 
3H) 3. 84. 3. 87 (each s. 3H) 3. 90, 3. 92 (each s. 3H) 4. 16. 4. 30 (each q. J=6. 8 
Hz. 2H) 4.35 (d. J=11.2Hz. 2H) 4.50 (sept. J=6. 4Hz. 1H) 6.14. 6.93 (each s. 
1H) 6. 75. 6. 72 (each d. J=2. OHz. 1H) 7. 26. 7. 64 (each d. J=2. OHz. 1H) 
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(E. Z)-3-[3-(7yH^fJH-4. K*v7xx;H-2-f V7*o#*->-2-7* 

Ptf*>»x^x^T-;w2. i24g£Kg£x^;P50niik:Jg8?u filHT^vA-tf 

■7 h £T»« U ^it >-H«x?-JM5 : 1—4 : 1) &ffi#ig «k 0 3- (3- [ WS? V * 
*>&X?MI/X7nxJH. 93g£#)£. 

'H-NMR(CDClj) 6: 0.97 (d. J=6. OHz. 3H) 1. 16 (d. J=6. OHz. 3H) 1.26 (t. J=6. 8Hz. 
3H) 1. 44 (s. 9H) 2. 87 (dd. J=8. 4. 14. OHz. 1H) 2. 94 (dd, J=4. 8, 14. 0 Hz. 1H) 
3.51 (sept. J=6.4Hz. 1H) 3.82 (s. 3H) 3.84 (s. 3H) 4.02 (dd. J =4. 8. 8. 4 Hz. 
1H) 4. 13-4. 22 On, 2H) 4. 29 (d. J=6. OHz. 2H) 4. 94 (br. 1H) 6. 76 (s. 1H) 6. 78 
(s. 1H) 



HJS^89f) 




3- (3- [ (s£Ei~7 b * : s% )1>X -M 7Sy] 7 3^-4, 5- h * > 7 x 5 M -2- 

St. 3- (3- [ (2. 4-y^OD^> 'Af JW 7 5 / ] ;* ^;U-4. 5-y/h+->7iX 
M -2-< 7 T'D^+yT'P 
MS m/e (ESI) 470 OH*) 

HM90 
Mi£0J9Oa) 



2-^> v;m-*->-5-*;us 5^x7.5^39. ig£* * y 

300nl£8#U ^h^&MJ^MOniL /1 7 h ->;HI2g&lP^.4lltlBJ3bP«BB8t 
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mm*ME.%3kLtco 2-(^>v;m-*~>)-5-(>^ h+vpwwsr&s®*^ 

XX5MU39. 08g£#fc. 
■H-NMROCIj) 

6 : 3. 32 (6H. s) 3. 88 (s. 3H) 5. 19 (s, 2H) 5. 37 (s. 1H) 7. 03 (d. J=8. 0Hz. 1H) 

7.33-7.41 (m. 3H) 7.47-7.53 (m. 3H) 7.91 (s. 1H) 

§3ii0iJ9Ob) 

N OTY CH0 

BzIO"^ 

3K^T7K^k7;Wa^-At H'J K7g€:xh7t HP77>200ninc^U 2-K 

>^;^+-»-5-(v^ h+v/^^ms^^xxT^g. 08g©-^h7t 
a§i&Lfc. mwtzmfcmmis. 2-K>v;w^ ; >)-5-(^^h^->^^jw^ 

>vJU7;io-;W5. 15g£*ffco c:<Di&£i&&l£h;i'X>250mH;:igfl¥U 75?<t 
^^x^^X^'J^NOg^ct^vTlf t*->^ □ [5. 4. 0] 7>^-fe>22ml£})D;t> ^ 

>?)Vt>7k>7U-?V\ZTm®.\s. ^iSx^P ( 1 5 : 1 ) & ffi #i® <fc 9 4- C<> 

5*;M-*v) -3- (7i? Kt^M 5?* h*v*^;i^>-fc?>17. 4g£#fc. 

x^;l/ (12: 1) ^tt5^®i«t 04- K>5>JI/:t* -» -3- (75? F jWM ^>X7;^t 
F9. 39g£#fc. 

'H-NMR(CDClj) 6: 4.48 (s. 2H) 5.22 (s. 2H) 7.90 (d. J =8. 8Hz, 1H) 7.37-7.45 (m. 

5H) 7.84-7.86 (m. 2H) 9.90 (s. 1H) 

§2fi£#J90c) 
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BocHN 




C0 2 Et 



r 



2--f y 7d #*v*7 * y #g yl^JH 2. 9g£ 7 h 7 fc K D 7 7 > 100m Ucig 
»U TkftT. *i^l;^HJ£A1.7g£inA;to £iSC:T30*m#U 3.4-K> 
:aIM-*-»-3- (7y K*7;W ^>X7;U7t K9. 39g<DN. N-^*^*;WA75 
F20ml&f££il]*.fco £fil'T4l$P.SMg#U £&g£^£6mx7;UT^£?U 
*r&H£zk. mfQ&fc± h 'J £ AtK. KTifc^U MzK^Sg^^^ATg^U 
&$£&Eg£Lfco (E. Z) -3- (7v hV^H -4- 7i-JH-2- 
-f y^D^x^-yat^-^x^UxXxJUe. 7g£*ffc. d<Da^fiJc^il2. 46g 
£x*y-;H::Jgfl?U %E.7^)W*-tf*-hZ.2g. lOX/^v^Ap^gS: 

8t££S8u sji^v-u^y^^A^D^hfcTmuu ^vy-mm^* 

(4:1) &ai#li<k 0 3- (3- [ ®=^h*y*^-;W7Sy] *7^-4-fc: H 
7xx;W-2--f V^D^vyotf^->ggX9 1 ;PxXT-JU6. 2g$:#fc. 
•H-NIlflKCDClj) 6: 0.99 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.23 (t. J=7. 2Hz. 
3H) 1.44 (s. 9H) 2.84 (dd. J=8.4. 13. 6Hz, 1H) 2.90 (dd. 1=5.0. 13. 6 Hz, 1H) 
3.50 (sept. J=6.4Hz. 1H) 3.98 (dd. J=5. 6. 8.4Hz. 1H) 4.12 (a. J=6. 8Hz. 2H) 
4.19 (d. J=6.4Hz. 2H) 5,22 (or. 1H) 6.86 (d. J=8.4Hz. 1H) 6.94 (d. J=2. 0Hz. 
1H) 7. 08 (dd. =2. 0. 8. 0 Hz. 1H) 8. 77 (br. 1H) 
Mi£0iJ9Od) 



3- (3- ( (Sf§H7 h * is* frtf- M 7 5 J ] * 7;W4- th'o^i XJU) -2--T 
V7a#^v7Pt°^>KX5 1 ;i/X7.x;i/402ing^7-lihxh'j;i'5inHc^L. N- 
70^7.^ W 5 H200mg^Jn^.^o ^iSK:Tll$P.mg#U Si&ig^fcif&x? 1 
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>\*+r>-itgx^;u (5: i) ®&ftm£ o 3- (3-^0^-5- [ (izyh+^j^z 

x*xM33mg£##:. 

'H-NMR (CDC 1 3) 6 : 0.98 (d. J=6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 1.25 (t. J=6. 8Hz. 
3H) 1.44 (s. 9H) 2.80 (dd. J=8.4. 13. 6Hz, 1H) 2.88 (dd. J=7. 2, 14. 0 Hz. 1H) 
3.51 (sept. J=6.4Hz. 1H) 3. 97 (dd. J =4. 8, 8. 4 Hz. 1H) 4.16-4.22 (m. 2H) 4.24 
(d. 1=6. 8Hz. 2H) 5.20 (br. 1H) 6.96 (d. J=l. 6Hz. 1H) 7.35 (d. J =2. OHz. 1H) 
8.45 (br. 1H) 



3- (3- 1 □ t-5- [ (SI = yb+y^M-JH7Sy]^ ^;U-4- k Fo+->7x~ 

;w -2-f v^p^y^o tr^->g?x5 1 ;i'XX7 L ;i'944mg*N. n-^^^;u*;pat 

5 KBnlfcSJBU -f *K**>0. 15mK mMti U 5 A500mg£i©;fc(J[]A£:o ^Sl3 
T2^P.5Jig#Lfc©t^ £J&^£#l£gmx^;i/r*^fRU ®fai£fc 

SS^^'J^y^^A^D^MiTmMb, ^*^>-S*&x^;!,(4:l)&aj#ili 
£03- (3-70^-5- [ ffi£7* h * is*** X ;U) 7 5 >/ ] ^ 7)1-4-* h * ->7 x ~ 
;W -2--f V 7d#*«>:/d tf^->i?X5 1 JUXX7 L ;i/876ing*^fc. 
'H-NMR (CDC 1 3) 5: 0.97 (d. J=6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 1.45 (s. 9H) 2.86 
(dd. J=8.4. 14.0Hz. 1H) 2.93 (dd. J =4. 4. 14. 0 Hz. 1H) 3.51 (sept. J=6.4Hz. 
1H) 3. 74 (s. 3H) 3. 84 (s. 3H) 4. 02 (dd. J=4. 8. 8. 4 Hz. 1H) 4. 34 (d. J=6. OHz. 
2H) 4.95 (br. 1H) 7.12 (d. J=1.6Hz. 1H) 7.37 (d. J =2. OHz. 1H) 




H«S«90f) 
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OH 



3- (3-^ [ (iH^ h J^'ZJW 7 = /] *3-)V-A-* h*->7xX 



MS m/e (ESI) 520 W) 
BocHN-^irW C ° 2Et 



CN 1 

3- (3-^o qe-5- [ (mny h * w 7 5 j ) * ^;u-4-* h * ~> ? xx 

M -2-T V7p^->7d t?* >&x^;Uxx7\>l/876mg£:/o tr^-- h 'J ;U5ml 
KBHBU v7>fb^-hU'>A182nig> fh7^hij7i-JP7^^7^>/^ 
v"7A214ig. ckolt^70ig&fiH^ ^#ffl^T. f&mmWWLLtc. 

£ U *y^7A^D"7 h HT^UL> ^-9->-lffltx^ (4:1) i§ffl#ii«fc 0 
3- (3->7 y-5- [ ^V^i/fJ )Vi$—M 75/] ^^P-4-/ h+v7i-JH - 

'H-NMR(CDC1,) 6:0.95(d. J=6. 0Hz. 3H) 1. 17 (d. J=6.0Hz. 3H) 1.27(t. J=6. 8Hz. 3H) 
1. 45 (s, 9H) 2. 89 (dd. J=8. 4. 14. 0Hz. 1H) 2. 97 (dd. J=4. 4. 14. 0 Hz. 1H) 3. 53 
(sept. J=6.4Hz. 1H) 4.00 (dd. 1=4.8. 8. 4 Hz. 1H) 4.07 (s. 3H) 4.21-4.27 (m. 
2H) 4.30 (s. 2H) 4.94 (br. 1H) 7.40 (d, J=2. 4Hz. 1H) 7.42 (d. J=0. 8Hz. 1H) 



mx-mm i, 3- (3-70^-5- 1 (2. 4-7^ □ o^>y< jw 75 ;i >fjH-^ 
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CI 




CN 



OH 



3- (3- v 7 J -5- [ (SfSH:/ h * )\,i£-M 7^J\* ?)V-A-* h^->7i- 
-2-< V yotf+^n tf^Kx^xJWH&ffl ^THJ60iJ38t^^©^ 
ST'MS U 3- (3->7 y -5- [ (2. 4- o □ > JH7=;]^ 3^-4-* h * 
•>7i^W -2H" V^psR+^p 
MS m/e (ESI) 465 (MH*) 

Sjg^92a) 



7t Fo77>3>^l/->^X (1M5 1 - h7kHD77 >®m 148. 3g£JjDx.fc. 
£T2.5Blf#L£. llH£6££irax., BlF&x^jUCTflifflU *r«HJf£zK, ®fn& 

S-Zfu^-l-tr dd^> ~?)V7)Vn —Ml 46g£#fco d ©fifijt±#J £§3i£0!l89e) 

t H*©:&ire«yi L . 3- (3- 1 ($f§H7 h * ;w*x;w 7 5 y ] y 3^7 x 5 

'H-NMROCIJ <5: 0.95 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.24 (I. J=7. 2Hz. 
3H) 1.46 (s. m 2.93 (dd. J=8.4, 14. 0Hz. 1H) 3.07 (dd. J =4. 8, 14. 0 Hz, 1H) 
3.49 (sept, J=6.4Hz. 1H) 4.04 (dd. J =4. 8, 8. 4Hz. 1H) 4.12-4.19 fa. 2H) 4.30 
(d. J=5.2Hz. 2H) 4.80 (br. 1H) 7.12-7.16 fa. 3H) 7.23 (d. 1=8. 0Hz. 1H) 




C0,Et 
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V 



OH 



3- (3- [ (SgH7 h*->* JP#x;M 75 y ] ^?^7i =UW V7n#*~>zf 
O tt>tIf;H7fJ^ffl l^T|^0O8<hl3«©:£feT&SiU 3- (3- [ (2. 4- 

MS m/e(ESI) 410 (MH 4 ) 
HfiSfljJ93 



3- (3- [ (SgH!7* h * ;Ufc;W 7 5 y ] y ^;lr-4- x-JW -2-< 

V ;/ D # * -> 7 D If* >&X9Ml/XXx;i/795mg£N. N- 5/ * A 7 5 H 2m 1 

\Z®ffils, <:*Fx*>0. 3ml, U 5 A200fflg*H^JjP^fc. 5(TCfcT4l$ra 

3- (3- [ (I£7 h^yAM-JH7$/]^ 5^-4-X h * -> 7 x x;W -2--f V 7 
DTt^^yoE^&x^xx^l^mg^fco 

'H-NMR(CDClj) 6 : 0. 96 (d. J=6. 0Hz. 3H) 1. 15 (d, J=6. 0Hz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.42 (t. J=6.8Hz. 3H) 1.45 (s. 9H) 2.86 (dd. J=8. 4. 14. 0Hz. IH) 2.93 (dd, 
1=4.8, 14.0 Hz. 1H) 3.49 (sept. J=6.4Hz. IH) 3.98-4.06 (m. 3H) 4.13-4.21 (m. 
2H) 4. 29 (d. J=5. 2Hz. 2H) 4. 99 (br. IH) 6. 75 (d. J=8. 4Hz. IH) 7. 14 (d, J=8. 8Hz. 
IH) 7. 14 (s. IH) 

mmmm) 
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3- (3- ( (2, □ □ "OvM" ;W 7 5 J ) *^-4-X h*->:7 xXJW -2--f V 7 
D**v:/Dtr 

■H-NMRlCDClj) a : 1.06 (d, J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz. 3H) 1.45 (t. J =7. 2Hz, 
3H) 2. 92 (dd. J=8. 0, 14. 0Hz. 1H) 3. 07 (dd. J=4. 4. 14. 0 Hz. 1H) 3. 58 (sept. 
J=6.0Hz. 1H) 4.06-4. 15 .fin. 3H) 4.64 (d. J=6. 0Hz. 2H) 6.81 (d. J=8. 4Hz. 1H) 
6. 88 (br. 1H) 7. 15 (dd. J=2. 4. 8. 4Hz. 1H) 7,27 (d. J=8. 4 Hz. 2H) 7. 42 (d. J=2. 4Hz. 
1H) 7. 68 (d. J=8. 4Hz. 1H) 
MS m/e (ESI) 454 (MH 4 ) 




SiiB0!l93£E«©#tefc«k 3- (3- [ (i£7h+y*^-;W75y] 
-4-yD^+v7xx;W-2-<v^D7}?^->yDtf^->egx^;i/XX^^#fc. 
'H-NMR(CDClj) 5: 0.97 (d. J=6. 0Hz. 3H) 1.05 (t. J=6. 8Hz. 3H) 1.15 (d. J=6. 0Hz. 
3H) 1.25 (t. J=6.8Hz. 3H) 1.44 (s. 9H) 1.78-1.86 On. 2H) 2.86 (dd. J =8. 4. 14. 0Hz. 
1H) 2. 93 (dd. J=4. 8 k 14. 0 Hz. 1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 93 (t. J=6. 4 Hz. 
2H) 4.00 (dd. J=4.8. 8. 4 Hz. 1H) 4.14-4.21 (id. 2H) 4.30 (d. J=5. 2Hz. 2H) 4.98 
(br. IH) 6.75 (d. J=8. 4Hz. 1H) 7.09 (dd. J=2.0. 8.4Hz. 1H) 7.13 (s. 1H) 



180 



WO 01/25181 



PCT/JP00/06788 




3- (3- [ (W>~=L 7 h * 7 2. J ] ;* 3-)l-A-7u > 7 x -2--f 

vyP^^v7 f Dlf^>i?X5 1 ;UXXx;i'^ffl^TliliS^J38^^©^ftT5!lS 
L , 3- (3- [ (2. 4- v 7 □ □ > ; W 7 5 7 ] ;* 9^-4- 7 o ~> 7 x ~ M -2--f 
y7n#*->7*Pt!*>8££#fc. 

■H-NMROClj) <5:1.05(t. J=7. 2Hz. 3B) 1. 06 (d, J=6. 0Hz, 3H) 1. 18 (d. J=6. 0Hz. 3H) 
1.80-1.87 to. 2H) 2.91 (dd. J=8. 0. 14.0Hz. 1H) 3.07 (dd, J=4.4. 14. 0 Hz. 1H) 
3.59 (sept. J=6.0Hz. 1H) 3.97 (t. J=7. 2Hz. 2H) 4.12 (dd. J=4.4. 8.0Hz. 1H) 
4.65 (d. J=6.0Hz. 2H) 6.81-6.84 to. 2H) 7.15 (dd. J=2. 4. 8. 4Hz. 1H) 7.25 (d. 
J=2. 4 Hz. 1H) 7. 28-7. 33 to. 1H) 7. 42 (d, J=2. 4Hz. 1H) 7. 67 (d. J =9. 6Hz. 1H) 
MS m/e (ESI) 470 (MH + ) 



£Bi0y93<hll&©#i£l;:«£ 0 , 3- (3- [ (S&H7 K*->#;P#-;W 7 5 7 ] 
-4--T y 7d#*->7 x - )D -2-^f V 7o#* >7o tf ^ >&X^X7-r 

'H-NMR(CDClj) 5 : 0.97 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.33 (d. J=6.0Hz. 6H) 1.44 (s. 9H) 1.78-1.86 to. 2H) 2.86 (dd. J =8. 4. 14. 0Hz. 
1H) 2.92 (dd. J=4.8. 14. 0 Hz, 1H) 3.50 (sept. J=6. 0Hz. 1H) 4.00 (dd. J =4. 8. 
8.4 Hz. 1H) 4.13-4.21 to. 2H) 4.26 (d. J-5. 2Hz. 2H) 4. 54 (sept. J=6. 0Hz. 1H) 
4.96 (br. 1H) 6.77 (d. J=8. 4Hz. 1H) 7.08 (dd. J=2. 4. 8. 4Hz. 1H) 7.13 (s. 1H) 
HSS««J95b) 
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3- (3- h*->#;i/#-;M 75 7] *^;w-4--f yyn#*y7i-JW - 
jBS U 3- (3- [ (2, fy^ODW-fJUTSy]^ y^D^i/7i- 
MS m/e (ESI) 470 (MH 4 ) 
S&i£«»J96a) 

BocHN^VW C ° 2Et 



«Jg«93fcRI*©#i*fcJ:D* 3- (3- 1 (iH^ h=1ryA^3Hz;H 7 $ ^ ] ^ 
-4- i> ^ d ^ ->7i -2-< vyD^y7*nh't>ixf;i/XXf 

'H-NMR(CDClj) 5 : 0.97 (d, J=6. 0Hz. 3H) 1.15 (d. 1=6. 0Hz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.44 (s. 9H) 1.63-1.65 fan, 2H) 1.75-1.90 (id. 6H) 2.85 (dd. J=8.4, 14. 0Hz, 
1H) 2. 92 (dd. J=4. 8. 14. 0 Hz. 1H) 3. 50 (sept. J=6. 0Hz. 1H) 4. 00 (dd. J=4. 8. 
8.4 Hz. 1H) 4.10-4.21 On, 2H) 4.25 (d. J=5. 2Hz. 2H) 4.76-4.79 (m. 1H) 4.95 
(br. 1H) 6.75 (d. J=8. 4Hz. 1H) 7.07 (d. J=8. 4Hz. 1H) 7.12 (s. 1H) 



3- (3- ( (31=7 h+yj3M^W75y)/ 3^-4- y?D^>fM^->7i 
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7j L . 3- (3- [|2,4-^DD^> , /'fJW7$y]^ 3^-4- zs>7al>?)V 

MSm/e(ESI) 494 ftffl*) 



3- (3- [ m=7 h+SslJfrtf-M 75 y ] ^ ^-4- [ ( h U 
7*x;W t^y7i-JH -2-< y :7*o tf*>&x3MloL7.x;P329mg 

$rh;i/X>4mHC^U 4-y;i/*D7xx;U#o>gni0iiig, Th7^h'J7i 
x;P7^X7^>A7v ? ^A74iDg, k&#U £A440ing£}JD*., M^BS^TlOOt: 

LS&ilEfcv' 'J 5 A£ DTh KT»«U '\^r1J->-»»X5 L ;W (6: 1) 

ai#@i«k D 3- (3- [ (fcy F * jw#x;w 75;]^ ^;u-4- [ ( h 'J ?)V*u* 

3-M Zil'?*-^] t+y7iz;H -2- (4-7Mo7x-;i/) 7i^7"P^ 
->:/□ e*>&x^;Ux;WP262ii)g£*#;fc. 

'H-NMR(CDCIj) 5 : 1.01 (d, J=6. 4Hz. 3H) 1.18 (d. J=6.4Hz, 3H) 1.26 (t, J=7. 2Hz. 
3H) 1.43 (s. 9H) 2.99 (dd. J=8. 8. 13. 6Hz. 1H) 3.04 (dd. J=5. 6. 13. 2 Hz. 1H) 
3.56 (sept. J=6.4Hz. 1H) 4.08-4.24 In 5H) 4.60 (br 1H) 7.05-7.15 fan. 4H) 
7. 19-7. 30 (m. 3H) 



3-(3-[(mzyh^->*;^-jW7$y]y^-4-[(hu^;^P/^ji/) tju 
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7*x;U] **->7xx;W-2-(4-7;M-D7xXJl/) 7 3L-)V7w$* : sZfu)d* 
P^>7'fJW75/]^ ? (4- 7 JM" □ 7 x x;H 7 x x ;M -2-^ 7 7* □ 
MS m/e (ESI) 504 (MH*) 
8£0998a) 



3- (3- [ (IS = 7h+yM»)7$;]^ 3MP-4- 1 h* P * > 7 x - )V) -2-f 
V 7* □ #*->7'a tf * >KX^;PX7^;P50 lmg^ f U 7 >7ml k:»«f U *}£T, 

h u 7;^D^^>7;^>m*S7K%270 i£unx.fco ££K:TifciHi«#Lfc«. 

£tt*»»X^;WTWRU #*8H£llHg86, fi&fP^b^-hU^ATK, KIT 
ifc#U ^tKBSK^^v^AT^U i^&«H^U^ 3-(3-[(Sf§=7> 
*->;*j;M*xjh 7= A *3-)V-A-[(Y 'J 7;w*o;*3MM 7JU7*x;H t+-/7 
xXJW-2-f VT'P^yT'D t:*>&x3^xX5^663mg£*#;fc„ 
'H-NMR(CDClj) 6 : 0.92 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz, 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.46 (s, 9H) 2.91-3.04 On. 2H) 3. 51 (sept, J=6.4Hz. 1H) 4.02 (dd. J =4. 4. 
8.8 Hz. 1H) 4.16-4.23 (m. 2H) 4. 40 (d. 1=6. 0Hz, 2H) 4.95 (br, 1H) 7.17-7.20 
fan, 1H) 7.24-7.25 On, 1H) 7. 4D (s, 1H) 
gjg«»J98b) 



3- (3- [ (IgH 7 h * ;i/#x;H 7 5 J ) * 3^-4- [(h'J7Mo/ 7, )V 
-7*-M t+y7xz;W -2--T 77'P#^v7o hr^->Kx^X7.T-^334n)g 
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xx;i/7*7s7-Y >A7v-7A75mg> mt l )?0 A83mg£;bn*.g^f?lB^T80 , Ck: 
'N+I^-Bf &X^;U (7: 1) ^m^iSjck 0 3- (3- [ V&E.~? h^tlfrX-M 7 5 

A *^;m- [ ( h u y)varu^M xjv?* -M ^->7i^h -2- (2-7 y 

;W /D^yyo If :*>&X^X7xxJH80ing£*§*:„ 

'H-NMR(CDClj) 6: 0.96 (d. J=6. 0Hz. 3H) 1. 16 (d, J=6. 4Hz, 3H) 1.26 (t, J=6. 8Hz. 

3H) 1. 46 (s. 9H) 2. 95 (dd. J=8. 8. 13. 6Hz. 1H) 3. 02 (dd, J=4. 8, 14. 0 Hz. 1H) 

3.51 (sept. J=6.4Hz, 1H) 4.06 (dd. J =4. 8. 8. 8 Hz. 1H) 4.19 (q. J=6. 8Hz. 2H) 

4.47 (s. 2H) 4.95 (br 1H) 6.52 (d, J=20Hz. 2H) 6.98 (s. 1H) 7.21 (d. J=8.4Hz. 

1H) 7.32 (s. 1H) 7.51-7.53 (m. 2H) 

^JS0iJ98c) 



3-(3-l(!?SH7 h=^->*;^-;H 75 / ] ;*3MW4-[(h U 7JM-n*?;W tjw 
7* -JH t^->7i-;H -2- (2-7 u ;w yo#*^n t?*>&x3^x7x;U 
fcffl^T««38£H«©#ffiTJBgU 3- (3- [ (2. 4-7* dd^>^;H7S 

y]^5 L ;M-(2-7U;W7xn;w-2-fv^D5j?^*>^ , Dt:^->B6^#fc. 

MS n/e (ESI) 476 OUT) 

Hfl6fliJ99 

§3ig0iJ99a) 



h+v-3-bHP*->^5 1 ;HfU-7>7.4g*h;i/X>100inl{C^U 7v{t 
v7xx;i,*7*U;H3. 8ml*5J:^^7lft''>7 0 (5. 4. 0] ?>x-fe>9. 5mlS:iD 



CI 




OH 
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gj&T*s£8i#Lfc. R&mzKzmz.* mm^^x-mtavrz, *r«g/i£® 

ft&igTK-e&frU ilTKfiSKT^v^AT^iiL, &&£&JE@5!5U [(2-* b 
^->-3-lf J 5W) 7 v F9. 5g£#fc. 

'H-NMR(CDClj) d: 4. 00 (s, 3H) 4.35 (s. 2H) 6.89-6.92 On, 1H) 7.55-7.57 (m, 1H) 

8. 15-8. 16 fa. 1H) 

§?£0iJ99b) 



[(2-* 7>>K9. 5g^Mx^;HO0mHc^Mb. MIH 

y^lo^-**- H3g, 10aWi^A^3g£Jn*., tK^H^T, ^i&KT 

fc^A^D^MCTfcSU 'v+lJ-^llF^X^KSil^iD^ffi^SickOmHy 

N- [(2-* b*->-3-£U *JM *3 L M1J-rt'?-hB. 84g£#fc. 
tj2. 9l6g$-7-feb-h'J^30mlH^b, N-^ntX^H$H2. I9g£ 

N-IG-^D^-* b*v-3-t:U vJW ^^JH*-A"7-hl. l85g£*§*io 
■H-NMRICDClj) 6 : l. 44 (s. 9H) 3.94 (s. 3H) 4.22 (d. J=6. 0Hz. 2H) 5.02 (br. lH) 
7.62 (s, lH) 8. 01 (s. lH) 
®f£0399c) 



N- [ (5-7* b ^6-2-* h * *>-3- fcf U vJW ;* # -/T7- b 1. 009g, VifUuM 
7 > h'J7xx;P7*X7W>A7v^A45mg; b U 9 A325mg, b'J7xX 

Jl/7tX7>f >l7mg£&7KN. N-y/^J^MTS K3mHC^U> '-Kft^*» 




MeO N 




MeO N 



ffl^TT110t:{3T2.5P#P B im^Lfe. SJ&^^lt&X^T^U W$$jf£ 
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3-)V (3. 5:1) igttiftiU; D$iSH:/3MU N- [ (5-*;U^-2-* h*~>-3-f'J 5?;W * 
3-M *-A"7- MOlmgfcfffc. 

'H-NMR(CDClj) 6 : 1.46 (s. 9H) 4.08 (s. 3H) 4.31 (d. J=6. 0Hz. 2H) 5.02 (br. 1H) 
8.01 (d. J=2.4Hz. 1H) 8.54 (d. J=2. 0Hz. 1H) 



X^;i/ 2— f vyo^+^T.^yMvX^l'SlO.ing&xb^t H077> 
5ml K«#U TKiUffc:*- h U ^A70mg£l)n*,fc. £®(;:T155m#U N- [ IS-ftfr 
5JU-2-* #-A*T- M01mg©N. N-i^^JkH'AT 

A^^200mg^UD^> **£HST» &1&\ZT &&®WVtc 0 KfoUG®**.? 1 

hatiiu mm*m&v. mm^')ti^)itiy^a-7h\zTmm.L. *\*v> 

-BttX^;P (4: l-*2. 5:1) ^tti^pick 0 3- (5- [ h * ->2>;i/tf x;W 72.S) 

^5 1 ;i/-6-^h^^-3-t!Uv;w-2-^yyD#^vyDtf^->mx5 1 ;px7.^;u 

514mg£#fc. 

'H-NMR(CDClj) 5 : 0.96 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 1.27 (t. J=7. 2Hz, 
3H) 1.45 (s. 9H) 2.85 (dd. J =8. 4. 14.0Hz. 1H) 2.92 (dd. J -4. 8. 14. 0 Hz. 1H) 
3. 52 (sept. J=6. 0Hz) 3. 96 (s. 3H) 3. 99 (dd. J=4. 8. 8. 4 Hz. 1H) 4. 17-4. 24 (m. 
4H) 5.03 (br. 1H) 7.47 (s. 1H) 7.93 (d. J=2. 0Hz. 1H) 
«#J99e) 
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3-(5-[(S&=7>*>';*j;utfx;w 7syj^^;p-6-y h^v-3-tr»jv?;w-2--f 

U 3-I5-K2, 4->^ OD'O'/'f JK 75/1 h*->-3-ED v;U)-2- 

MS m/e(ESI) 441 (MH*) 

U^JlOOa) 



3- (3-7* □ =e -5- 1 (I3SH7 h * ;m"x;m 7 = j ) * 1 f □ * -> 7 x - 
y7D#*->7n bi^&x^UXT^l^mgS^-te h~ h 'J Milt 
ig&U K157ig*DDAfc. MKIT2. 5Bm#Lfc©-&. IjS 

S£^£ilF&X3\^T*&i?U *r«!Jf£7R, te»?^«Efit^ h U KTtti* 

a^dtf k:t«« u ^u^-Bratx^ (4: i) jgai^iict o 3- (3-r * K-5- 

[ (S&H7 h * ;P**x;W 7 5 y ] * 3^-4- h h'0+->7i X M -2-< y 7n # 
*->7n fcT:*>Kx^Ux;Wl'100ig**tfc. 

■H-NMRICDClj) 5 : 0.99 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 1.24 (t. J=6. 8Hz, 
3H) 1.44 (s. 9H) 2.80 (dd, J =8. 0. 13.6Hz. 1H) 2.86 (dd. J=5. 6. 13. 6 Hz. 1H) 
3.50 (sept. J=6.4Hz. 1H) 3.96 (dd. J=5. 2. 8. 8 Hz, 1H) 4.15-4.23 On. 5H) 6.96 
(d. J=l. 6Hz. 1H) 7. 58 (d. J=l. 6Hz. 1H) 
Mii^JlOOb) • 
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BocHN^ifYV C0 ' Et 

f 

tms 

3- (3-f * h*-5- [ (SgH7 h * ;u#x;w 7 s y ] y ^;u-4- th*D^7i- 

tX7>C >A?>>£A70n)g> ck^-ffc^ll. 5mg, h UX^;U7a >0. 5ml£JjD*.» ^ 
iSt;:T&&lg#Lfc. E£^£^£imx^;i/T?^|l?U WtUJI**, ®*ni&fc7 

Sfi*->U ci-7 FfcTt&SiU A+t^BUfJl, (6:1) *§tii#ili 

i 93-3- [(^£7* h+y*J^-;H 75 7) ^;M-t H D+->-5- [2- (1, 1, 1- 

h >j y u ;w -i-x^x;p) 7i-^-h v 7n#* ->^p t"^- >&x^ 

X7.-r;H65mg£*ffc. 

•H-NMRlCDClj) 5 : 0.27 (s, 9H) 0.96 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 4Hz, 3H) 1.24 



(t. J=7.2Hz. 3H) 1.44 (s. 9H) 2.80 (dd, J=9. 2. 14. 4Hz. 1H) 2. 88 (dd. J=5. 2. 
14.0 Hz. 1H) 3.49 (sept. J=6. 4Hz, 1H) 3.96 (dd. J =4. 8. .8. 8 Hz. 1H) 4.13-4.21 
(m. 3H) 4. 24 (d. J=6. 0Hz. 2H) 5. 11 (br. 1H) 7. 05 (d. J=l. 6Hz. 1H) 7. 19 (d. 
J=2.4Hz. 1H) 
Mig^JlOOc) 

BocHM^YVV^ 1 

HO-Y V 
II 

3-3-[(^H'7'h^v*^x;U)75V]^^Jl/-4-k Ho^x-5-[2- (1. 1. 1-h 
■J *9-fri/VM-\-tt~M 7izjh2-f V7"o^*y7'P ftyiUfJH 
7.7\>H65mg£5rh7t Fn77>2toUZ®mV, Sfit40 K rb77*W>tz: 
-7A7;U^'J bMlMxb^t KO7^>&?&)0. 5ml£jQ*.> MfcTll5ratt#Lfc. 
££S£tt*IlF»x?\fcTtfRU &*n*#7K, KTiftfrU 

189 



WO 01/25181 



PCT/JPOO/06788 



ct»«u M^-ets&x^u (3: i) ®ftftm& 03-3- [ (^h^ v#;p*x 
;w 75 y] /^;u-4-t H d*->-5- (i-x^x;w 7xz;k2-< y^o^y^D 

tf*>Kx^;i/XXxJH22nig^#fc. 

'H-NMR(CpClj) 5 : 0.97 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 4Hz. 3H) 1.26 (t. J=7. 2Hz. 
3H) 1.44 (s. 9H) 2.81 (dd. J =9. 2. 14.4Hz. 1H) 2.88 (dd. J=5. 2. 14. 0 Hz. 1H) 
3. 36 (s. 1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 97 (dd. J=4. 8. 8. 8 Hz. 1H) 4. 15-4. 22 
(m. 2H) 4.23 (d. J=6. 8Hz. 2H) 7.04 (s. 1H) 7.20 (s. 1H) 

is^iood) 



3-3-[(«£yh+y*^^H TS/JjWH-fc Ka*v-5-(l-x^x;H 
7 x xjP-2-f V 7*o * a t"* >&x^;i/XX x;H 2 lmg£N. N-v ;* 

F2iltC*fl*U £?&#U'7A50iiig£i0*.fc. 60-70*0 IdT^m^^fc© 

A^ovh CT*S»U -\+1f>-^X^;U (6: 1) igffi#iB«fc O 3- (7- [ (iH 

7 h *=st>)Vi£-M 7 5 y ] * [W 7 7 >-5-r ;w -2-< v 7*n -> 

7*0 e*>&X^|/X;Wl/57ing£*#*:. 

•H-NMR(CDC1 3 ) 6 : 0.94 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.23 (t. J=6. 8Hz. 
3H) 1.46 (s. 9H) 3.01 (dd. J =8. 8. 14. 0Hz. 1H) 3.08 (dd. J=5. 2. 14. 0 Hz. 1H) 

3.49 (sept. J=6.4Hz. 1H) 4.07 (dd. J =5. 2. 8. 4 Hz. 1H) 4.12-4.19 (m. 2H) 4.60 

(brs. 2H) 5.01 (br. 1H) 6.72 (s. 1H) 7.13 (s. 1H) 7.39 (d. J=l. 6Hz. 1H) 7.61 
(d. J=2.0Hz. 1H) 
HJSfllOOe) 
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L , 3- (7- [ (2. 4- z?>7 U □ y< > >M )V) 7 5 J J ^ > V* [b] 7 5 >-5--f ;W -2- 

-fy7P#*~>7*P 

MS m/e(ESI) 451 (MH + ) 

HMflllOl 

§3ii#|101a) 




3- (7- [ ($fi=7 H*->#;i/#x;H 75 / } ;* W<> V [b] 7 5 >-5-< ;W -2-^ 
77D^->7otr*>Kx5 1 >>UX7 > x;U29mg$x : 5'y-;i/{c^L, 10S/15-7 

HBBU tttt£*ltU 3- (7-( (^=7 h^->AM-;H 75 ;) JK 3-y 

t h*p^>v*[b] 7^>-5-< ;w-2-fy7P4?+v7ahf*>Bix5 1 ;i/X7^;i/ 

27mg£#fc„ 

'H-NMR(CDClj) a : 0.99 (d, J=6. OHz, 3H) 1. 15 (d. J=6. OHz. 3H) 1.25 (t. J=6. 8Hz. 

3H) 1. 45 (s. 9H) 2. 85 (dd, J=8. 4, 14. OHz. 1H) 2. 92 (dd, J=4. 8. 14. 0 Hz. 1H) 

3.17 (t. J=5.2Hz. 2H) 3.50 (sept. J=6. OHz. 1H) 3.98 (dd. J=4. 8. 8. 4 Hz. 1H) 

4. 13-4. 20 (m. 2H) 4. 24 (brs. 2H) 4. 57 (t. J=5. 2 Hz. 2H) 4. 97 (br. 1H) 6. 91 
(s. 1H) 7.00 (s. 1H) 
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3- (7- [(^£yh^y*Mz;i/)7$y]^ 3-ykHD^> > /lb)77> 
M -2-f V 7 p > 7 o fc?* >ix?;l/xx x^ffl ^TUSfiTO £ ^ 
©Tj&T&gU 3-(7-[(2.4-v^PP^>y-fJW75y]^5 1 ;U-2. 3-7 1 Kp^ 

>y [W 7 7 7-5-ow v 7p#*->7p v*>mzmtz. 

MS m/e (ESI) 481 (MH 4 ) 




*ifi^J87t^©^T-^SL, 3-[2.4-v* h*v-3-([(5-*3 1 ;U-2-7x^;i' 
-1. 3-^77-;i/-4--f ;M*^#-;H 757*>;W 7iXJH-2-f V^O^y 
7PtT* 

MS m/e (ESI) 499 (MH*) 




||^J88<h|s|«©7j&T$!l3iU 3-12.4-7;* h4->-5-(I(5-^^-2-7i^ 
-1. 3-^7Vf-*-4-f JW *M-;H7$y *9\>M 7x.-M -2--f 7 7o^y 
7PtT*7&£#*:. 
MS m/e (ESI) 499 (MH*) 




H*«89£R«©£ffiT$!i8U 3-13.4-7* h*~>-5-([(5-/3MU-2-7i-Jl/ 
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-1. i-^7 y /-)l-A--(Mti)U^)V)7S./^^M 7i^JH-HV/o^y 

yotr:* 

MS m/e (ESI) 499 (MH + ) 

Df 

MS m/e (ESI) 548 (MH + ) 
§IJS0iJ9 1 £ |sH£©7j i£T*$&JI L , 3- [3-'>7 7 -4-* h*->-5- ([(5-*3Ml/-2-7 

x - 1, 3-f77-jH--f ;m *jm?:i;H 7 a j * z-m y x - jH -2--r v y o 

MS m/e (ESI) 494 (MH + ) 

£»«92£ ^O^tllU, 2--T V^D#+-3- [3- ( [ (5-* 3^-2- 7 x~ JU 
-1. 3-5 1 77-^-4--f;W*JU7j<-;H7'*y^5 L ;W 7i~;H] zfn\£*>m*% 

MS m/e (ESI) 439 (MH*) 
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°r 



^mmtmrn^mx-mmv. 3- m-x h*->-3- d (5-* ?;m-7i^ 
1, 3-5^7 y-;u-4-r jw *;m?xjh 75 y 7x^;H -2-< y^a#+-> 

MS m/e (ESI) 483 (WW 
^j56#U109 



§15601194 £ mm<Djj&TMWV* 3- [4-:7"n7i^>-3- ( ( (5-pWI/-2-7x-;i/- 

1. 3-5 L 7v/-JU-4--f ;W *;m*xjW 75 j *3-M 7i-JH-2-f v7n#* > 

MS m/e (ESI) 497 (MH*) 



Hiifi{fiJ95 £ E«©;frfcTM U 3- [4--f V ^D^v-3- ( [ (5-/f;k2-7iZ 

;m. 3-5^7 y-ji/-4-<;w */m«x;M75/*3\>m 7xz;n-2--fy7 r D^ 

MS m/e (ESI) 497 (MH 1 ) 
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MS m/e (ESI) 523 (MH*) 



F 

HJfi0iJ97£ ^«©^Tj511L. 3- [4- (4-7Md7i-JH -3- ( [ (5-PWU-2- 

7xzjh, 3-^7*/— r ;w %)V#~m ray *?-jm 7i-jh -2— f 77" 
_______________ . . 

MS m/e (ESI) 533 (MH*) 
___ 



11^98 _ I^H©7jJ_T^~ 3- [4- (4-7 'J ;W -3- ( ( (5-PWW-2-7 

l, 3-^7 V-^-4-f ;W * ;p^^;H 7 5 j * ?M y x =;H -2--r V7"n^ > 
7"o 

MS m/e (ESI) 505 (MH*) 
gd60iJ114 
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^Sfifi«l99<h^©^j*7?ffigL, 2-fV7o**->-3-[6-* h*v-5- ([(5-*? 1 
MS m/e (ESI) 470 (MH*) 



£2601 100£ l^«©JftT«t, 2--f V ^btf *v-3- [7- < [ (5-^^-2-7 x 
MS m/e (ESI) 479 (MH + ) 



Hifi^J 1 0 1 <h ^©^ftTMS U2-fV^D<* v-3- (7- ( [ (5-^^^-2-7 x 
~)\>-\, S-^T'J-JV-^MjDVX-MT^J *3-M-l, 3-^fc HO'O'/lb] 

MS m/e (ESI) 480 (MH*) 






196 



WO 01/25181 



PCT/JP00/06788 



MS m/e (ESI) 498 (MH*) 
HfiSflUll8 



Hlig^J93<h^^©^ST-^31U, 3- (3- [ (2-v* dd-H v -fu^^y^ 

'H-NMR (CDCI3) 6 : l. 04 (d. J=6. 0Hz. 3H) 1. 15 (d. J=6. 0Hz. 3H) 1.34 (d. J=6. 0Hz, 
6H) 1.43 (t. J=7.2Hz, 3H) 2. 90 (dd, J=8. 0. 14. 0Hz. 1H) 3.06 (dd. J =4. 4, 14. 0 
Hz, 1H) 3.57 (sept. J =6. OHz. 1H) 4.06 (q, J=7. 2Hz, 2H) 4.11 (dd. J =4. 4. 8.0Hz. 
1H) 4. 56 (sept. J=6. OHz. 1H) 4. 62 (d. J=5. 6Hz. 2H) 6. 79 (d. J=8. 8Hz. 1H) 6. 81 
(dd, J=2. 4. 8. 4Hz. 1H) 6. 87 (d. J=2. 8Hz. 1H) 7. 07 (br. 1H) 7. 12 (dd. J=2. 4. 
8. 4 Hz. 1H) 7. 23 (d. J=2. 4Hz. 1H) 7. 74 (d. 1=8. 4Hz. 1H) 
MS m/e (ESI) 478 (MH+) : 



mm^mtmrn^mx-mmi^ 3- (3-112-^ □ o-4->* o^>^ju*4->^> 

V^M75/] *^-4-x h^y7i^JH-2-< y7o^+y7o 

'H-NMR (CDC 1 3 ) <5: 1.04 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.43 (t. J=7. 2Hz. 
3H) 1.61-1.65 (to, 2H) 1.74-1.94 fa, 6H) 2.90 (dd. J=8. 0. 14. OHz. 1H) 3.05 (dd. 
J=4.4. 14.0 Hz. 1H) 3.57 (sept. J=6. OHz. 1H) 4.06 (q. J=7. 2Hz. 2H) 4.10 (dd. 
J=4.4. 8.0Hz. 1H) 4.62 (d. J=5. 6Hz. 2H) 4.74-4.77 (m. 1H) 6.78 (d. J=8. OHz. 
1H) 6.80 (dd. J=2.4. 8. 4Hz. 1H) 6.86 (d. J=2. 4Hz. 1H) 7.08 (brt. J=5. 6Hz. 1H) 
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7.12 (dd. M.A, 8.4 Hz. 1H) 7.23 (d. J=2.4Hz. 1H) 7.73 (d, J=8. 4Hz. 1H) 

MS m/e (ESI) 504 (MM 

Hli6giJ120 



^JS0*J93<hl^«l©^ST^S 3-3- 1 ( [2- (4-* xZiJU) 3-5P 

7 y-;w-4-< M t) )i# - )V7 5 j ) ^ ^jh -4-x h ^ >> 7 xx;w2-< y y o # 

'H-NMR(CDClj) d: 1.06 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz. 3H) 1.48 (t, J=7. 2Hz. 
3H) 2.04 (s. 3H) 2.71 (s. 3H) 2.92 (dd ; - J=8. 0. 14. 0Hz. 1H) 3. 06 (dd. J =4. 4, 
14. 0 Hz. 1H) 3. 59 (sept. J=6. 0Hz. 1H) 4. 08-4.. 13 (m. 3H) 4. 59 (d. J=5. 6Hz. 2H) 
4. 74-4. 77 (m. 1H) 6. 53 (brt. J=6. 4Hz. 1H) 6. 81 (d. J=8. 4Hz. 1H) 7. 13 (dd. J=2. 4. 
8. 4Hz. 1H) 7. 21 (d. J=2. 4Hz. 1H) 7. 24 (d. J=8. 0 Hz. 2H) 7. 80 (d. J=8. 4Hz. 2H) 
MS m/e (ESI) 497 (MM 
H^J121 



H^J93<»:|5l^cD^T'^SL, 3-3-[([2-(2-*pp:7xx;P)-5-*^;1/-1. 3- 
?*7 JU-4-< ;H *MZJ1/7S / ) *^;H -4-x h+->7izjk2-f v 

•H-NMR (CDC1 3 ) 6: 1.06 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz. 3H) 1.48 (t. J=7. 2Hz. 
3H) 2.75 (s. 3H) 2.92 (dd. J=8. 0. 14. 0Hz. 1H) 3.06 (dd. J =4. 4. 14. 0 Hz, 1H) 
3.59 (sept. J=6.0Hz. 1H) 4.08-4.13 On. 3H) 4.60 (d. J=6. 0Hz. 2H) 6.61 (brt. 
J=6. 4Hz. 1H) 6. 82 (d. J=8. 4Hz. 1H) 7. 14 (dd. J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 
1H) 7.35-7.40 (m. 1H) 7.48-7.51 (m. 1H) 8.24-8.27 On. 1H) 
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MS m/e(ESI) 516 (MH») 

^S60i)93 <h^©^&T'5aSi U 3-3- [ ( [2- (4-* □ □ 7iZJH -5-*3MM. 3- 
^ 7 y-;P-4-f M t! ZL JUT 5 J ) X -4-X h*->7x ~ — f V 7* D 

'H-NMR(CDClj) 6 : 1.06 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz, 3H) 1.48 (t. J =7. 2Hz, 
3H) 2.71 (s. 3H) 2.92 (dd. J=8. 0. 14.0Hz. 1H) 3.06 (dd. J =4. 4. 14. 0 Hz. 1H) 
3.59 (sept. J=6.0Hz. 1H) 4.08-4.13 (m. 310 4. 59 (d. J=6. 0Hz. 2H) 6.54 (brt. 
J=5.6Hz, 1H) 6.82 (d. J=8. 4Hz. 1H) 7. 14 (dd. 1=2.4. MHz. 1H) 7.21 (d. J=2.4Hz. 
1H) 7.41 (d. J=8.8Hz. 2H) 7.86 (d. J =8. 8Hz. 2H) 
MS m/e(ESI) 516 W) 




mt&m^tmm<D^m-cmm u 3-3- [ ( (2- (2. 4- vi' □ □ 7 *-jw -5-* 

1. l-=f-7V—)V-A-<iMii)Vi£-)V75.J) -4-x h^->7i-;h2-f V 

MS n/e(ESI) 551 OOP) 
1MM124 
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■H-NMRlCDClj) 6: 1.06 (d. J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz. 3H) 1.47 (t. J=7. 2Hz, 
3H) 2. 05 (s. 3H) 2. 92 (dd. J=8. 0. 14. 0Hz. 1H) 3. 06 (dd, 1=4. 4. 14. 0 Hz, 1H) 
3.57 (sept. J=6. 0Hz. 1H) 4.08-4.13 fa. 3H) 4.58 (d. J=5. 6Hz, 2H) 6.50 (br. 
1H) 6.82 (d. J=8.0Hz. 1H) 7.09 (dd. J=3. 6. 5. 2Hz. 1H) 7.13 (dd. J=2.4. 8.0Hz. 
1H) 7.21 (d. J=2. OHz. 1H) 7.48 (ddd. 1=1. 2. 5.2. 33. 6 Hz. 1H) 
MS m/e (ESI) 489 Ofltt 



9" jj . . . l 



MS m/e (ESI) 492 (MH*) 
»0J126 

C0 2 H 




mffi&mtmmvij&T'mmL. 3- (3- 1 (2-^ □ o-4-:/ptf* ->^>\at 7 

$ /] pWM-f V^n*^ v7xX;W-2-< yyo^y^D 

'H-NMR (CDCI3) 6: l. 04 (d. J=6. OHz. 3H) l. 05 (t. J=7. 2Hz. 3H) 1. 16 (d, J =6. OHz, 
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3H) 1. 33 (d. J=6. OHz. 6H) 1. 79-1. 87 (m. 2H) 2. 90 (dd. J=8. 0. 14. 0Hz, 1H) 3. 06 
(dd. J=4.4, 14.0 Hz. 1H) 3.57 (sept, J=6.0Hz, 1H) 3.95 (t, J=7. 2Hz, 2H) 4.11 
(dd. J=4. 4. 8. OHz. 1H) 4. 56 (sept. J=6. OHz. 1H) 4. 63 (d. J=7. OHz. 2H) 6. 79 
(d. J=8.8Hz. 1H) 6.81 (dd. J=2.4. 8. 8Hz. 1H) 6.86 (d. J=2. 8Hz, 1H) 6.99 (br. 
1H) 7.11 (dd. J=2.4. 8.4Hz. 1H) 7.23 (d. J =2. OHz. 1H) 7.72 (d. J=8. 4Hz. 1H) 
MS m/e (ESI) 492 (MH*) 



7-f M 7 5 J ) * 5^-4-70 v 7 xX>U -2--T vyo^yyoft>i^ 

MS m/e (ESI) 518 (MH') 
H;660iJ128 



«#J94£|ig&©#&TMU 3-3-[([2-(4-/^7i-JW-5-/^-l, 3- 
^77-;i/-4--OU] t})li£^)V7z.;)*TM -4-yP#^v7xz:;P-2-r 77 

'H-NMR(CDC1 3 ) 6: 1.06 (d. J =6. OHz. 3H) 1.09 (t. J=7. 2Hz. 3H) 1. 17 (d. J=6. OHz. 
3H) 1.82-1.91 (m. 2H) 2.40 (s. 3H) 2.71 (s. 3H) 2.92 (dd. J=8. 0. 14. OHz. 1H) 
3.06 (dd. J=4.4. 14. 0 Hz. IH) 3.59 (sept. J =6. OHz. 1H) 3.99 (t. J=6. 8Hz. 2H) 
4. 12 (dd. J=4.4. 8.0Hz. 1H) 4.59 (d. J=6. OHz. 2H) 6.46 (brt. J=6.4Hz. 1H) 6.82 
(d. J=8. 2Hz. IH) 7.14 (dd. 1=2.4. 8. 8Hz, 1H) 7.22 (d. J=2. 4Hz. IH) 7.24 (d. 



HiS0ill27 
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J=8.0Hz. 2H) 7.80 (d. J=8.4Hz. 2H) 
MS m/e (ESI) 511 (MH*> 




*ljg#J94<h|s3&©#fcT*!l3U 3-3- [ ( [2- (2-7 □ D 7x~;W -5-* 3^-1. 3- 
^7 7- — f JH % )V#-)V7 S. J ) * ?M -4- zfu ^ 7 x-;u-2-f V 7* 
o#**>7n fc!;t 

'H-NMR (CDC 1 3) 6 : 1.07 (d. J=6. OHz. 3H) 1.09 (t. J=7. 6Hz. 3H) 1.17 (d. J =6. OHz. 
3H) 1. 85-1. 91 (m. 2H) 2. 74 (s. 3H) 2. 92 (dd. j=8. 0. 14. OHz ; 1H) 3. 06 (dd. J =4. 4. 
14. 0 Hz, 1H) 3. 59 (sept. J=6. OHz. 1H) 3. 99 (t. J=6. 4Hz. 2H) 4. 12 (dd. J=4. 4. 
8.0Hz. 1H) 4.60 (d. J =6. OHz. 2H) 6.57 (brt. J=6. 4Hz. 1H) 6.82 (d. J=8. 4Hz. 
1H) 7. 14 (dd. J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 1H) 7. 35-7. 40 (m. 2H) 
7.48-7.51 (m. 1H) 8.24-8.27 (m, 1H) 
MS m/e (ESI) 531 (MH + ) 
IWU130 




mMMMtmm<Dl5&-e®mL. 3-3-[([2-(4-^OD7x-;H-5-^^-l, 3- 

?77-;ihmju *jwfc;P7s y) *^;u-4-:/D#*->7xn;i,-2--f 77* 

•H-NMR (CDC 1 3 ) 5 : 1.06 (d. J =6. OHz. 3H) 1.08 (t. J=7. 6Hz. 3H) 1.17 (d. J=6. OHz. 
3H) 1. 84-1. 89 (m. 2H) 2. 70 (s. 3H) 2. 92 (dd. J=8. 0. 14. OHz. 1H) 3. 05 (dd. J=4. 4. 
14.0 Hz. 1H) 3.60 (sept. J=6. OHz, IH) 3.99 (t. J=6. 4Hz. 2H) 4.12 (dd. J=4. 4. 
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8.0Hz. 1H) 4.59 (d. J=5. 6Hz. 2H) 6.49 (brt. J=6. 4Hz. 1H) 6.82 (d. J=8. 4Hz. 
1H) 7.14 (dd, J=2.4. 8.4Hz. 1H) 7.21 (d. J=2.4Hz, 1H) 7.41 (d. J=8. 8Hz. 2H) 
7.85 (d. J=8.8Hz. 2H) 
MS m/e(ESI) 531 (MH*) 
£1 




Hlifi0il94t^«l©^T-«lSiU, 3-3-[([2-(2.4->?^OD7ai-M-5-^^;i/- 
1. Z-^7V~)V-A-^M ti)Vi£-)V7^J) *^)V]-4-7n#*zs7 x=.)U-2-i 

'H-NMR(CDClj) 6: 1. 07 (d, J=6. OHz. 3H) 1,07 (t. J=7. 2Hz. 3H) 1.17 (d. J=6. OHz. 
3H) 1.83-1.92 (m. 2H) 2. 73 (s, 3H) 2.92 (dd. J =7. 2. 14. OHz. 1H) 3.06 (dd. J=4. 0. 
14.0 Hz. 1H) 3. 60 (sept. J=6. OHz. 1H) 3.99 (t. J=6.4Hz. 2H) 4.12 (dd. J=4. 4. 
8.0Hz. 1H) 4.60 (d. J=5. 6Hz. 2H) 6. 55 (brt. J=6. 4Hz. 1H) 6.82 (d. J=8.4Hz. 



1H) 7.14 (dd. J=2.4. 8. 4Hz. 1H) 7. 22 (d. J=2.4Hz. 1H) 7.36 (dd. J=2. 4. 8. 8Hz. 
1H) 7.51 (d. J =2. OHz. 1H) 8.26 (d. J=8.4Hz, 1H) 
MS in/e (ESI) 565 (MH*) 




mmmMtwim^mx-mmiy. 3-4-7d#* ->-3- 1 ( [5-* 5^-2- (2-^x- 

)V)-\, 3-^77— ;u-4— f ;n *;^-;U75 /) 7x-;i/-2--r vt<d#* 

MS m/e (ESI) 503 (MH*) 
313601133 
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nmmstmmvijfcT'mmis, 3-(3-[(2-£DD-4-yD#*->^>v*<;i/) 7 

'H-NMR (CDCI3) 6 : 1.03 (t, J =7. 2Hz, 3H) 1.04 (d. J=6. 0Hz. 3H) 1.16 (d, J=6. 0Hz. 
3H) 1. 35 (d. J=6. 0Hz. 6H) 1. 78-1. 83 (m, 2H) 2. 90 (dd. J=7. 2. 14. OHz, 1H) 3. 05 
(dd, J=4. 0. 14. 0 Hz. 1H) 3. 57 (sept. J=6. OHz. 1H) 3. 92 (t. J=6. 4Hz. 2H) 4. 10 
(dd. J=4. 0. 7. 2Hz. 1H) 4. 56-4. 61 (m, 3H) 6. 80 (d. J=8. 4Hz. 1H) 6. 83 (dd. J=2. 4. 
8.4Hz. 1H) 6.89 (d. J=2. 4Hz. 1H) 7.04 (brt. 1=5. 2Hz. 1H) 7. 11 (dd. J=2. 4. 8. 4Hz. 
1H) 7.23 (d. J=2.4Hz. 1H) 7.74 (d. J=8. 8Hz. 1H) 
MS m/e (ESI) 492 Offl*) 



mt&m%tmm(D^mx'mm u 3- (3- [ (2-* □ d-4-< v ^D5fx^->^> w jw 

MS m/e (ESI) 492 (MH 4 ) 
^601135 
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•H-NMROCl,) <5: 1.04 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 1.35 (d. J=6. 0Hz. 
6H) 1.61-1.65 fa. 2H) 1.75-1.94 to. 6H) 2.90 (dd, J =7. 2, 14. 0Hz. 1H) 3.05 (dd. 
J=4. 0. 14. 0 Hz. 1H) 3. 57 (sept. J=6. 0Hz. 1H) 4. 10 (dd. J=4. 0. 7. 2Hz. 1H) 4. 60 
(d. J=5. 6Hz. 3H) 4.76 (sept. J=6. 0Hz. 1H) 6.80 (d. J=8. 8Hz. 1H) 6.81 (d. J=8. 8Hz. 
1H) 6.86 (d. J=2.4Hz. 1H) 7.05 (brt. J=5. 6Hz. 1H) 7.11 (dd. J=2.4. 8. 4Hz. 1H) 
7.23 (d. J=2.0Hz. 2H) 7.73 (d. J=8. 8Hz. 2H) 
MS m/e(ESI) 518 (MH + ) 



HK60!l95t^©^ffi-C^SL, 3-3-[([2-(4-^^;W7x^;W-5-^^;Wl. 3- 
3-7V-)V-l--iMj3)m-)V7^J) vyDf^y7iZ;H--f 
y7D#*->:/Dlf*>&£#£o 

'H-NMR(CDClj) 5 : I. 06 (d. J=6. 0Hz. 3H) 1. 17 (d. J=6. 0Hz. 3H) 1.39 (d. J=6. 0Hz. 
6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J =7. 2. 14. 0Hz, 1H) 3.05 (dd. J=4. 0. 
14.0 Hz. 1H) 3.59 (sept, J=6. 0Hz. 1H) 4.11 (dd. J=4. 0. 7. 2Hz. 1H) 4.56 (d. 
J=5.6Hz. 2H) 4.63 (sept. J=6. OHz. 1H) 6.53 (brt. J=5. 6Hz. 1H) 6.83 (d. J=8.4Hz. 
1H) 7.13 (dd. J=2.4. MHz. -1H) 7.21 (d. J=2. 4Hz. 1H) 7.24 (d. J=8. 4Hz. 2H) 
7.80 (d. J=8.4Hz. 2H) 
MS m/e(ESI) 511 (MH*) 
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mmmMt mm^mx-mm u 3-3- i ( [2- (2-* □ □ 7xn;w -%-*?)v-\, 3- 

y 

'H-NMR (CDC 1 3) 5 : 1.07 (d, J=6. 0Hz. 3H) 1.17 (d. J =6. OHz, 3H) 1.40 (d, J=6. 0Hz. 
6H) 2. 75 (s. 3H) 2. 92 (dd. J=7. 2. 14. OHz. 1H) 3. 05 (dd. J=4. 0. 14. 0 Hz. 1H) 
3.60 (sept. J=6. OHz. 1H) 4.12 (dd. J=4. 0. 7. 2Hz. 1H) 4.58 (d. J=5. 6Hz, 2H) 
4.64 (sept. J=6.0Hz. 1H) 6.63 (brt. J=5. 6Hz. 1H) 6.83 (d. J=8. 4Hz. 1H) 7.13 
(dd.. J=2.4. 8.4Hz. 1H) 7.21 (d. J=2.4Hz, 1H) 7.35-7.39 (m. 2H) 7.48-7.50 (m. 
1H) 8.25-8.27 (m. 1H) 
MS m/e(ESI) 531 (MH*) 




«^J95 1 ^©TjfcTM U 3-3- [ ( [2- (2. 4-v* □ □ 7i rjM -5-pWU- 
1. 3-^7*/-JU-4--rJW*;i/^z:;i/75y) ^f;H-HV^P^+y7iz;h 
2-f V 7"n ->7o 

'H-NMR (CDC 1 3) <5: 1.07 (d. J =6. OHz. 3H) 1.17 (d. J =6. OHz. 3H) 1.40 (d. J =6. OHz. 
6H) 2. 74 (s. 3H) 2. 92 (dd. J=7. 2. 14. OHz. 1H) 3. 05 (dd. J=4. 0. 14. 0 Hz. 1H) 
3.60 (sept. J=6. 0Hz. 1H) 4.12 (dd. J=4. 0. 7. 2Hz. 1H) 4.56 (d. J=5. 6Hz. 2H) 
4.64 (sept. J=6.0Hz. 1H) 6. 63 (brt, J=5. 6Hz. 1H) 6.83 (d. J=8. 4Hz. 1H) 7.13 
(dd. J=2.4. 8.4Hz. 1H) 7.21 (d. J=2. 4Hz. 1H) 7.36 (dd. J=2. 0. 8. 4Hz. 1H) 7.51 
(d. J=2.4Hz. 1H) 7.26 (d. J=8. 8Hz. 2H) 
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MS m/e (ESI) . 565 (MH 4 ) 



cHCD 




r 



mmms t mm^ikx-mm u 3-4— r y^o^ ->-3- [ ( [5-* 3^-2- (2-^x 

MS m/e (ESI) 503 (MH 4 ) 
glM^H40 



mmm^Emmmm = mm u: 3- (3-t (2-£ DD-4-yD»^^>^jn 7 

MS m/e (ESI) 513 (MH 4 ) 

gat«i4i 



£ttMI96 £ flt*©;fri£T?«yi L/, 3- (3- [ (1-9 □ □ -4--T V sJMr 
JH7S;]^f;H-y7P / <>W+y7i^;H -2--f V^PsH^r^oe* 

MS m/e (ESI) 518 (MH*) 
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MS m/e (ESI) 544 OUT) 
*»W143 




-2--r v **->7d tr* 

■H-NMROCls) 6 : 1.06 (d. J=6. 0Hz, 3H) 1.17 (d. J=6. 0Hz. 3H) 1.65-1.69 (m. 2H) 
1.77-2.10 (m. 6H) 2.40 (s. 3H) 2.71 (s, 3H) 2.91 (dd, J=7. 2, 14. 0Hz, 1H) 3.06 
(dd, J=4. 0. 14.0 Hz. 1H) 3.59 (sept. J=6. 0Hz. 1H) 4.11 (dd. J=4. 0. 7. 2Hz. 1H) 
4.54 (d. J=5. 6Hz. 2H) 4.82-4.85 (m. 1H) 6.44 (br. 1H) 6.82 (d. J =8. 4Hz. 1H) 
7.12 (dd. J=2.4. 8.4Hz. 1H) 7.20 (d, J=2.4Hz. 1H) 7.24 (d. J=7. 2Hz. 2H) 7.80 
(d. J=8.0Hz. 2H) 
MS m/e (ESI) 537 (MH*) 
^£601144 
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OH 



£ffim%tmm<vzmx'mmv. 3-3-[([2-(2^oD7x-;n-5-/f;hi, 3- 

MS n/e (ESI) 557 (MB*) 
%»01f4S 



#lJ60!l96<fc ™©7ji£T$!UI U 3-3- [ ( [2- (4-^ nay x^;W -5-;WM. 3- 

MS m/e (ESI) 557 (MH*) 
H^146 



^Jfi^J96tl^^W^j*T^31 U 3-3- [ ( [2- (2. \-~>yua 7x-JW -5-*3^- 





MS m/e(ESI) 591 (MH*) 



»J147 
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mmm% tmrno^mx-mw u i-a-w □ * >^jm-* ->-3- i ( [5-* ^-2- 

V7a#* ~>7o tf*>SI£#fco 
MS m/e (ESI) 529 » 



5 y ] * (2-7 'j ;w 7i-jh -2--r y 7D*+y7o ttymzntz. 
_______ - 

__Wi-\ 



nmww tmm<Djj&T®mv* 3- [3- ( (2-2 □□-4-< vTa^y^o^ 
;w 7$ y ] y^;u-4- (2-7 »j jw 7i-;H -2--r 7 

MS m/e (ESI) 500 (MM 
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nffiWMt HiO^S^lL. 3- [3- [ (2-7 □ wO^frttis^y 
vV ;M 7 s y 1 * ¥)V-A- (2-7 u )V) 7 x - M -2--T y 7*d ->7 □ £ * £ 

MS n/e (ESI) 526 (MM 
#li6ggi51 



11^98 tE8©£*fcT*&g 3-4- (2-7 U ;W -3- [ ( [5-*^;W-2- (4-* ^7 
x-;w-i. 3-^77-^-4-^ ;H *;v^-;P75 /) 7x^Ji/-2--f V7*d 

MS m/e(ESI) 519 W) 



mm&mtmmv>i5&x~mm u 3-4- (2-7 u ;w -3- ( ( [5-^^ju-2- (2-7 d □ 7 
x-jn-i. 3-^7y-;p-4-f;u]*;^-jU75/) *?mh 71-^ 77*0 

MS m/e (ESI) 539 (MH*) 

Hlf6flU153 

M^J153a) 
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C0 2 Et 



Y 



•H-NMRtCDCla) <5 : 1.01 (d, 1=6. 0Hz. 3H) 1.18 (d. J=6.4Hz, 3H) 1.27 (t, J=7. 2Hz. 
3H) 1.46 (s. 9H) 2.91-3.06 (m, 2H) 3.51 (sept, J=6. 4Hz. 1H) 4.10 (dd. J =4. 8. 
8. 8 Hz, 1H) 4. 16-4. 24 fin. 2H) 4. 40 (d. 1=5. 6Hz. 2H) 4. 69 (br 1H) 7. 01 (d. J=6. 0Hz. 
1H) 7.08 (d, J=5. 2Hz. 1H) 7.13-7.20 fin. 2H) 7. 24-7. 35 fin. 2H) 



3- (3- 1 ($H7 h W *s-h M-M 7^J\* ?-)V-A- i(h'j7Mo^ tju 
t*^7x^H -2- (2-^x-jM tr^VKx^xx^ 
Jl^ffl^T. Hig^J98^|s|^^gt. 3-[3-[(2,4-i;^OD^>^;i/)7S/] 
^^U-4-(2-5 1 X-;H 7 xzM -2-< V y D^+y y o If t ifc. 
MS m/e (ESI) 492 (MH*) 
gj|Ml54 



£»0!ll53iHflH:HB8U 3-[3-[(2-7DD-4-7otf*:>^>y*--f,ll/)7Sy] 
;* 3^-4- (2-^X - M 7 x x;H -2--f V7"P^y7"o hf* 
MS m/e (ESI) 516 (MH*) 
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tmm 153 1 mmztem u 3- [3- 1 (2-7 □ d-4->t v^d^->^> j w 7 5 

MS m/e(ESI) 516 (MH*) 




Mfe&mtmm<Dl5&;-ez- (3-[(fg=y b*->;*j;i/#-;w 75 /] 
[( h U 7;m-d*^;m x)i?*-M *+->7xxjW-2-(5-^^;w2-^x-;i/) 

'H-NMR (CDCI3) 6: 1.01 (d, J=6. 0Hz. 3H) 1.17 (d, J=6. 4Hz. 3H) 1.25 (t. J=7. 2Hz, 
3H) 1.46 (s. 9H) 2.51 (s. 3H) 2.91-3.05 (id. 2H) 3.51 (sept. J=6. 4Hz, 1H) 4.07 
(dd. J=4. 8. 8. 8 Hz. 1H) 4. 18-4. 29 (m. 2H) 4. 40 (br. 2H) 4. 70 (br 1H) 6. 73 (s. 
1H) 7.11-7.19 (m, 2H) 7.23-7.30 (m. 2H) 
HJg«»ll56b) 




3- (3- [ (SgHT* h * z/t) )Vifs~)V) 7 5 J ] * ^;U-4- [ ( h 'J 7 □ ;* ^JW X 
7*xjU]^^i/7xx;i,)-2-(5-^^-2-f 1 x-;i,)^D*+vyDe^>Stx 
^xXT-^^ffl^TH^JlSStl^UKc^SL, 3-[3-[(2,4-:x:7DCi^>vW 
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)V) 75 A /^;M-(5-/5 L ;P-2-5 i x-JW 7x-;H-2--f Vfw$**/"fu\L 
MS m/e(ESI) 506 (MH + ) 



i&MffllWtfflffilzi&Mis* 3- [3- [ (2-^ D o-4-^D/|?^-/^>7'f M 75/] 

MS m/e(ESI) 530 (MH*) 
g*HS8 



HUfctfiJ 1 56 £ ft ft Cffig L . 3- [3- [ (2- ^ o □ -4--T V 7 □ > * > 7 -f ; W 7 5 

y) ^^;i/-4- (5-^^-2-^x-;w 7izjH -2-<v7a#*>' 

MS m/e(ESI) 530 (MH*) 

HM159 

Sjg«»J159a) 



S3i£#J97<hft&©7jire3- (3- [ l^57h^y*M^H 75 7] *?)V-A- 





OH 
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•H-NMROCIj) 6 : 1.00 (d. J=6. 0Hz, 3H) I. 17 (d, J=6. 4Hz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 1.45 (s. 9H) 2.51 (s. 3H) 2.91-3.05 (m. 2H) 3.50 (sept. J=6.0Hz. 1H) 4.08 
(dd. J=4.8. 8.8 Hz. 1H) 4.21-4.24 fa, 2H) 4.38-4.41 (m. 2E0 4.69 (br 1H) 6.78 
(d. J=3. 6Hz. 1H) 7. 17-7. 20 fa. 2H) 7. 25 (d. J=8. 0Hz. 1H) 7. 31 (s. 1H) 
HJg0iJ159b) 



3- (3- 1 (IH^ ->*;P3j?- JM 75 7) ;*3MP-4- [(h'J7Mn^ X* 
7 a - M > 7 x ~ ;W -2- (5- £ □ p - M 7° a =y^u tf * >&x 
?JH7fJH&ffl V»T*Jfi«ill53t^fc«lSL, 3- [3- [ (2. 4-v 5 ? P P^>*Af 
JH75/] ^^-4- (5-? □ 7x-M -2--T V yp#*~>yp tf 

MS We (ESI) 526 (MH + ) 



mmm 1 59 1 i^&kms l . 3- [3- [(2-^0 p-4-^p >\at ;w 7 5 / 1 

^ 3^l/-4- (5- ^ □ P -2-^X - ;U) 7 x - M -2-< V :/p ->7"p t: * >6£ £f# 

MS m/e (ESI) 550 (MH + ) 
glM16J 
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nmm \z®& v . 3- (3- 1 (2-? □ □ -4-< v t*p > >/ -< ;w 7 5 

y ] ^ 3^-4- (5-2 □ p-2-^x - ;W 7 x - JH -2-< V 7*p ^x^o e * £ 

mz. 

MS m/e (ESI) 550 (MM 
SEE 162 
fij&W 162a) 



[ ( b U 7)V*u*^M 7.)l7*-)V) **->7i=JM -2- (4-* ^;W2-Mn;M 
7 □ If *>*x?-;l/X*7\n,£#fc. 

■H-NMROClj) 6: 1.00 (d. J=6. 0Hz, 3H) 1.17 (d. J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz, 
3H) 1. 45 (s, 9H) 2. 29 (s. 3H) 2. 94-3. 05 (m. 2H) 3. 54 (sept. J -6. 0Hz. 1H) 4. 08 
(dd. J =4. 8. 8. 8 Hz, 1H) 4. 12-4. 24 (m. 2H) 4. 40 (br, 2H) 4. 70 (br 1H) 6. 82 (s. 
1H) 7.14-7.19 to, 2H) 7.28 (d. J=9. 6Hz. 1H) 7.31 (s, 1H) 
$ttffll62b) 



3- (3- [ V&=7 h^y*^-JW7$;]^ 3^-4- l(h U 7Mo^ ^Jl>) X ;U 
fMXfJ^i HTHlfiH 1 53<fc TO MS U 3- (3- [(2,4-y^DD^> y*^f 
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MS m/e (ESI) 506 (MM 



nmm i 62 1 mm km u 3- [3- [ (2- * d p -4-y □ > »/-r ;w 7 5 y ] 

(4-y 3^-2-^x x M 7 i-M -2-< V ->^o tf * 

MS m/e (ESI) 530 (MM 
»#J164 



Ulig^ 1 62 £ mm \mW b . 3- [3- [ (2- * P P -4--T vyp^y^>^JH75 
MS m/e (ESI) 530 MP) 



&mmi tmm<D^mx^- (3- 1 (^h+y*;^H7$y] y ^;u-4- 

[(hU7Ma^ 3^) * ;U 7 * x;H -> 7 x x M -2- (3-^x - M 7°p * 






217 



WO 01/25181 



PCT/JP00/06788 



->7*D tt^XTfrJLZTfrZ'&tz. 

'H-NMR(CDC1,) 5: 1.01 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. 4Hz. 3H) 1.27 (t. J=7. 2Hz. 
3fl) 1. 44 (s. 9H) 2. 95-3. 06 (m, 2H) 3. 55 (sept, J=6. 0Hz. 1H) 4. 09 (dd, J=4. 8. 
8.8 Hz. 1H) 4.14-4.25 (m. 2H) 4.32 (d. J=5. 6Hz. 2H) 4.64 (br 1H) 7.10-7.11 
(m, 1H) 7. 18-7. 25 (id. 3H) 7. 30 (s. 1H) 7. 37 (dd. 1=2. 1. 5. 2Hz. 1H) 



3- (3- [ (fflHT* hZ-istum-M 75/] ^^-4- ( ( h U y)VHru^M 7JW 
7 it ~M * * v 7 xn;w -2- (3-^x - JW yb v7*d bf* >g6x^;px* t- 
;^ffi^THJ6^J153t(^«llc:5!lgL, 3- [3- [(2. A-V9nui>*MM 75/] ;* 
3^-4- (3-5 1 x-;H 7x"iH -2-< vya#+->yo 
MS m/e (ESI) 492 (MH*) 



|IOT165<h|!^k:$agU 3-[3-[(2-^DD-4-7*Dtf*v^>y-OM 75 /] 
^^;u-4- (3-^x-;n 7xxjh-2-< v 7*o 
MS m/e (ESI) 516 (MH*) 




HOT 166 





S 
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1 65 1 fmmmm u . 3- ra- [ (2-* □ □-4-< y y □ > y-r ;w 7 5 

MS m/e(ESI) 516 (MH 4 ) 
§3i£0iJ168a) 

BocHN^VW C ° 2Et 

®&mw£m%k(»ij&re%- (3- [ (tgny ->*;usH-;w 7$ y ] *^;i/-4- 
[ ( h y 7 a ;* x )i? * —M ^->7x x;w -2- (3-7 u ;w y d -> 
yp k"^>B6x^xxx;u^^o 

'H-NMR(CDClj) 5: 1.00 (d, J=6. 0Hz. 3H) 1, 17 (d. J=6.0Hz, 3H) 1.27 (t. J=7. 2Hz, 
3H) 1.45 (s. 9H) 2.93-3.04 fa. 2H) 3.54 (sept. J=6. 0Hz. 1H) 4.08 (dd, J=6. 8. 
8. 0 Hz, 1H) 4. 18-4. 26 fa. 2H) 4. 30-4. 41 fa, 2H) 4. 67 (br 1H) 6. 52 (d. J=4. 0Hz, 
1H) 7.13-7.19 fa. 2H) 7.25-7.28 fa. 2H) 7.49 (d. J =4. 0Hz, 1H) 




3- (3- [ (^h^yM^HT^y] *3MI/-4- [ ( h U 7)V*u*3-M Z)V 

7*-M *+«>7x=;m -2- (3-7 y ;w yD7t?^«>yo tr^&x^xxxju 

*^>T£««153)£H«fc4B»U 3-(3-[(2.4-v7 0D^>y<;W75y]^ 
^Jl/-4- (3-7 U ;M 7xXJW -2--f y^D#*->^D 
MS m/e (ESI) 476 (MH + ) 
&8BW169 
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nt&w i wtmmz®mL, 3- [3- [ (2-7 d d-4-7*d#* > yv ;W7sy] 
*^;p-4- (3-7 ujw 7x~;M-2-<77d#*->7o e*>&£#fc. 

MS m/e (ESI) 500 Offl*) 
H^J170 



mmm wtmrnizmmu, 3- [3- ( (2- 7 □ □ -4--r yyd^^>!/-f;w7s 

y]*^-4- (3-7U;W7xz:JH-2-<77D^->7 , Ptf*>^€:^fc. 
MS m/e (ESI) 500 (MH + ) 



HJfitfJ 1 53 1 m& \z?m L , 3- [3- ( [2- 7 )l* u -4- ( h U 7 JP* o ^ J W ^ > 7 
;H 75 y ^^W-4-(2-^x-;W 7x-;U-2-f 7 7d#*~>7d 

MS m/e (ESI) 510 (MH*) 




0 
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OH 



nnmisitmmizmmv. 3- [3- [ (2-7 □ d-4->7 d^^m-^v^vw 

tZo 

MS m/e (ESI) 542 (MM 



^Sfi«»J153t |i|«»-MaL, 2--T V7*D#* v-3- [3- [ ( [5-*3\JW2- (4-/^^7 

x-jW-1. 3-^7y-^-4--f;H^;^^;u75y) ^?;W-4- (2~fx-;w 7i 

MS m/e (ESI) 535 (MM : " _ __ 



i 56 1 mm l » 3- [3- ( [2- 7 jm- □ -4- ( h u 7 d * ^ > v* 

<;H7=y^ -4- (5-* ^ - 7 x - M -2-f 7 7°D v'T'D 

MS m/e (ESI) 524 (MM 
HMI75 
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<1. 




MS m/e (ESI) 556 (MM 



^Jfi«aJ156<J:l5l«IHMSL. 2-<V^D#*^-3-[3-[(I5-^?;W-2-(4-^^7 
MS m/e (ESI) 549 (MH*) 



1 59 1 mmzmm v . 3- (3- ( [2-7 ;m- o -4- ( h >j 7 jm- p * j w *s > »y 

-f jW 75 y -4- (5-£ □ a-2-^xn;W -2--f y^o^yyo 

MS m/e (ESI) 544 (MH 4 ) 
lllfiffl 178 
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OH 



£ttM159£mttttl U 3- [3- [ (2-^ o p-4->^ p^>^;U^^->^>i/-T 
;M 7 5 J ) * 3^-4- (5-7 a M 7i~;H -2-< V 7* d y^o 

MS m/e (ESI) 576 (MH*) 



*Jfi«159£H*fc«HIU 2--T V 7*P#*~>-3- (3- [ ( [5-*>;i/-2- (4-pWl/7 
x-;W -1,3- M tl)Vi^ZL)V7 5 /) * -4- (5-7 P P-2-3 1 

x-;W 7i-JH. 7 Ptf:* ~ _ 
MS m/e (ESI) 569 (MH*) 



mmm mtmmizmmi^ 3- [3- ( [2- 7 p-4- ( h u 7 p ^ > v* 
;H 7S y y^;w-4-(4-^^;i/-2-^x-jw 7xx;M-2->f v^d^+^d 

MS m/e (ESI) 524 (MH*) 
H^J181 
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%mm 1 62) t mm\zmm u . 3- [3- [ (2-7 □ n-4- -> ? □ ^ >^ > iat 

MS m/e (ESI) 556 (MH 4 ) 



Htfifisi 1 62 1 mmm s u ->-3- [3- [ ( (5-* 3-)V-l- (4-* 7 

x-;w-i. 3-5 L 7i/-;i'-4-f ;w #;i/#^;i/7$ A -4- (4-^^;u-2-5 1 x 

MS m/e (ESI) 549 (MH 4 ) 
3dSfli)183 



MWeSil^ta&JIU 3- [3- ( [2-7;U*D-4- ( h U 7)V*n*^M 
-fJH7=; *3\M/)-4- (3-^X-;W 7i-;H-2--f V^o^y^o \i*>m* 

MS m/e (ESI) 510 (MH*) 
Ht6gill84 
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^ 0 




s 



mmm i 6 5 t mm iznm v . 3- [3- [ (2- 7 □ □ -4- ~> 7 □ * * ^ > »/-r 
;W 75 y] ^fjH-(3-fxijH 7x.-M-t-4 77d#*v7d tf*>&£# 

MS m/e (ESI) 542 (MH*) 



S 

^js#i 1 65 1 mmzvm u 2-< vyo#+ ->-3- [3- [ ( [5-* ^)v-i- 

-M 7d 

MS m/e (ESI) 535 (MH*) 
»0J186 



HJ6^J168«tl^^HMaL, 3- [3- (l2-7;^o-4- ( h U yfrXutJ-M ^>\/ 
< ;H 7 5 y y -4- (3-7 g ;w 7 x - ;H -2--r V 7"d * v7p 

MS m/e (ESI) 494 (MH*) 
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a 0 i 




;W7$y] ^)v-a- (3-7U;w 7x-;n-.2-<y^D^:>yDhr^->K$r#fco 

MS m/e (ESI) 526 (MH*) 



»^168<!:^^t^ab, 2-< V7d* * v-3- [3- [ ( ft-* ^-2- (4-* 3^1/ 7 
x-;i/)-l, 3-^7!/--«^-4-f;H*;P#=^7Sy)^^H-4- (3-7 U;W 7x- 

MS m/e (ESI) 519 (MH*) 

««189 

©£03 189a) 



-*>5W5-aM'5;i'-2-.* h^*>^> v /X-h2. 95g<h h'j7xzM7*7^ 
l)x>7-fch7^xfc K5g^h;UX>4 1 T'^L, 80 < CT7^r^Wbfc o 

3:1)-C*IS!L> *5>5W2-* (-3-t+V-l-7'D y <^)H ^>'/x- h (E- 

Z mixture) 2. Og^HfeH^i: LT^feo 

'H-NMR(CDCIj) 5 : 3. 95+3. 97 (s. 3H) 5. 37 (s, 2H) 6. 61+6. 64 (s. J=8. OHz. 1H) 6.9 
0-7. 07 (m. 2H) 7. 33-7. 47 (m. 5H) 7. 62+7. 70 (dd. J =2. 0, 8. OHz, 1H) 7. 95+8. 02 (d. 
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J=2.0Hz, 1H) 



Ml 89b) 




C0 2 Et 



HJX^;i/-2-*X*y:/^U-hO. 77gO.N-v*3 L ;M^A75 Hfc»KU 
*^b^" h U 9 Al l5mg£l)D;tM'T? 1 WFIBWUfc. ^>v>JP2-* h*->-5- (-3- 
^^J-\-^u^~)l) ^>yi- h (E-Z mixture) 0. 6g£N, H-y/fM^A7S 

Tfg0Lfc(^*^>:ft&X5F;U=8:l)o me>tltCb<D&JL* y-)MZ®mU 10X 

«U &&£M£T@£U 5-(4-(x h^y*M-;HA4->JH-2-^ h+y^c 
If^O. 47g£Mfeil&tt$J<>: LT#fc. 

'H-NMR(CDClj) 5:0. 50 (t. J =8. 0Hz. 3H) 1. IT (t. J=8. 0Hz, 3H) 1. 38-1. 58 (m. 6 
H) 2. 20 to, IH) 2. 54 (t. J=8. 0Hz. 2H) 3. 99 (s, 3H) 4. 07 (q, J=8. 0Hz. 2H) 7.90 
(d. J=8. 0Hz. 1H) 7. 29 (dd. J =2. 0. 8.0Hz. 1H) 7. 91 (d. J=2. 0Hz, 1H) 

mmmmo 



5- [4-(x h*v*;P^x;W ^v;H -2-/ h^y^lSHO. 47g£4- (h 'J 

^□^^;w^>^;p75>o.27g^ffl^, nifi«ajic)d) tmmvyjmT'fcfoz'ij? 

d <k 0 , 2-X5 L ;W-5- [4-/ b*->-3- ( [4- ( h 'J y)V^u^)V) ^> vJH 7 5 
y#;U#-JM 7xXJH^>^>m0. 21g£&fefcllff<hLT#£. 
•H-NMR(CDC1 3 ) 6 :0.85(t. J=8. 0Hz, 3H) 1. 42-1. 59 On. 6H) 2. 27 On. 1H) 2. 53 On. 
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2H) 3. 85 (s. 3H) 4. 66 (d. J =6. OHz, 2H) 6. 90 (d. J=7.0Hz. 1H) 7.26(m. 1H) 7.4 
7(d. J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 8. 04 (d. 1=2. 0Hz. 1H) 8.34(bs. 1H) 

SSii£0U19Oa) 



Si£0H189aK HB^ll89a)<?:^a)^t c tD, 5- (5-X h+v-4-f V^o#* 
v-5-^V^>^)-2-^ b*->£Jft«£#fc. 

'H-NMR(CDClj) 6 :1. 13 (d. J=6. OHz, 3H) 1. 19 (d. J=6. OHz, 3H) 1. 27 (t, J=8. OHz. 

3H) 1. 54-1. 74 (m. 4H) 2.62(1. J =8. OHz, 2H) 3. 58 (sept, J=6. OHz. 1H) 3. 88 (id. 

1H) 4.05(s. 3H) 4. 18(q. J=8. OHz. 2H) 6, 98 (d. J=8.0Hz. 1H) 7. 37 (dd. J=2. 0. 
8.0Hz. 1H) 8.00(d. J =2. OHz. 1H) 



^Sg0lll9Ob) 




5-(5-x h*->-4--f y^o^y-5-^V^>f;H-2-/ S*->£EMO. 35 
g<!:4-(h 1 J7;U^P^5 L ;W'5>v ? ^7a>0. 18g£flH\ HJg^Jlc) d) t^©^ 
STSffc^ 5 £ t \z ck o . 5-3- [ K > >*;U7 s y ) - ;H -4-/h+y7i 
-;U-l-f 7 7dt}?*v^>* >&0. 18g£**£#.H«<!: Lxntzo 
'H-NMR (CDC1 3 ) 5:1. 20 (d. J=6. OHz. 3H) 1. 21 (d. J=6. OHz. 3H) 1. 67-1. 80 (m, 4H) 
2. 63 (t. J=8. OHz. 2H) 3. 69 (sept. J=6. OHz. 1H) 3. 92 (s. 3H) 3. 96 (m. 1H) 4. 7 
0(d. J=6. OHz. 2H) 6. 98 (d, J=8. OHz. 1H) 7.26(m. 1H) 7.47(d, J =8. OHz. 1H) 7. 
59 (d. J=8.0Hz, 2H) 8. 04 (d. J=2. OHz. 1H) 8. 33 (bs. 1H) 




H^191 
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nmm n t mmo^mzz o 2- (4-/ h *->-3- 1 12- (2. 4-7* o □ 7 x -m 7 

'H-NMR(CDClj) 6 :0.93(t. J =8. OHz. 3H) 1. 55-1. 64 (m. 2H) 2. 58 (m. 1H) 2. 68 (dd. 

J=4. 5. 14. OHz. 1H) 2. 89 (dd. J=7. 0. 14. 0Hz. 1H) 3. 78 (s. 3H) 3. 82 (s. 2H) 6. 
73 (d, J =8. OHz, 1H) 6. 84 (dd. J=2. 0. 8.0Hz. 1H) 7. 26 fa. 1H) 7. 35 (d. J =8. OHz. 

2H) 7. 45 (d. 2.0Hz. 1H) 7. 88 (s. 1H) 8. 19 (d. J=2. OHz. 1H) 



&mm\4tmm<D*mzx. v *->-3- (4-* h*->-3- 1 [2- (3-7^ 

*D) -4- h U 7)V*u*?M 7x.-)V) 7±.7-)V) 75./) 7x^7*P/1>&£ 



'H-NMR(CDClj) d :1.06(d. J=6. OHz. 3H) 1.65(d. J =6. OHz. 3H) 2. 90 (dd. J=7. 0. 
14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14. OHz. 1H) 3. 58 (sept. J =6. OHz. 1H) 3. 78 (s. 2 
H) 3.80(s. 3H) 4. 13 (a 1H) 6.77(d. J=8. OHz. 1H) 6. 92 (dd. J=2. 0. 8. OHz. 1 
H) 7.25 0n. 2H) 7. 61 (t. J =8. OHz. 1H) 7. 76 (s. 1H) 8. 24 (d. J=2. OHz. 1H) 



nmmutm&o)i5mz.& 02-r (4-* h*->-3- 1 12- (2. 4-v 

'H-NMR(CDClj) 5 :1.06(d. J=6. OHz. 3H) 1. 15 (d. J =6. OHz. 3H) 2. 88 (dd. J=7. 0. 
14.0Hz. 1H) 3. 05 (dd. 1=4.5. 14. OHz. 1H) 3. 57 (sept. J =6. OHz. 1H) 3. 80 (s. 3 




MW193 
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H) 3. 83 (s. 2H) 4.12(0. IB) 6. 76 (d. J =8. OHz. 1H) 6.90(dd. J=2. 0. 8.0Hz. 1 
H) 7. 27 (dd. J=2.0. 8.0Hz. 1H) 7. 36 (d. J=8.0Hz. 1H) 7. 46 (d. J=2. OHz. 1H) 7. 
86 (s. 1H) 8. 26 (d. J =2. OHz. 1H) 
^liSfli]194 

F M^QTC H 

HK«22tH«©^tek:«J: 02- (4-* h*->-3- 12-** 7 -2- [2. 4-y7MD7 
- 'J y] X3\>H ^>vJW 7* 

'H-NMR(CDClj) 6 :0. 95 (t. J-8. OHz. 3H) 1. 57-1. 66 On, 2H) 2. 57 (m. 1H) 2. 70 (dd. 
J=7.0, 14.0Hz. 1H) 2. 89 (dd. . 1=4. 5. 14. OHz. 1H) 3. 69 (s. 2H) 3. 92 (s. 3H) 6. 
76-6. 87 (m. 3H) 7. 09-7. 12 (m. 2H) 8. 22-8. 29 k 2H) 




^Jg0y22i^O!)^}ifc J; 02- (4-* h*~>-3- l2-**7-2- [2-^^-4- ( h >J 
7)V*u*?-)\,) 7- 'J V ] x^;H ^>^;W ^ >»£f§fc. 
'H-NMR (CDC 1 3 ) <5 : 0.96 (t. J-8. OHz. 3H) 1. 55-1. 70 (n. 2H) 2. 10 (a 1H) 2. 57 (dd. 

J=4. 5. 14. OHz. 1H) 2. 89 (dd. J=7. 0. 14. OHz. 1H) 3. 73 (s. 3H) 3. 89 (s. 2H) 6. 
88 (d. J-8. OHz. 1H) 7. 12-7. 15 fan. 2H) 7.26(t. J=8. OHz. 1H) 7. 39 (d. J =8. OHz. 

2H) 7. 63 (s. 1H) 8.03 (d. J =8. OHz. 1H) 
&fi6W196 
HJ£0yi96a) 




HBS0iJ22a)-c) £H«©#i£fc:J: Dxf^2-lfJW- (4-* h*v-3- 12-** V 
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-2- [2. 4-7£ PP7x'J y] X^;U 7xx;W -2-7p^/ X- h 
•H-NftDKCDClj) 6 : 1. 17(t, J=8. OHz. 3H) 1. 34 (t. J =8. OHz. 3H) 2. 56 (q, J=8. OHz. 
2H) 3. 77 (s. 3H) 3. 96 (s. 3H) 4.26(q. J =8. OHz. 2H) 6. 98 (d. J=8.0Hz. 1H) 7. 
22 (dd, J=2.0. 8.0Hz. 1H) 7. 31 (d, J =8. OHz. 1H) 7. 37 {dd. J=2. 0. 8 OHz. 1H) 
7. 58 (s. 1H) 8. 22 (bs. 1H) 8. 37 (d. J=8. OHz; 1H) 

2-X5 1 ;P-3- (4-7 h**>-3- !2-:**7-2-[2. 4-:77 □ P7X«J X^JH 7i 
xjW-2-7p^/x-ho.9g£x7y-;H5mi. ftBlx^nsilfcSAiu x^u 
>y7S >T*tiLfc/^y^AKm 6g&fli*.fc. £j&^£*itflMT£iST 

M^^^hif^y^-ummL, X?7W2-(4-7 h*v-3-|2-:**7-2-[2,4 
-77 o DTX'J y ] x^;H ^>-7;H 77 / x- hO. 44geftfi*Mttfa& UT#fe. 
"H-NMR (CDC1 3 ) 5:0. 90 (t. J -8. OHz. 3H) 1. 14 (t. J-8. OHz. 3H) 1. 50-1. 68 (m. 2H) 
2. 54 (id, 2H) 2. 68 (dd. J =4. 5, 14. OHz. 1H) 2. 86 (dd. J =4. 5. 14. OHz. 1H) 3. 72 (s. 
2H) 3. 88 (s. 3H) 4. 05 (q. J =8. OHz. 2H) 6. 85 (d. J=8. OHz. 1H) 7. 10 On. 2H) 7. 20 (d. 
J=8. OHz. 1H) 7. 26 (d. J=8. OHz. 1H) 8. 30 (bs. 1H) 8. 37 (d. J=8. OHz. 1H) 

X^;P2- (4- 7 h * ->-3- 12-;** V -2- [2. 4-v £ P P 7 X 'J / ] X^;H ^ > -7 
;W 7* /X- hO. 27g£x7 J -;H0ml fc«*?U 5N*SHt7 H U 7 A 1ml £JD*. 
fc„ K^**SiBT24Wfra«i*Ufc». TKS^^X^X-x^Tttffi 
Lfc. fclfcififilTBttKU BlfKx^^T-aaiUfc. ^x^^S^^Ip^tK 
T*»fctS*««T^*5/£ATft*U ®&£&l£@£-r£lM;:,fc02-(4-* h 
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+i>-3- 12-** 7-2- [2. 4-v£ □07ZU J]x&M *>5W) ^>g^ifii 

'H-NMR(CDClj) 5:0. 89 (t. J-8. 0Hz. 3H) 1.49-1. 62 fa 2H) 2. 50 (m, 2H) 2. 64 (dd, 
J=4. 5. 14.0Hz. 1H) 2. 84 (dd. J=4. 5. 14. OHz. IB) 3. 72 (s. 2H) 3. 88 (s. 3H) 6. 

80 (d. J=8. OHz. 1H) 7. 06 (m. 2H) 7. 12 (dd. J=2. 0. 8. OHz. 1H) 7. 22 (d. J=8. OHz. 
1H) 8. 23 (s. 1H) 8.28(d, J =8. OHz. 1H) 

C0 2 Et 

frm<t1- h 'J V A lg£x h7tH07 U f h7th'077 >K8#P 

Ufc7-fe h 7x V >3g*toAMT30£ra«#Ufc. Hid vX^^lf U- h3. 
7g£S0;L. ll$P«ajn&MffiL&. R&?££*#U tK> 8Hfc7>^x9A»»c*ijn 
A»»X5=-;H?«iaibfc. W«Jf£ffifn:£Jg7KTifci£U l*M7^y7AT 

U X^;U-(Z)-4-t HD^y-2-t+V-4-7xUH-^yi- h2. 37g£*#)fc. 
'H-NMR (DMS0-d 6 ) 5:1.15 (t. 1=8. OHz. 3H) 4. 18 (a. J =8. OHz. 2H) 6. 55 (s. 1H) 7. 
35-7. 48 (id. 3H) 7. 80 (m. 2H) 
£ii£0iJ197b) 

X3M1/-(Z) -4-t KD^->-2-^y-4-7xx;W3-^yx-hO. 67g£gf&10 

■ifc*#u ^^jpl K5s»o. i7g*jpAfc. Kfom&2mmmmmLiz&. m 

H'tKSI^ h 'J »7 A^ffi, ffifn£ifi*Tfft#, ***B6^*5'*ATft»&, &EE 

X3MP9: lTX^;H-^^;U-3-7 iXJW-lH-5-f^ V-)lt>)li£*zsV- hO. I2g. 
A^it > : 6^X3^4 : 1 T'X^/P 1- * ^JU-5-7 x X )V- 1H-3- 1 5 7-^7J 
vl/-h0.55g£#£. 




232 



WO 01/25181 



PCT/JP00/06788 




JC/-C0 2 Et 



X^;H-* ?)l-Z-7 x 1H-5- tf 7 !/-;U* JP#* > I/- h 

'H-NMR(CDClj) a : 1. 42 (t. J =8. OHz, 3H) 4. 21 (s, 3H) 4. 38 (q, J=8. OHz, 2H) 7.11 

(s, 1H) 7.32(1, J=8.0Hz. 1H) 7.40(1. J =8. OHz, 2H) 8. 79 (d. J=8. OHz. 2H) 



'H-NMR(CDClj) 6:1.41(t, 1=8. OHz, 3H) 3,95(s, 3H) 4. 43 (q. J=8. OHz. 2H) 6.85 
(s. 1H) 7. 40-7. 53 (m, 5H) 
MM 197c) 



x5 1 ;n-^5 L ;p-3-7x~;w-iH-5-e7y-;w*;u#+*>k-K0. i2g£x^y 

-JMilCSflPU 5N7K$tfb:h h U ^A^lml^DllA, 1 ^JDl^il»SLfc„ 
&£tIc&U 2N^MT>^?PL^^S?x5 1 jl,T*tttbLfc. W&if £&fn&&*T-ft 
£*8fcBr7$ r *~>SAT$Hft&. ttEiSflSU l-*3^-3-7xx;WlH-5-tf 

'H-NMR(CDC1 3 ) 6 : 4. 22 (s. 3H) 7. 22 (s. 1H) 7. 33 (t. 1=8. OHz. 1H) 7. 40 (t, J=8. 
OHz. 2H) 8.80(d, J=8. OHz, 2H) 




x^jh-^ ^;p-5-7 x - ji,-iH-3- tr ? v- v 
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mmmm)e) tmmo^mz^*) 2->r v:/d#*->-3-[4-* h*v-3-u(i-* 

'H-NMR (CDClj) 6 : 1. 06 (d, J=6. OHz, 3H) 1. 17 (d. J=6. OHz. 3H) 2. 94 (dd, J=7. 0. 
14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14. 0. 1H) 3. 88 (s. 3H) 4. 12 (dd, J=4. 0. 7.0Hz. 
1H) 4.20(s. 3H) 4. 57 (d. J =6. OHz, 3H) 6. 57 (bs. 1H) 6. 73 (s. 1H) 6. 84 (d. J=2. 
OHz. 1H) 7. 1 6 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d. J =2. OHz. 1H) 7. 32 (d. J=8. OHz. 
1H) 7.39(m, 2H) 7.76(m. 2H) 




x^;n-^^;b-5-7x-;U-lH-3-e77— JUA^sH+^U— hO. 55g£x^y 
-JHfalfcMBU 5N*gHfc^hU£A&?j£2il£;bn*.. 1 fclWMfcaaEUfc. £ 
lfc«E**?&U 2N^T*+fnbfc^Kx^;i/T«&iHbfc. ^r«JB£flS#fi£lfi*T 
Sfc8K &*l&&^*v£ATi£&&, «JEiSI8U l-*5\>U-5-:7xx;MH-3- 

'H-NMR (CDC 1 3) 6 : 3.9l(s. 3H) 6. 82 (s. 1H) 7. 34-7. 45 (m. 5H) 
115600 198b) 
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Hi60iJ19d)e) tmm<DJ5mz£r). 2H'77 r D#*5'-3-[4-* b*->-3- ([ (1-* 

^;u-5-7 xx ji-ih-3- tf 5 V u jw * ;u#x;n 7 s y x^;w 7 x - M -?un> 

'H-NMR (CDClj) <5 : 1. 04 (d, J=6. OHz. 3H) 1. 14 (d, J=6. OHz. 3H) 2. 90 (dd, J=7. 0. 
14.0Hz, 1H) 3. 04 (dd. J =4. 5, 14.0. 1H) 3. 55 (sept. J =6. OHz. 1H) 3. 86 (s. 3H) 
3. 88 (s. 3H) 4. 09 (dd. J=4. 0. 7.0Hz. 1H) 4. 60 (d. J =6. OHz. 3H) 6. 80 (d. J=6. 
OHz. 1H) 6.84(s. 1H) 7. 12 (dd. J=2. 0. 8, OHz. 1H) 7. 23 (d. J =2. OHz. 1H) 7.32 
(bs. 1H) 7. 39-7. 57 (m. 5H) 
Hffiffi.1199 
8ajg^J199a) 

C0 2 Et 

7x-;U7-b^U>lgt2-^ PO-2-t Fo*W 5 y gf&x3\n,x;wn. 48 
g £7 A20mH;:igfi?U ^*U7A1.4g$jDA, £iST16l$P B M#L*:o 

7A^D^h^77^-T'^SiL(^it>:^X^9:l), X^;P 5-7xx;U 
-4-< V^l/-;^ JPtf* v 1/- h 1. 2g£*f fc. 

'H-NMR (CDClj) 6:1. 35 (t. J=8. OHz. 3H) 4. 40 (q. J =8. OHz. 2H) 6. 85 (s. 1H) 7.36 

-7.50(m. 3H) 7. 68-7. 80 (m. 2H) 

§ai£0!1199b) 
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5-7x~;U-4-1'V^-9-y-;i/*;^+->l/-h0.4gS:Xr5'y-;H0inl 

■H-NMRffiMSO-de) 6 : 7. 32 (s. 1H) 7. 48-7. 57 (m. 3H) 7.92(m. 2H) 
2d£0ill99c) 



'H-NMR(CDClj) 6 : 1. 04 (d. J=6. 5Hz. 3H) 1. 16 (d. J=6. 5Hz. 3H) 2.90(dd. J=7. 0. 
14.0Hz. 1H) 3.06(dd. J =4. 5. 14. 0Hz. 1H) 3. 56 (sept. J =6. OHz. 1H) 3. 87 (s. 3 
H) 4. 10 (dd. J=4.5. 7.0Hz. 1H) 4.61(4 J=6. OHz. 2H) 6. 82 (d. J=8. OHz. 1H) 6. 
96 (s. 1H) 7. 15 {dd. J=2. 0. 8.0Hz. 1H) 7.22(d. J=2. OHz. 1H) 7. 36 (bs. 1H) 7. 
47 On. 3H) 7.78 k 2H) 
. HjiSgil200 



m mm i 97a) w 1 98 1 mm ©^art- 1 - * ^jw-s- (2- 1 u - 1 h-3- tr ? *j-)it> 
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'H-NMR (DMS0-d 6 ) 6 :4. 18(s, 3H) 7. 22 (s. 1H) 7.40(t. J=6. OHz, 1H) 7. 85-7. 94 (m. 
2H) 8. 68 (d. J=4. OHz. 1H) 12. 75 (s. 1H) 



0US#J19d)e) tm&<Dl5miz£ 0, 2--f 77ci#*->-3-4-j* h*~>-3-[([l-* 

3^-5- (2- tr u v;w - ih-3- tf ? V u ;n # ;M^;U7 5 / ) ^ 7x-^d 

'H-NMR (CDClj) 6 : 1. 03 (d. J=6. 5Hz, 3H) 1. 34 (d. J=6. 5Hz, 3H) 2. 90 (dd, J=7. 0. 

14.0Hz. 1H) 3. 05 (dd, J =4. 5. 14. OHz. 1H) 3. 55 (sept. J=6. OHz. 1H) 3. 87 (s. 3 

H) 4: 09 (dd, J=4. 5. 7.0Hz. 1H) 4. 24 (s. 3H) 4. 60 (d. J =6. OHz. 2H) 6. 81 (d. J= 

8.0Hz. 1H) 7. 14 (m. 2H) 7.23 0b. 2H) 7.34(bs. 1H) 7. 64 (d. J =8. OHz. 1H) 7.85 

(bs. 1H) 8. 70 (d. J=4.0Hz, 1H) 

gyfifljJ201 

Ki£0!l2Ola) 



m^m 1 97a) -c) t w\mv>jjfcT- 1-* 7- JI/-3- (2- tr u s?;w - ih-5- tr? ju* ;p 

'H-NMR (DMSO-ds) 3:4. 13 (s. 3H) 7. 26 (s. 1H) 7. 32 (dd. J=4. 0. 8.0Hz. 1H) 7.82 
(t. 1=8. OHz, 1H) 7.91(d, 1=8. OHz. 1H) 8. 57 (d. J =4. OHz. 1H) 
Hii60y2Olb) 
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m6#J19d)e) tmm<D^mziiO. 2--f V7d#*->-3-4-* h*:>-3-[([l-* 

^;i/-3- (2-tru v;w-iH-5-tf7yj;n*;w#-;i/7sy) 7i^d 

'H-NMRtCDClj) 0 :1. 03 (d. J=6. 5Hz, 3H) 1.10 (d. J =6. 5Hz. 3H) 2. 75-3. 00 fan, 2H) 
3. 57 (sept. J=6.0Hz. 1H) 3. 81 (s. 3H) 4. 05 (dd, J =4. 5. 7. OHz. 1H) 4.21(s. 3 
H) 4.52(d. J-6-OHz. 2H) 6. 75 (d. 1=8. OHz. 1H) 7 08 (id. 2H) 7. 15 (bs. 1H) 7.4 
5(bs. 1H) 7.84(s, 1H) 8.04(t. J=8. OHz, -1H) 8. 24 (d. J =8. OHz. 1H) 8.70(d. J 
=4. OHz. 1H) 
Hi6gi|202 

Nv C0 2 Et 

x^2-^DD7-feh^2. 33mli^*:/otf*>75 HI. 5g*X*/-JM0n 
1C«#U MT16^}i#Lfc. U 7^W^ »«x^;UTtt 

4:1)X^ 2-X5 L ;P-5-^5 1 ;U-l. 3-^7\/-;i/-4-*;i/^->U-H0. 8g£^fc. 

'H-NMR (CDC1 j) 5 : 1. 34-1. 60 On. 6H) 2. 98 (q. J=8. OHz. 2H) 3. 70 (s. 3H) 4. 29 (a. J=8. 0 

Hz. 2H) 

@jg^J202b) 
M C0,H 
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x^;u 2-x?)M-*?)i,-i 3-f7'/-;M-AM+yU- hO. 8g£x*y 

&*&8^*v£ATSail?^ &jE£agU 2-x3Ml,-5-*?\>M. 3-^7 

•H-NMR(CDC1 3 ) d:l.40(t, J=8. OHz. 3H) 3. 74 (s. 3H) 4. 03 (q, J=8. 0Hz. 2H) 
«0iJ2O2c) 



HJ6^ji9d) e) tmm<DHmz& 3- [3- u (2-x5 l ;p-5-^5 l ;u-i, z-^-tv- 

)V-A-^)V) AM-JH 75 yxf JW-4-^>^y7iZJH-2-f yyp^y^ 

'H-NMR (CDCI3) 6 :0. 98 (d. J=6. 5Hz, 3H) 1. 10 (d. J=6. 5Hz. 3H) 1. 30 (t. J =8. OHz. 

3H) 2. 56 (s. 3H) 2. 82-3. 01 (m, 4H) 3. 51 (sept, J=6. OHz, 1H) 3. 80 (s. 3H) 4.0 
4(dd. J=4. 5, 7.0Hz. 1H) 4. 48d, J =6. OHz. 2H) 6. 31 (bs. 1H) 6. 75 (d, J =8. OHz. 

1H) 6.08(dd. J=2.0. 8.0Hz. 1H) 7. 13 (d. J =2. OHz. 1H) 
HagfljJ203 
g»i£0iJ2O3a) 



X3\>U2-£ □ D7-fe h^KlOml t^^>X7 5 H lOg^x* J -;H00ml \Zte 

$y'J^JW7A^D-7h^77>f —THIS L K^it > : If &X3MU 1 4 : 1) X5 1 
;U 5-* 3^-2-7 xx;M, 3-^7y-;W-4-#JP**->l/-H7g£#fc. 
'H-NMR (CDC1 3 ) 6:1. 39 (t. J =8. OHz. 3H) 2. 78 (s. 3H) 4.35(q. J =8. OHz. 2H) 7.45 
(m. 3H) 7. 95 On. 2H) 
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§3it#1203b) 



?-7»y-;p-4-*;usj5>K0.8gs#fc. 

'H-NMR (DMSO-dj) 6 :2. 66 (s. 3H) 7. 52 (m. 3H) 7. 96 (m, 2H) 
HJS0iJ2O3c) 



je^lQdJeJt^C^ftH.fcO, 2-f 77p#*~>-3-[4-* h*v-3-([(5- 



'H-NMR (CDC lj) 6:0. 99 (d. J=6. 5Hz. 3H) 1. 10 (d, J=6. 5Hz. 3H) 2. 65 (s. 3H) 2.86 

(dd. J=7.0. 14.0Hz. 1H) 3.00(dd. J =4. 5, 14. 0Hz. 1H) 3. 52 (sept. J=6. 0Hz. 1 

H) 3.82(s. 3H) 4. 05 (dd. J =4. 5. 7.0Hz. 1H) 4. 51 (d. J=6. 0Hz. 2H) 6. 42 (bs. 1 

H) 6.77(d. J=8.0Hz. 1H) 7. 09 (dd. J=2. 0. 8.0Hz. 1H) 7. 16 (d. J=2. 0Hz. 1H) 7. 

37 to. 3H) 7. 85 (m, 2H) 

CT0U2O4 

^S6^J204a) 



N-(2. 4-v J ^DD7xx;W-2-(5-*;i'5;U-2-/ h+y7irjW 7± h75 H3. 
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ig<hx^2-{xx5 i ;^7.* , j;w-2-x5 l ;u7-fex-h3. tgznmmia) tmm 

(DTJftTMU 2-X3SIU-3- (4-* h+->-3-l2-^V-2-[2.4-v^DD7x'J 
J ) x^;H 7 xxjW -2-7o ^ / X- h 2. 6g£#fc. 

'H-NMR(CDClj) 5:1. 26 (d. J=6. OHz, 6H) 1. 35 (t, J =8. OHz. 3H) 3. 75 (s. 2H) 3.94 
(s. 3H) 4.27(q, 1=8. OHz. 2H) 4. 41 (sept. J=6. OHz, 1H) 6.95 (m. 2H) 7.20 (d. 
J=8. OHz. 1H) 7.30(d. J=8. OHz. 1H) 7. 79 (d. J =2. OHz. 1H) 7. 85 (dd. J=2. 0. 8. 
OHz. 1H) 8. ) 8 (bs. 1H) 8.38(d. J=8. OHz. 1H) 
HiS^J204b) 



HJiS^J196b) £®Wi<DJjmz£ 0, 2-x^.;P-3- (4-* h*->-3- 12-** V-2- 12. 4 
P □ 7- U J ) X>JH 7i=A) -2-7D^y X- h 2g«fc 0 X^Jl/2- (4-* h 
*->-3- l2-*+V-2- [2. 4-i^ □ □ 7^ U / ] X^;H *>5W) 7* J X- hO. 3g 

.'H-NMR(CDClj) 6: 0.88(d. J =6. OHz. 3H) 1.06(d. J =6. OHz. 3H) 1. 15 (t. J=8. OHz. 

3H) 2. 85 (id. 2H) 3. 43 (sept. J=6. OHz. 1H) 3. 65 (s. 3H) 3. 82 (s. 3H) 3. 94 (dd. 

J=4.0. 8.0Hz. 1H) 4. 09 (q. J=8. OHz. 2H) 6. 80 (d. J =8. OHz. 1H) 7. 13 On. 3H) 
7.23(d. J=8.0Hz. 1H) 8. 22 (s. 1H) 8. 28(d. J=8. OHz. 1H) 
HJ6^J204c) 



xtf JU2- (4-* v-3- |2-**7-2- [2. 4-v* o □ 7— U /] X5P;H 1>*J 
M 7* J x- hO. 3g£x* 7 -;HOml »Cigfi¥U 5N7K^b^ h 'J 0 A 1ml SflOAfc. 
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mj£%£tZ>m\Z&r>, 2- (4-/ h*->-3- 12-^7-2- [4- (HJ7;M- 
7-U y]x^;H ^>vJW 7*>g0. 19g£#fc. 

'H-NMR (CDC 1 j) d: 0. 95 (d. J=6. 0Hz. 3H) 1.08(d, J=6. OHz. 3H) 2.86(dd. J=7. 0. 
14.0Hz, 1H) 3. 00 (dd. J =4. 5, 14. OHz. 1H) 3. 49 (sept. J=6.0Hz. 1H) 3. 67 (s. 
3H) 3. 84 (s. 3H) 4. 04 (dd. J=4. 5. 7.0Hz. 1H) 6. 82 (d. J =8. OHz. 1H) 7. 12 On. 3 
H) 7. 23 (d. J=8. OHz. 1H) 8. 20 (s. 1H) 8. 28 (d. J=8. OHz. 1H) 

SJi£#J205a) 



M^J199t^©^SHJ; 05- (2-^ D P7i-JH -4-T 7^7~;U*;^ 

'H-NMR (CDC 1 3) 5 :7. 40 (s. 1H) 7. 43 fa. 2H) 7. 56 fa. 1H) 8. 00 (dd. J=2. 0. 8. OHz. 1H) 
*JS0iJ2O5b) 



$£0!ll9d) e) t.nmo>1smz^ 03-3- 1 ( [5- (2-£ dd7i=JH -3H" 7*tJ"7 

'H-NMR (CDC 1 3) 5: 0. 98 (d. J =6. OHz. 3H) l.09(d. J=6. OHz. 3H) 2. 84 (dd. J=7. 0. 
14.0Hz. 1H) 3. 00 (dd. J =4. 5. 14. OHz. 1H) 3. 50 (sept. J=6. OHz. 1H) 3. 81 (s. 
3H) 4. 05 (dd. J =4. 5. 7.0Hz. 1H) 4. 46 (d. J=7. OHz, 2H) 6.76(d. J=8. OHz. 1H) 7. 
08 (dd. J=2.0, 8.0Hz. 1H) 7. 16 (d. J =2. OHz. 1H) 7. 29-7. 35 (m. 2H) 7. 46 (dd. J 
=4.0. 7.5Hz. 1H) 7. 85 (dd. J=4.0. 7. 5Hz, 1H) 
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x^;i/2, 4- v** y nv v- v 2m 1 1 7 x t h 7 v > l. 2g<&e^ mu\&\\z&m 

MET^Uto 8i££vU;&y;k&7A?DTh^77w'-KttU ^^>: 
imx^P 14:1 T*X^;U3-* 1- 7 x -)V- 1H-5- f 5 V-;i/;*J JW#* > I/- h 
0. 37g, ^-y->:^X^9:ll?x5 1 M-^5 1 ;i'-l-7x-;i.-lH-3-f^y-;U 
# ~> V- V 0. 46g£*#fc. 



X3^3-* 3^-1-7 xX^-lH-5-f7 V-;i/*;^*->i/- h 

'H-NMR (CDCI3) <5 :1. 22 (t. J=8. 0Hz. 3H) 2. 35 (s. 3H) 4.22(q, J=8. 0Hz, 2H) 6.80 

(s. 1H) 7. 42 (in. 5H) ! 



X^S-^^JU-l^x^U-lH-S-k^y-J^^^vU-h 

'H-NMR (CDC 1 3 ) 6 : 1. 39 (t. J=8. 0Hz. 3H) 2.34(s. 3H) 4.41(q. J=8. 0Hz. 2H) 6.7 

4(s. 1H) 7.40-7.50 (1, 5H) 



X5 1 ;P3-^5 1 ;i/-l-7x-^-lH-5-e7y*-^^+vl/-h 0. 37g£x^/ 
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'H-NMR(CDClj) 5: 2. 35 (s. 3H) 6. 87 (s. 1H) 7. 40 On. 5H) 



H^J19d) e) tm^(D^m\Z^O 2-< V 7*b#*~>-3-[4-* h=^^-3-(((3-^ 

5 L ;p-i-7x^-iH-5-if5yu;i')*;^-;W t^/x^w 7xn;w 7*a/t> 

'H-NMR (CDC1 3 ) 6 : 0. 98 (d. J=6. OHz. 3H) 1.09(d. J=6.0Hz. 3H) 2. 62 (s. 3H) 2.8 

4(dd, J=7.0, 14.0Hz. 1H) 2. 96 (dd. J=4. 5, 14. 0Hz. 1H) 3. 51 (sept. J=6. OHz. 

1H) 3. 64 (s. 3H) 4. 03 (dd. J =4. 5. 7.0Hz. 1H) 4. 38 (d. J=7. OHz. 2H) 6. 23 (bs. 1 

H) 6. 67 (d. J=8.0Hz. IH) 7. 05-7. 08 (m. 2H) 7. 24-7. 32 On. 5H) 

HM0il2O7 

£!i£0iJ2O7a) 



§«£0iJ2O6b) <»: I^^O^ffitc J; O 5-* ^)V- 1-7 x~;U-lH-3- tT 7 

'H-NMR (CDC 1 3) 6 : 2.35(s. 3H) 6.79(s. 1H) 7. 42-7. 52 On. 5H) 
HJg^J207b) 



3E»206 
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mmmm)e) tm&njsmz&r) 2-ry7o#*->-3-[4-* h*->-3-([(5-* 

3SHH-7x-;MH-3-fcT7V*'J;W ijfr#~M 75 y x^;w 7x~jH ^da> 

'H-NMR (CDCI3) 6 : 0. 96 (d. J=6. 0Hz, 3H) 1. 09 (d. J=6. 0Hz. 3H) 2. 60 (s, 3H) 2.8 
2 (dd, J=7. 0. 14. OHz. 1H) 2. 97 (dd, J=4. 5. 14. OHz. 1H) 3. 47 (sept. J=6. OHz. 
1H) 3.76(s, 3H) 4. 01 (dd. J =4. 5. 7.0Hz. 1H) 4.51(d. J=7. OHz. 2H) 6. 67 (s. 1 
H) 6.71(d. J =8. OHz. 1H) 7. 04 (dd. J=8. 0, 2. OHz, 1H) 7. 15 (d. J=2. OHz, 1H) 7. 
27 (bs. 1H) 7. 35-7. 38 fa. 3H) 7. 41-7. 46 (m. 2H) 




mmm2ia) -c) ,hlH$©#&KJ:0> Nl- (5-[ (2. 4-5***7-1. 3-^77*7 >-5- 
'Jx»;*3MH-2-* h^v^>^;H-2-7JU^D-4-^OD^>X7 5 

fee 

'H-NMR (DMSO-ds) (5 :3. 74 (s. 2H) 3. 85 (s. 3H) 7. 12 (d. J =8. OHz. 1H) 7. 23 (d. J=8. 

OHz. 1H) 7.44(bs. 1H) 7.50(t. J=8. OHz. 1H) 7. 66 (s. 1H) 7.90 t. J =8. OHz. 1 
H) 9. 98 (s. 1H) 
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N1-I5-U2. 4-^**7-1. 3-^71/5 >-5H" Uf» h*->^>v 
;H-2-7;^d-4-^od^>X75 KO. 3g&*? S-MMlz®mV. 20fflg©3 

^ttXSP^Lfc. £ffr&£7k&U 2N&&T'&ttKLfc&:^PO**>T-»ffiL£,, 

nmz^v^u\i)VjL-7-)v^m?i. &a&tts-r z>z\t\z£o ni-(4-^od- 

1-7 )l*U7 h*->-5-[(2-*^l/>-4-**7-l. 3-^7!/7>-5 

7xzmh75 K80mg£&fc„ 
'H-NMR (DMSO-de) 5:2.99(dd. J=10. 0. 14. OHz. IH) 3. 27 (m. 1H) 3.65(s. 2H) 3.7 
3(s, 3H) 4. 81 (m. IH) 6. 9 1 (d. J=8. OHz, IH) 7. 08-7. 1 1 fa. 2H) 7.22(m, 1H) 7. 
47 On, IH) 7. 89 (m, IH) 9.84(s, IH) 

iai£0J2O9a) 



Mji0il2O3<»:^0^fc<t 05-^^-2- (3- tTU SWM. 3-^7^-^-4-* 

'H-NMR(CDCIj) 5: 2. 67 (s. 3H) 7. 54 (dd. J=4. 0. 8. OHz, IH) 8. 31 (d. J =8. OHz, 1 

H) 8.70(d. J=4. OHz, IH) 9. 51 (s. IH) 

Hifi^J209b) 



$zMMm) e) tH«©*ttfcJ:02-r h+->-3-[([5-^^ 
JU-2- (3-tTU SW) -l. 3-5 1 7y-;i/-4-yl] ti)ViZ-)V7 5 y ) ;U 7x-^/ 

'H-NMR(CDClj) 5: 1. 01 (d. J=6. OHz, 3H) 1. ll(d. J=6. OHz. 3H) 2. 66 (s. 3H) 2.8 
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7 (dd. J=7.0. 14.0Hz. 1H) 2. 99 (dd. J =4. 5. 14. OHz. 1H) 3. 55 (sept. J=6. OHz. 
1H) 3. 83 (s. 3H) 4. 06 (dd. J=4. 5. 7. OHz. 1H) 4. 52 (d. J=7. OHz. 2H) 6. 59 (bs. 1 
H) 6.78(d. J=8. OHz. 1H) 6. 9 1 (s. 1H) 7. 09-7. 26 (m, 2H) 7.40(m. 1H) 7. 60 On. 
1H) 8. 56 (d. J=7.0Hz. 1H) 




|-^f;H-7xzM S ?V-M. 7g£x h 7 t'H □ 7 y >\Z®M U -50t:T* 
JWHTb-^^U^-^A (1. 5wI/l'v*-9->**) 18. 7ml£$TFlxfc. KJ&ifi«*-2 
(TC*-C±#S*)tafflf-5(rcK»^lLfc.. N.N-vpWM^UATS K3. 6il£ijn 

btfy74 -T«» b > : BKX^;P=3 : 1) , 1-^ ^^-5-7 x-;W-lH-2-< 

5^ 4 /-;P*;i/#*->7JPxt Kl.?g*#fc. 

'H-NMR (DMSO-dg) 6 : 3. 98 (s. 3H) 7.28(1. J =8. OHz. 1H) 7.40(t. J =8. OHz. 2H) 8. 

82 (d. J=8.0Hz. 2H) 8. 10 (s. 1H) 9. 75 (s. 1H) 

§JSi#J210b) 




i-^5 i ;p-5-7xx;i/-iH-2-'f 5^/-;w*;w#+">T;uxt hi g*i5ii©s> 

/^W+yFlc^l. 'J>^7K^^'J7A(lniol/l)3iDl^JP^fc. 36*g^ 
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> : If &X^JP=3 : 1- 1 : 4-Hf&X^ : / * J - JP=3 : 1) , 1-/ 5PJI/-5-7 x " 

■H-NMRffiMSO-oV 6:4. 00 (s, 3H) 7. 26 (t. J=8. 0Hz. 1H) 7. 42 (t. J=8. OHz. 2H) 7. 

75 (s. 1H) 8.82(d. J =8. OHz. 2H) 

«#J210c) 



HJfi0iJ19d)e) £ra©7i&£<fcD2-<77D#*->-3-[4-* h*->-3-([(l-* 

3^-5-7 x-;w-ih-2-< 5^»/u;w*;i/^-;H 7$;x?jh 7x-;w yp/t 

'H-NMR(CDC1,) <5 : 0. 97 (d. J=6. 0Hz. 3H) 1. 06 (d. J =6. OHz, 3H) 2. 84 (dd. J=7. 0, 
14.0Hz, 1H) 2. 97 (dd. J =4. 5. 14.0Hz. 1H) 3. 48 (sept. J=6. OHz. 1H) 3. 81 (s. 
3H) 4.02(m. 1H) 4. 03 (s. 3H) 4. 52 (d. 1=7. OHz. 2H) 6. 75 (d. J =8. OHz. 1H) 6.91 
(s. 1H) 7. 06 (dd. J=2.0. 8.0Hz. 1H) 7. 16 On. 2H) 7. 21 On. 1H) 7. 31 (t. J=7. 5H 
z. 2H) 7.68(d. J=7. 5Hz. 2H) _ : 



HJ60iJ28a)-c). 208a).b) £I^£©££1;:J;0, Nl-(2.4-7>7DD7x-;W-2- 
2- ;* h 4- ->-5- [ (2- / V >-4-** V-l,3-?7!/7 >-5-f ;W * JH 7 x - )V 

'H-NMR (DMSO-d 6 ) 5 : 3. 00 (dd. J=10.0. 14. OHz. 1H) 3. 32 (m. 1H) 3. 65 (s. 2H) 3.7 
6(s.3H) 4. 82 (dd. J=4. 5. 10. OHz. 1H) 6. 93 (d. J=8. OHz, 1H) 7.1 Km. 2H) 7. 38 (dd. 
J=2. 5. 8.0Hz. 1H) 7.64(d. J=2. 5Hz. 1H) 7. 80 (d. J =8. OHz. 1H) 9.42(s. 1H) 
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SiS0!212a) 



4-\ Nv C0 2' 



SSit^J203i: J: 0 2- (2-x^;M- tf U 5W) -5-* 1. 3-^7 V 

'H-NMR (DMSO-d 6 ) 6 : 1. 23 (t. J=8. OHz. 3H) 2. 69 (s. 3H) 2. 83 (q. J=8. OHz. 2H) 7. 

70 (d, J=6.0Hz. 1H) 7. 78 (s, 1H) 8. 60 (d. J =6. OHz, 1H) 

Hl5S0iJ212b) 



UliS^J 19d) e) tmmolsmzJ: K> 3-3- [ ( [2- (2-X^M-fcf U 5?;M -5-* 

'H-NMR (CDC I,) d : 1. 07 (d. J=6. OHz. 3H) 1. 18 (d. J =6. OHz. 3H) 1. 37 (d. J=7. 5Hz. 
3H) 2.72(s. 3H) 2.94(m. 3H) 3. 06 (dd. J=4. 5. 14. OHz. 1H) 3. 61 (sept. J=6. 0 
Hz. 1H) 3. 89 (s. 3H) 4. 12 (dd. J =4. 5, 7.0Hz. 1H) 4.59(4 1=7. OHz. 2H) 6.55 
(bs. 1H) 6. 84 (d. J=7.0Hz. 1H) 7. 18 (d. J=7. OHz. 1H) 7.22(s. 1H) 7. 63 (m. 1 
H) 7.72(s, IH) 8. 62 (d. J=5. OHz. 1H) 
jliSgiJ213 
M0J213a) 

NH, C0 2 Et 



^>X75 K*vA6.7g£x3\^Dtr*u-Kmi£**/-;M;:i&a¥U 31$ 

~T«8!L('s+U->:B»x5 i ;i/=IO:l). x^P (Z)-3-([(Z)-l-75 ;-l-7i 





249 



WO 01/25181 



PCT/JP00/06788 



-;M T U x>] 7 = 7 -2-7n^y x- M. 5g£*§fc. 

'H-NMR(CDC)j) 6: 1.30(t. J=8. OHz. 3H) 4. 17 (q. J=8.0Hz. 2H) 4. 90 (d. J =6. OHz. 
1H) 5. 25 (bs. 2H) 7.38(d. J=6. OHz. 1H) 7. 40-7. 50 (m. 3H) 7. 65 (m. 2H) 
§?i£0U213b) 



(Z) -3- ( [ (Z) -1-75 y xx;m?- u r>]7$; -2-^o^y x- 

M. 5g£^7xx;i,X-xJl'30iDn;:igfl?U 200t:T5NfPBliP^bfc:. S^ig^^lt 
7 -T*jtM b^+lt > : If gX^Jl^l : 1-v^ □ □ y ^ > : y ^ y -;W=50: 1) . 

x^jp 2-:7xxjimh-5-'T 5 yv-)i*)vai*zs\/- hi. hg^mtio 

'H-NMR (CDCI3) 6 : 1. 39 (t. J=8. OHz, 3H) 4. 38 (q, J =8. OHz. 2H) 7.43(m, 3H) 7.7 
8(s. 1H) 7.90(m, 2H) 
S^213c) 

x^;P 2--7xx;P-lH-5--f K3. 5g£N. N-^y^l/* 

;W*7S F30mlKi§fi¥U Tk^TzK^k^ h 1) ->A0. 71g£SnA> 
#U£. J££j££?ftf*#U 3^ty^;H.5ml€:J0A; ^i&T30#P.mt#L;to 
iSlb7> ; EX^A^^J0A, gt&X^TffliBLfco gf&X^;HI 

U 7A^D7hy77^ -T*I§U U 'vfrlt > : 1^X^=8 : 1 Tlf^ 
l-y^-2-7xx;i/-IH-4--f ^^y-^^^vlz-hO. 6g£, 'vHt>:»& 
X^;P= 1 : 1 T'X^JU 1-/ ^-2-7 xx;i/- lH-5— Y = )Vts v U- h 2. 
2g£*#fc. 





x^;p i-^^ji/-2-7xx;i/-iH-4-< $y v y-;i/*^^->i/- h 



250 



WO 01/25181 



PCT/JP00/06788 



'H-NMR(CDCIj) 5: 1. 37 (t. J=8. OHz. 3H) 3. 94 (s. 3H) 4. 34 (q. J =8. OHz. 2H) 7.4 
6 fan. 3H) 7.60(d). 2H) 7.83(s. 1H) . 



'H-NMR(CDClj) 6 : 1. 39 (t. J =8. OHz, 3H) 3- 77 (s. 3H) 4. 39 (q. J =8. OHz, 2H) 7.4 
5 fan. 3H) 7. 64 fan. 2H) 7. 68 (s. 1H) • 
S5i§0iJ213d) 



x^Jl/ l-/5 1 ;i/-2-7xx;U-lH-5-'f S^/-;P*^^*>^- b2. 2g£x* 
/ -;U20ml fc»*U 5N*®tffc:h h U K? A&&2ml £2)0*., 1 ^P^JbD^MSStUfeo 

toasts. #^^ga?p^7KTgt^, mimm^v^isv^mm. ®.mm& 

L, i-^5 1 ;p-2-7xx;u-iH-5-'f5^^/-;u*;i/^>S?i. ig£##i. 

■H-NMR (CDC1 3 ) <5 : 3.77(s. 3H) 7. 52 fan. 3H) 7. 71 fan, 2H) 8. 06 (s. 1H) 
HJ£^213e) 



HJ60!ll9d)e) tPI^^&tCckO l-< yyp^x-3-[4-/ h*v-3-([(l-* 

^;u-2-7xx;u-iH-5--f 5^/'J;M *;M*-;H 75 y x?;W 7xx;u] 7da 

'H-NMR (CDC lj) 6 : 0.82(d. J =6. OHz. 3H) 0.97(d. J =6. OHz. 3H) 2. 66 (dd. J =7. 0. 
14.0Hz. 1H) 2. 79 (dd. J=4. 5. 14. OHz. 1H) 3.41 (sept, J=6. OHz. 1H) 3. 76 (s. 
3H) 3.78(s. 3H) 3. 9 1 (dd, J=4. 5. 7. OHz. 1H) .4.37 (d. J=7. OHz. 2H) 6. 87 (d. J 
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=8. 0Hz. 1H) 7.05-7. 08 On. 2H) 7. 46-7. 53 On. 3H) 7.72(d. J=6. 5Hz. IH) 7.82(s. 
1H) 8. 13 (bs. 1H) 
fSffigil214 
8&H214a) 



l-^^-2-7x-;P-lH-4--f 5^;-WM*->l/- hO. 6g£x:$> 
y-JHOmlK:«#U 5N7k&te±HJ£Ai§^lml£Jn*., 1 P^MMSl 

;P-2-7xx;iHH-4-f 5^!/-^*;W#>«d 5g£*ffc. 
'H-NMR(CDClj) 5 : 3. 86 (s. 3H) 7. 52 On. 3H) 7. 68 On, 2H) 7. 83 (s. 1H) 
HJS0iJ214b) 



£ttftll9d)e) <h^0^l3«fcO 2--f 77d#*->-3-[4-;* h*v-3-([(l-* 
^;u-2-7 xx;wiH-4--f = W y ;w *;p#x;H 75/ x^jh 7x^;H ^ o a 

'H-NMR(CDClj) 6 : 0.84(d. J=6. 0Hz. 3H) 0. 99 (d. J=6. 0Hz. 3H) 2. 70 (dd, J=7. 0, 
14. 0Hz. 1H) 2. 84 (dd, J =4. 5. 14. 0Hz. 1H) 3. 44 (sept. J=6. 0Hz. 1H) 3. 79 (s. 3H) 
3. 90 (s. 3H) 3. 96 (dd. 1=4.5. 7.0Hz. 1H) 4.40 (d. J=7.0Hz. 2H) 6. 90 (d. J=8. 0Hz. 
1H) 7.110b. 2H) 7. 56-7. 64 On. 3H) 7. 70-7. 76 On. 1H) 8. 10 (s. 1H) 8. 97 (bs, 1H) 
ggMgi]215 
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CI 

mmmzM t m^oy^x-i- a-v □ □ 7 x -m -5-* ^)v- 1. 3-^7 v-jv-a- 

'H-NMR (DMSO-dj) 6 :2. 68 (s. 3H) 7. 48-7. 55 (m. 2H) 7. 65 (d. J=8. 0Hz. 1H) 8. 24 (d 
d, J=2.0. 8.0Hz. 1H) 13. 50 (bs. 1H) 




mmem£fsim<Di5&\z £ o 3-3- [ ( [2- (2-* o □ -5-*3mwi, 3-^7 

'H-NMR(CDC1,) d: 1. 07 (d. J=6. 0Hz. 3H) 1. 17 (d, J=6. 0Hz. 3H) 2. 74 (s. 3H) 2. 93 (dd. 

J=7. 0, 14. 0Hz, 1H) 3. 07 (dd. J=4. 5. 14. 0Hz, 1H) 3. 60 (sept. J=6. 0Hz. 1H) 3. 89 (s. 

3H) 4. 13 (dd. J=4. 5. 7. 0Hz. 1H) 4. 59 (d. J=7. 0Hz. 2H) 6. 84 (d. J=8. 0Hz. 1H) 

7. 16 (dd. J=2.0. 8. 0Hz. 1H) 7. 23 (d. J=2. 0Hz. 1H) 7. 35-7. 38 (m. 2H) 7. 48-7. 51 (m. 

1H) 8. 23-8. 26 (m. 1H) 

11^216 

8&0a2l6a) 

19^203 t|5|^©^T'2- (4-^ P P 7i -;W -5-^^-1. 3-^77*-JU-4- 

'H-NMR (DMS0-d 6 ) 5 :2. 66 (s, 3H) 7. 56 (d, J=8. 0Hz. 2H) 7. 98 (d. J=8. OHz, 2H) 
^Sfi«sJ216b) 
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CI 




mmmt mmojjmz x 03-3- [ ( [2- {4-7 □ □ 7xxjw -5- jwm. 3-^7 

VT~;M-f ;W*^#-^7$/) ;WH-4-* h*->7xXJl/-2-'TV7*Dtf* 

->#;i^ 

'H-NMR(CDClj) 6: 1. 07 (d. J=6. 0Hz. 3H) 1. 17 (d. J=6. OHz. 3H) 2. 70 (s, 3H) 2. 93 (dd. 
J=7. 0. 14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14. 0Hz. 1H) 3. 60 (sept. J=6. 0Hz. 1H) 3. 90 (s. 
3H) 4. 1 3 (dd. J=4.5. 7.0Hz. 1H) 4.58 (d, J=7. 0Hz. 2H) 6. 52 (bs. 1H) 6. 84 (d. 
J=8. 0Hz. 1H) 7. 16 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d. J=2. OHz. 1H) 7.41(d. J=9. OHz. 
2H) 7.86 (d. J=9. OHz. 2H) 

Uit^J217a) 



§S£#J203£ ^^©^T-5-^^-2- (2-^X-;M -1. 3-f yy-JH-^J^ 

'H-NMRfflMSO-de) 6:2. 60 (s. 3H) 7. 08 (dd. J=4. 0. 5.0Hz. 1H) 7.77(d. J=8. OHz. 1H) 

7. 80 (d. J=5.0Hz. 1H) 38 (bs. 1H) 

HiS0<l217b) 



HJ6M38 1 TO©#i£fc <fc02-<yyo^ v-3-4-* h * >-3- [ ( [5-* 5PJI/-2 
-(2-5 1 Xz:;W-1.3-5 i 77*-JM-'f;U]*JU#r:;U7^y)^5 1 JW7x^;i/7*P 

'H-NMR (CDClj) 6 : 1. 05 (d. J=6. OHz. 3H) 1. 17 (d. J=6. OHz. 3H) 2. 67 (s. 3H) 2. 93 (dd. J 
=7. 0.14. OHz. 1H) 3. 06 (dd. J =4. 5, 14. OHz. 1H) 3. 59 (sept. J=6. OHz. 1H) 3.89 



cHX c ° ! " 
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(s. 3H) 4. ] 1 (dd. J=4. 5. 7.0Hz. 1H) 4.57 (d. J=7. 0Hz. 2H) 6.49(bs. 1H) 6.8 
3(d. J=8. 0Hz. 1H) 7. 08 (dd. J=4.0. 5.0Hz. 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 
22 (d. J=2.0Hz. 1H) 7. 43 (dd. J=1.0. 5.0Hz. 1H) 7. 52 (dd. J=l. 0. 4.0Hz. 1H) 



i±) » h U >^;UXXx;P20. 6g£S>7 o >200ml 

l,8-v7tfk*:/7P[5.4.0]-7-7>74i>8. 9ml^l)nAfc. fcfoWLZM 
UT'\5ftrmftlsrzmert-7?-)]s-H-{5-fr)VkA-Z-* h*v"<>>W *>)Vrt* 
-h£v7OO**>50mUc&fi¥LTiQ;^ £©T'16P#rpM$Lfco 

t/^ry&n&mL rz&m&Tm® u fc. & -> u ^ a * □ ^ h ^ 7 

^-T*f§SL(^*-tJ->:if®X^;i/=3:lh (Z)-2-[K>v;U:**v);b;i/ 
- JH 75 7-3- (3- [ (ter t-7 h ^ts)VHts~M 75./)* h^>7i 
-jM-2-7d^/ x- b21g£#fco 

'H-NMR(CDClj) fi:1.44(s, 9H) 3.80(s. 3H) 3. 86 (s. 3H) 4.25(s. 2H) 4. 90 (bs. 1 
H) 5. 13 (s. 2H) 6. 78 (d. J=8. 0Hz. 1H) 7. 35 (id. 5H) 7.42(m. 1H) 7. 49 (m. 1H) 



(Z)-2- [ K>^J^+v) JU] 7 5 7-3- (3- [ (ter t-7 ->* 

;w^-jW75y] /^;m-7 h^->7xxjp)-2-7*o^yx-h5g«:7^y-;p 

Cl&flSU 10X/t7v£Ap^0.7g£lra;^ 7jcmHfflmTT'16litTOJ$Lfeo E£ 



S£0J2l8a) 
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*;i£fcJ:oT(»»x3\>M 2-75./-3-(3-[(tert-yh+->*;^- 

;W 7S A h+->7i-;W ^d/VI- h3. 4g£*#fc. 

•H-NMROClj) 5 : 1. 43 (s. 9H) 2. 80 (dd, J=7. 0. 14. 0Hz. 1H) 

3. 69 (dd, J=4. 5. 14. 0Hz, 1H) 3. 72 (s. 3H) 3. 82 (s. 3H) 4. 27 (d, J=6. 0Hz, 2H) 

5. 00 (bs. 1H) 6. 79 (d. J=8. 0Hz. 1H) 7. 06 On, 2H) 

§3i£0O218c) 



*?)V 2-7$y-3-(3-[(tert-^K + ->*;P#n;W75y]^5 1 ;W-4-^ 
7i-JH 7*D/VX — h3. 4g££ O □7jxjPA30mHc:^t^ »Bftl. 7ml tMfm^ 

V75;n.35mi^inx.. 60t;T20#p t 3S!#b£:. s^^Tk^L, TK^jn^v^D 

L & »«flETi6* I- fc. H £ -> 'J * y 7 A * o -7 h 9 =j ? 4 L K 

> : Hf&x^=9 : 1) . 1- [ 1- (3- [ (ter 1-7 h * ->* x;M 75/)* 3^-4 
b*5''*>?M-2-* h+y^-t+VX^H -l-v7y>-K 2. 5g£*# 

fc. 

'H-NMR (CDC 1 3) 5 : 1. 43 (s. 9H) 3. 78 (s, 3H) 3. 82 (s, 3H) 4. 27 (d. J=6. 0Hz, 1H) 

5. 00 (bs. 1H) 6. 79 (d. J=8. 0Hz. 1H) 7. 11 (m, 2H) 

HJ60!l218d) 



\-[\-tt-[(len-Zfb*i'JVlts-M75.;]*3 L )V-4-* b*zs1>i?M -2- 
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& e nfc t> © £^M38 1 mm<Di5&TZ!m-tz> z. t \z £ o , 3- (3- [ (2. 4- v * □ 

fc. 

'H-NMR (CDC lj) a: 0. 87 (d. J=8. 0Hz. 3H) 1. 58 (q. J=8. 0Hz. 2H) 2.97(dd. J=7. 0. 

14.0Hz, 1H) 3. 09 (dd. J =4. 5, 14. 0Hz, 1H) 3.38(d). 1H) 3. 52 On, 1H) 3. 85 (s. 3H) 

4.07(dd. J=4.5. 7.0Hz. 1H) 4.60(d, J=7. 0Hz. 2H) 6.82(m. 2H) 7. 1 6 (dd. J=2. 0. 

8.0Hz. 1H) 7. 30 (dd. J=2. 0. 8.0Hz. 1H) 7. 40 (d. J =2. 0Hz. 1H) 7. 40 (d. J=2. OHz. 

1H) 7. 65 (d, J=8.0Hz. 1H) 

111)600219 

S^J219a) 



m&M2Mtmm<Dl5&-?2-(4-*3 L )i'7 x.-M -5-^^-1. 3-^7 
'H-NMR (CDClj) 5 :2. 40 (s. 3H) 2. 77 (s. 3H) 7. 25 (d. J=8. 0Hz. 2H) 7. 85 (d. J=8. 0Hz. 2H) 



mmmitmm<D^m\z & 03-3- [ ( [2- (4-/^71 -m -5-^wu-i. 3-^7 

'H-NMR (CDCI3) a : l.07(d. J=6. 0Hz. 3H) l. I7(d. J=6.0Hz. 3H) 2. 40 (s, 3H) 2. 70 (s, 
3H) 2. 93 (dd. J=7. 0. 14.0Hz. 1H) 3. 07 (dd. J =4. 5, 14. 0Hz. 1H) 3. 60 (sept. J=6. 0Hz. 
1H) 3. 89 (s. 3H) 4. 1 3 (dd. J =4. 5. 7.0Hz. 1H) 4.58 (d. J=7. OHz. 2H) 6. 49 (bs. 1H) 
6. 84 (d. J=8.0Hz. Ill) 7. 16 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d. J =2. OHz. 1H) 7. 24 (d. 
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J=8.0Hz. 2H) 7.8!(d. J=8. 0Hz, 2H) 



§&£0i]22Oa) 



ci 

1 H-NMR(CDClj) 6:2. 80 (s, 3H) 7. 23 (d. J=8. 0Hz. 1H) 7. 84 fa. 1H) 8.09(dd, J=2. 
0, 8.0Hz. 1H) 

mmm22m 



%mmnt mm^mzx o 3-3- 1 ( [2- (3-? p uA-y)i^r □ 7 xr:jw -5-* 

■H-NMRtCDCla) 6: 1. 07 (d. J=6. 0Hz. 3H) 1. 18 (d. J=6. OHz. 3H) 2.70(s, 3H) 2. 94 (dd, 
J=7.0, 14.0Hz. 1H) 3. 07 (dd. J =4. 5. 14.0Hz. 1H) 3. 61 (sept. J=6. OHz. 1H) 3. 89 (s. 
3H) 4. 13(dd. J=4. 5. 7.0Hz. 1H) 4.58 (d. J =7. OHz. 2H) 6. 52 (bs, 1H) 6.84M; 
J=8. OHz, 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 21-7. 23 On. 2H) 7. 76-7. 80 (m. 1H) 
8. 02 (dd. J=2. 0. 8.0Hz. 1H) 

Mig0H221a) 



CI 

M^J203<h^cD7j&T2- (2. 4->>? uuy^'M -5-*9=-;M. 3-^7 




CO,H 
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'H-NMR (DMSO-aV 5 : 2. 67 (s, 3H) 7. 60 (dd. J=2. 0, 8.0Hz, 1H) 7. 86 (d. J=2.0Hz. 1H) 

8. 28 (d. J= 8.0Hz. 1H) 

£ffitil221b) 



CI 1 

^Jfi{?i|38<h^«l©^fe{3ck 0 3-3- [ ( [2- (2. 4-v* o □ 7i'JH -5-;WM. 3- 



'H-NMR (CDC 1 3 ) 5: 1.07(d. J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz. 3H) 2. 72 (s, 3H) 2, 94 (dd. 

J=7.0. 14.0Hz. 1H) 3. 07 (dd. J =4. 5. 14. 0Hz. 1H) 3. 60 (sept. J=6. 0Hz. 1H) 3:89(s. 

3H) 4. 1 3 (dd. J=4.5. 7.0Hz. IB) 4.59 (d, J=7. 0Hz, 2H) 6. 52 (bs. 1H) 6. 84 (d. 

J=8.0Hz. 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H)7. 23 (d. J=2. 0Hz. 1H) 7. 36 (dd. J=2. 0. 
8.0Hz, 1H) 7. 51 (d. J=2. 0Hz. 1H) 8. 24 (d. J=8. 0Hz. 1H) 
1*1^222 " ~ 
Sii^222a) 



mmmi t mmcDjsmx-i- x hm -5-* 1, 3-^7 i/-;p-4- 

'H-NMR (CDC 1 3 ) <5:2. 61 (s. 3H) 2. 82 (s. 3H). 7. 27-7. 33 (m. 2H) 7. 37 (d. J=8. 0Hz. 1H) 

7. 80 (d. J=8.0Hz. 1H) 

$%09222b) 
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nm&mtmm<Dijmz& o 3-3- [ ([2- (2-^^7i-jh -5-* 3^-1. 3-^7 

'H-NMR(CDClj) 6: 1. 07 (d. J =6. OHz. 3H) 1. 17 (d. J=6. OHz, 3H) 2. 57 (s. 3H) 2. 72 (s. 
3H) 2.94(dd. J=7. 0. 14. OHz. 1H) 3. 07 (dd. J =4. 5. 14.0Hz. 1H) 3. 60 (sept. J=6. OHz, 
1H) 3.89(s, 3H) 4. 12 (dd, J =4. 5. 7.0Hz. 1H) 4.59 (d. J=7. OHz. 2H) 6. 51 (bs. 1H) 

6. 84 (d. J=8. OHz. 1H) 7. 16 (dd. J=2. 0. 8. OHz. 1H) 7. 24 (d. J=2. OHz. 1H) 

7. 26-7. 38 (m, 3H) 7. 70 (dd. J=2. 0. 8.0Hz. 1H) 
11^223 

£2i£$l223a) 




'H-NMR (DMSO-dj) 6 : 2. 63 (s. 3H) 3. 80 (s. 3H) 7. 04 (d. J=8. OHz. 2H) . 
7. 90 (d. J =8. OHz. 2H) 




'H-NMR (CDC 1 3 ) 6: 1.05(d. J =6. OHz. 3H) 1. 17 (d. J=6. OHz, 3H) 2. 69 (s. 3H) 2. 93 (dd. 
J=7.0. 14.0Hz, 1H) 3. 05 (dd. J =4. 5. 14. OHz. 1H) 3. 59 (sept. J=6. OHz. 1H) 3. 86 (s. 
3H) 3. 89 (s. 3H) 4. 12 (dd. J=4. 5. 7.0Hz. 1H) 4. 58 (d. «J=7. OHz. 2H) 6. 49 (bs. 1H) 
6. 83 (d. J=8. OHz. 1H) 6. 94 (d. J=8. OHz. 2H ) 7. 17 (dd. J=2. 0. 8. OHz. 1H) 7. 22 (d. 
J=2. OHz. 1H) 7. 86 (d. J =8. OHz. 2H) 
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Stififtl224a) 



m&miw t mmommn- (3-* * ~m -5-* i-^ 7 */-)i-4- 

'H-NMR(CDClj) 6:2.42(s. 3H) 2. 81 (s, 3H) 7.32(m. 2H) 7. 76 (dd. 1=2. 0, 8.0Hz. 1H) 

7. 82 (d. J=2.0Hz. 1H) 

HJ£«»J224b) 



njfi^i38t mm<Dj5m\zx 03-3- [ ( [2- (z^>vy x -;w -5-* 3^-1. 3-^7 

'H-NMR(CDClj) 6 : 1. 07 (d. J =6. OHz, 3H) 1. 17 W. J=6. 0Hz. 3H) 2. 41 (s. 3H) 2. 71 (s. 
3H) 2. 93 (dd. J=7. 0. 14. 0Hz. 1H) 3. 06 (dd. J =4. 5. 14. OHz, 1H) 3. 60 (sept. J=6. OHz. 
1H) 3.89(s. 3H) 4. 12 (dd. J =4. 5, 7.0Hz. 1H) 4.58 (d. J=7. OHz. 2H) 6.49(bs. 1H) 

6. 84 (d. J=8. OHz. IB) 7. 17 (dd. 1=2. 0. 8.0Hz. 1H) 7.23(d. J=2. OHz. 1H) 

7. 25-7. 34 (in. 2H) 7. 70 (d. J =8. OHz. 2H) 7. 76 (bs. 1H) 

§Si£0j|225a) 



»J6W203t H«©^ftT2- (4-7;WD7xZJH -5-*?JH. 3-^7 7-^-4 





CO,H 
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'H-NMR(CDClj) <5 :2. 85 (s, 3H) 7,16(t. J =8. OHz, 1H) 7. 87 (t. J =8. OHz. 1H) 



£ K«©*feK: i 03-3- [ { [2- (4-7 □ 7x.-)l) -5->WM. 3-5 1 

MSm/e(ESI) (MH + ) 487 

H]fifigi]226 

©3i0iJ226a) 



fl?U JK^T28X^-hU0A^^7-h25g^^Tb/i: o KJ&&£7k#TT*2B#P.aJi 

m%.$%*mx.. mmssmmsit. ££&£*#u #, 7> ; Ex7zk£;&n*.Tp 

>:»BIX5 L JU=4: 1-1:1), 2-75 3-^7 V-;i/-4-*JU# 

*->U-h2.8g£#£„ 

'H-NMR(CDC1 3 ) 5:2. 61 (s. 3H) 3. 88 (s. 3H) 5. 02 (bs. 2H) 



* 2-7 5 J -5-* 1. 3-^7 »y-;W4-* Jl'** > h 2. 8g£ * * ^ 
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TLfc. 5Lfo&z20ftr$%#iTmwistz<D*>. $>^ctbmx:\zmmvx^rz^ 

-1, 3-^7'/-;W4-*;U#^vU- h 0. 47g^^fc„ 
'H-NMR(CDClj) (5:2.74(s. 3H) 3.93(s, 3H) 
§Ji£0«l226c) 

CI 

2-^0^-5-^^JU-l, %-^7^—)V-A-ti)V^^V- hO. 3g<h3-:7D 
□ 7 x x;p# □ >m. 2g£ h ;i/X > \zmm V v x h v > U 7 x 7 w > 

/^v"7A0. 15g£^&;& U ^A0. 7g£in*.fco ^^iK*^#ffl^T4I^^JPl^jl 

*7A^D-7hy^7^-T*MS3b, 7?^ 2-(3-/^;U7xx;W-5-^^;i/-1.3 

•H-NMRtCDCla) 6 :2. 83(s. 3H) 3. 97 (s. 3H) 7. 38 (m, 2H) 7.77(dd. J=2. 0. 8.0Hz. 
1H) 7. 94 (d. J=2. 0Hz. 1H) 
§2i£0iJ226d) 

ci 

2g***;-M0vi\\z®mv. smM<ti~h*)o&mmim\*tnz.* immmm 

»AJfc*Ttt», i*«7^^->^AT*am tt£«ttU 2- (3-* 3^7 x 

xjw -5-/3MM. 3-^7y-;u-4-*;i/^>^o. 2g£»fc. 
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'H-NMR (DMSO-ds) <5 :2. 73 (s. 3H) 7. 55 fa. 2H) 7. 83 (d. J=8. OHz. 1H) 

7. 93 (d. J=2.0Hz. IH) 

HJS0iJ226e) 



CI 1 



^tfi«38t B«©*ftfc«k 0 3-3- [ ( (2- (3-^fJI/7i-JH -5-^^-1. 3-3^7 

MSm/e(ESI) 503 (MH + ) 

HiSgj|227 

Mig^227a) 



iiji«»J226i:^©^tctt)2-(3-5-^^PD7x-JU)-5-/^;i/-l. 3-5 1 7 4 / 

'H-NMR (DMSO^e) 6 :2. 74 (s. 3H) 8. 75 (s. 1H) 8. 90 (s. 2H) 
«#J227b) 



CI 1 

nm&mt mm<Dismz& 03-3- [ ( [2- (3-5-v^ □ d^x^w -5-* ?;m. 3- 

MSm/e(ESI) 537 W) 
Miifi»J228a) 
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'H-NMR (CDCI,) 6 :2. 53 (s. 3H) 2. 81 (s. 3H) 6. 74 (d. J=5. OHz. 1H) 7. 28 (d, J=5.. OHz. 1H) 
^^J228b) 



-(5-*^)U-2-TJL-M-l. 3-f jy-^-M M *;^^^7 S y ) pWW 7i 

MSm/e (ESI) 489 (MHO 

Hlifigi]229 

§9g0<l229a) 



IS^J226t^©^{C<k 05-^^-2- (3-^X-;W-l, 3-^7\/-JP-4-* 

'H-NMR (CDC 1 3) 6:2.84 (s. 3H) 7.41(dd. J=1.0. 5.0Hz, 1H) 7. 50 (d. J=l. OHz. 1 
H) 7.81 (d. J=5.0Hz. 1H) 



2zmmzt®me>J5mz& 92~f v :/d#*->-3-4-* v-3- [ ( [5-*^;p-2 

- (3-^x - M -1, 3-^7 7- ;P-4— f M *> )l^=.)V7 s y ) / 7 x x juy o 




N V C0 *' 
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MSm/e(ESI) 475 W) 



$[ii^J230a) 



c, tKO' 



'H-NMR(CDClj) <5:2.83(s. 3H) 6. 92 (d, J =5. OHz. 1H) 7. 24 (d. J =5. OHz. 1H) 
nffiW2m) 



mnkmi£m<t>%mtz& o 3-3- [ ( [2- (5-* □ o-2-5 i x-;w -5-*3\>m, 3- 

MSm/e(ESI) 509 (MH*) 

H^J231 

Sii«aj231a) 



£4. 3g£JDAT£fiT16l^fit#Lfc. ££&£MJET«&Lfc&M£ vU#y 
;U#7A*P-?K^7 7^-T**»!8U l->^D^>^>AMW5 Kl.8g£ 

'H-NMR(CDClj) 6 : 1. 64 (m. 2H) 1. 78-1. 94 to. 4H) 2. 00 (m. 2H) 2. 95 (qui. J=6. OHz. 
1H) 6. 86 (bs, 1H) 7. 50 (bs, 1H) 
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££01203 1 mm<D-%&T'®m?z> z.t\z^r> i-yz □^>3 L ;w-5-* ?jv-i z-^ 

'H-NMRICDCIj) 6 :1 70-1. 88 On. 6H) 2. 20 On. 2H) 2. 72 (s. 3H) 3. 42 (qui, J=6. 0Hz. 1H) 



mmmzz t mmoism \z «t o 3- [3- ( [ (2-^ ^ o ^ >^;w-5-* 1, 3-^ 7 v 

MSm/e(ESI) 461 W) 

HjiSg!l232 '. 



'H-NMR(CDClj) 6 : 1. 25-1. 55 On. 5H) 1. 75 (m. 1H) 1. 86 (in, 2H) . 213 On. 2H) 2. 72 (s. 

3H) 2. 96 (qui, J=6.0Hz. 1H) 

«0iJ232b) 
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mmm t mm^m \z «t o 3- [3- ( i (2- -> ? □ ^ ->;w-5-^ 1. 3-5 1 7 v* 

-;i/-4-< ;w * ;n?-;w 7 5 y ^ 3\>H) -4-^ h * -> 7 x -2-< v^d^ 

MSm/e(ESI) (MH') 475 

3Stt0U233 

SM233a) 



§3^23 1 1 mmvjjm \z <t o 2- (2-* x~jw -5-* 3^- 1. 3-^7 v-)\> 

'H-NMR(CDClj) 6:2. 61 (s. 3H) 2. 82 (s. 3H) 7. 30 (m. 2H) 7. 37 (d. J=8. OHz. 1H) 

7. 80 (dd. J=2.0, 8.0Hz. 1H) 

^SS^J233b) 



mffi&mtmmtDumzj: o 3-3- [ ( [2- (z-^^7i^n -s-^^w-i. 3-^7 
y-;p-4--f ;n*;i/^-;u75 y) *^;H-4-y h*~> 7x^-2-^ v^d^ 

MSm/e(ESI) 482 (MH 4 ) 
gii£0iJ234a) 



0- 

ISM231<i:^0^fC<t 02-(2-y h+v7i-JH -5-*3\>M. 3-^77*- 
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'H-NMR {DMSO-d 6 ) 6 :2. 66 (s, 3H) 4. 02 is, 3H) 7. 10 (t. J=8. 0Hz. 1H) 
7. 25 (d, J=8. OHz. 1H) 7.55U, J =8. OHz. 1H) 8. 28 (d. J=8. OHz. 1H) 



HJge<l234b) 



0- ' 



mmm&tm&ojjmzj: 03-3- [ ( [2- (2-/ h+y7i-jw -5-^^-1. 3-5 1 
7 */-;i/-4--f ;H * - )V7 s y ) y -Hh+y7i - ;u-2--r y^o# 

MSm/e(ESI) 498 (MH + ) 
fi£0!235a) 



2->7 y -3-y fcf U v >2g£ tT <J v >30ml , h 'J X3^7 5 > 12ml t^S? L . 

X^;P=1:1K 3-^fJH-tf'Jy>*Jl/m75 K2. 6g£#fc. 

•H-NMR (CDClj) 6 :2. 76 (s, 3H) 7. 28 (m. 1H) 7. 62 (d. J=8. OHz, 1H) 8. 37 (d. J=4. OHz. 1H) 

Kit0y235b) 



x^Jl/2-^ □P7-feh^«h3-y e 'J v 7 5 K ZWM t V 
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'H-NMR (DMSO-dj) 6 :2. 66 (s. 3H) 2. 7 Us. 3H) 7. 42 (dd. J=4. 0. 8.0Hz. 1H) 7.80 
(d. J=8.0Hz. 1H) 8.44(d, J=4. 0Hz. 1H) 
$tt*!l235c) . 



£«W8£H«©;EFftfcJ:D 3-3- [ ([2- (3-* 3^-2- If Ui^W -5-* 3^-1. 3- 
MSm/e(ESI) 484 M) 



3-hf □ U >2g£v^ o □ j* * >30mlfc:&8?U □ dii£m#&5. 6g£jbtJ*., 
^7 7*-Ttt«L(»Rx3^k**/--;W =4:1K 3-fcT'J 5»N-:**->F2.4g* 



■H-NMRICDClj) a :2. 31 (s, 3H) 7. 10 (d. J=8. 0Hz. 1H) 7. 17 (dd. J=4. 0. 8. 0Hz, 1H) 

8. 07 (n. 2H) 

S^J236b) 



3-f'J> J >N-^-> H2. 4g£7-fe h- h U;M0nlfc8A?U h U /f^y'J^y 




0 



N 
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7-K3. ^XtitM-frlDVn^Wu*) F2.4ml _im;L. Zmmm&mVtz. 

-TUtiSLfc (^*-y->:i^Kx5 L ;i'=l : Do _§«£0il235a) iz^xm 

1U 5-^^l/-2-tfUy>*M^t75 F0.2g£*ifco 

" 'H-NMRiCDCIj) <5 :2. 41 (s. 3H) 7. 63 (d. J=8. 0Hz. 1H) 8. 34 (bs. 1H) 8. 60 (d. 1=8. 0Hz. 1H) 
§a&#J236c) 



011203 1 |S|«©^STMi|-r S d t 0 2- (5-X5 1 ;i'-2- e U 5>;M -5-* 3 

'H-NMR (DMS0-d 6 ) 5 :2. 35 (s, 3H) 2. 65 (s. 3H) 7. 78 (dd. J=2. 0. 8. 0Hz. 1H) 8. 02 

(d. J=8. 0Hz. 1H) 8. 48 (d, J=2. 0Hz. 1H) 
_____ 



HJ6#J38_|W|&<Z>#&KJ;9 3-3-[([2-(5-^^U-2-tr»J^;W-5-^^-l. 3- 
3-7*J-)V-A-^Mt>)Vi£-)\,7 ^ J) *3-M-A-* V* : s7 x.-)l-l--i VZfu 

MSm/e(ESI) 484 (MM 

g»J237 

M^237a) 
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m&m2Mtmm<Dijm\zjL o 2- (2-2 □ □ 71 = m -5-x^;m, 3-^7 

'H-NMR(CDClj) 5 :1.37(t. J=8. OHz. 3H) 3.24(q. H=8. OHz, 2H) 7.40(id, 2H) 7.52 
fa. IH) 8. 35 to. 1H) 



$mm%t.m%ko>J5mz£. d 3-3- 1 {[2- (2-^oo7iz;n -s-x^-i. 3-^7 

i/-;u-4--r M t>)Vi£-)\,7 5 y ) ^ z-M -4-/b^->7 x - ;u-2--f y^n** 

MSm/e (ESI) 517 (MH*) 

Hfl60i]238 

§«§0iJ238a) 



SSM203 <hP&©#*£t;: <fc 0 2- (4-^ □ □ 7 x n )V) -5-X^;i-l. 3-^7 
-4-;*JJUtf 

'H-NMR (DMSO-d 6 ) 6 : 1. 23 (t. J=8. OHz. 3H) 3. 08 (a. H=8. OHz, 2H) 7. 57 (d. J=8. OHz, 2H) 
8. 00 (d, J=8. OHz. 2H) 

mmmm) 



£M&mtmi8kO>1jfelZJ: 0 3-3- [ ( (2- (4-£ □ □ 7i-JH -5-x^-l. 3-^7 
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MSm/e(ESI) 517 (MH*) 

g]660i]239 

§Jjg0iJ239a) 



S¥i£0!l2O3<!: I^OTj ft »l<k 0 2- (4-* f*7i-JM -5-x^-l. 3-? 7 
-4-#;M* 

'H-NMR (DMS0-d 6 ) 6 : 1. 23 (t. J=8. OHz. 3H) 2. 35 (s. 3H) 3. 07 (q. H=8. OHz, 2H) 7. 

30 (d. J=8. OHz. 2H) 7. 86 (d. J=8. OHz. 2H) 

HM^239b) 



|£iiS#]38£|i^&<D7ji£K:<fc 93-3- [ ( [2- (4-*3MU7x-;W -5-X?;U-l. 3-^7 

MSm/e(ESI) 497 (MH*) 

^Mgil240 

i9ig^J240a) 



«jt«l235tra*©*ftK:«J: 0 5-X^;U-2- (3-/^-2- If 'J 5>;W -1. 3-^77 
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'H-NMR Q)MSO-d 6 ) 5 : ). 27 (t, J=8. OHz. 3H) 2. 74 (s. 3H) 3. 10 (q, H=8. OHz. 2H) 7. 
42 (dd. 1=4.0. 8.0Hz. 1H) 7. 81 (d. J =8. OHz. 1H) 8. 48 (d. J =4. OHz. 1H) 



%mm&tmm<DJ5mz£K> 3-3-[([2-(3-*3\^-2-£u^;w-5-x3\H/-i. 3- 

MSm/e(ESI) 498 «H f ) 
«S«l241a) 



§Ji£0iJ236a-c) fcPH»©*flslCJ:02-(5-^^l^2-t!U^)-5-X^^-l. 3-?- 

7 >/-;p-4-* >M*ntz. 

'H-NMR (DMSO-ds) 5 : 1.24 (t. J=8. OHz. 3H) 2. 35 (s. 3H) 3. 09 (q. H=8. OHz. 2H) 7. 

79 (d. J=8.0Hz. 1H) 7. 81 (d. J =8. OHz. 1H) 8. 49 (s. 1H) 

Hi60!l241b) 



HM38t[^^©^ffilc«kO 3-3-[([2-(5-^^-2-tr'Jv;W-5-x5 1 ;i/-1.3- 

^7 7-;u-4-< jH # - ju7 ^ y ) * -4-/ ^4->7z x;u-2--r v y P 




/r-N N-/^ 1 
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MSm/e(ESI) 498 (MH») 



§ai£#J242a) 



CI / 



mmm2Q3tmm<D^m\zx o 2- (3-* □ d-4-7Mo7i-;w -5-x?;h. 3 

'H-NMR(CDClj) 6 : 1. 35 (t. J=8. OHz. 3H) 3. 20 (a, H=8. OHz. 2H) 7. 21 (d. J=8. OHz. 
1H) 7.83(m, JH) 8. 10 (dd. J=2. 0. 8.0Hz. 1H) 
3U£0>J242b) 



HJS0i)38<h^©^t i 0 3-3- [ ( [2- (3-^ P aA-y)V^a 7i-M -5-x^ 

;u-i. 3-^7 y-JM-^ JH*;i/#-;u75 y) *?mh-4-* h+->7x-;u-2--r 

MSm/e(ESI) 535 W) 

Hli6ffU243 

§Si£0iJ243a) 



'H-NMR(CDClj) 6 : 1. 33 (t. J=8. OHz. 3H) 3. 18 (q. H=8. OHz. 2H) 7. 10 (dd. J=4. 0. 
5.0Hz. 1H) 7.47(d. J =4. OHz. 1H) 7. 60 (d. 1=5. OHz. 1H) 





M3t032O3tl^^(D^&T5-X^-2- -1. Z-TTV~)V-\-t>)Vi£ 
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mMWMtmmoyxmz*. o 2-r v yo#*x-3-4-;* ->-3- [ ( [5-x^-2 

MSm/e(ESI) 489 (MH*) 
$JK0y244a) 



4- ;* h * >-3- 12- [4- ( h 'J 7 □ * 3S> W 7 x J * ~» X^JH ^ >X7 JPx t 
K£fflWt, 8£0i|ia)£lft&, §3ig#yib) tH*©^ftK:J:0» x?\>l/2-< V 
^*->-3-(4-* -3-2-[4-(H'j7;U*opC^;W)7x/^v']x^;i'7xr: 
;W7Dyvx-h£*§fc. 

'H-NMR(CDC1,) 5 : 0.96 (d. J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz. 3H) 1.23 (t, J=7. 
2Hz, 3H) 2.79 (dd. J=8.4, 14. 0Hz, 1H) 2.95 (dd. J =4. 8. 14. OHz. 1H) 3.08 
(t. J=7.6Hz. 2H) 3.50 (sept. J =6. OHz, 1H) 3.82 (s. 3H) 4.00 (dd. J =4. 8. 8. 
4Hz. 1H) 4. 15-4. 20 to. 4H) 6. 78 (d. J=8. OHz. 1H) 6. 96 (d. J=8. 8Hz. 2H) 7. 
09 (s. 1H) 7. 10 (d. J=8. OHz. 1H) 7. 52 (d. J=8. 8Hz. 2H) 
HJ£0J244b) 



x^JW2--f V 7 □#*S/-3- (4-* h -3-2- 14- ( h 'J 7)l*u * =?)V) 7i7 
*v]x3^7xx;i/)7o/VX-h£3lJ60iJle) £IrI«K:«1£U 2-<77n# 
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* ->-3- (4- * h * v-3-2- 14- ( MJ 7 □ * 7iy^y]xfJP7x^H 

'H-NMR(CDClj) 6 : 1.02 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. OHz. 3H) 2.89 (dd. J=7. 
6. 14.0Hz. 1H) 3. 07 (dd. J=4. 0, 14. OHz. 1H) 3.09 (t. J=7. 6Hz. 2H) 3.56 (se 
pt. J=6.0Hz. 1H) 3.83 (s. 3H) 4.10 (dd. J=4. 0. 7. 6Hz. 1H) 4.17 (t. J-7. 6H 
z. 2H) 6.80 (d. J=8.0Hz. 1H) 6.96 (d. J=8. 8Hz. 2H) 7.09 (s. 1H) 7.09 (d. 
J=8.0Hz. 1H) 7.52 (d. J=8. 8Hz. 2H) 
^^245 



4-* v-3- ( I [4- ( h U 7)V*u*^M 1>VM jWM ^>X7;U 

04?+ v-3- [4-/ h * -> -3- ( [4- ( HJ 7 □ * ^ > *JM 

'H-NMR(CDClj) 6 : 0.96 (d. J =6! OHz. 3H) 1.15 (d. J =6. OHz. 3H) 1.23 (t. J=7. 
2Hz. 3H) 2.79 (dd. J=8.4. 14. OHz. 1H) 2.95 (dd. J =4. 8. 14. OHz. 1H) 3.50 
(sept. J=6. OHz. 1H) 3. 82 (s. 3H) 4. 00 (dd. J=4. 8. 8. 4Hz. 1H) 4. 15-4. 20 (m. 
2H) 4. 58 (s. 2H) 4. 64 (s. 2H) 6. 79 (d. J=8. OHz. 1H) 7. 16 (dd. J=2. 4. 8. 0 
Hz. 1H) 7.28 (d. J=2.4Hz. 1H) 7.49 (d. J=8. OHz. 2H) 7.60 (d. 1=8. 4Hz. 2H) 
HJfi0iJ245b) 



X^;P 2--fvyp^+->-3-[4-/h+>' 7 1>~? 

d#*->-3-14-* h+v-3-([4-(h'J7Jl/^P^^JH^>^;H^*v^5 1 ;W 7 
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'H-NMR (CDCI3) 6 : 1.02 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz. 3H) 2.92 (dd. J=7. 
6. 14.0Hz. 1H) 3. 09 (dd. J=4. 0. 14. OHz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.81 
(s. 3H) 4. 12 (dd. J=4. 0. 7. 6Hz. 1H) 4. 59 (s. 2H) 4. 64 (s. 2H) 6. 80 (d. J= 
8.0Hz. 1H) 7.14 (dd. J=2.4. 8.0Hz. 1H) 7.28 (d. J=2. 4Hz. 1H) 7.50 (d. J=8. 
4Hz. 2H) 7.60 (d. J=8.4Hz. 2H) 



jgifig!l246 




zKsfHfcT" h 'J ? A40mg£7- h7th'077 >2ml 7k#TX^3- ra- 
th Ho+yj^f JV) -4-* h^~>7 x-JM -2--T V yD^y^D/Vl- hO. 5 1 
g(D^ h7tFo77 (1ml) □P^>yj^D 5 KO. 25mg£ Z(D 

-g*&X?^M4:l)i§tiJ#@i«kt)0. 19g£#fco #enfc0. 19g£HJ60yie) <hPU£l;i 
fflgU 3-(3-[(4-^od^^H *^'>] /fJH-^ H+y7i-JH-2-fvyD 
#^5>;/d/1>& 0. 17 g£*ffc. 

'H-NMR (CDC 1 3) 6 : 1.02 (d. J =6. OHz. 3H) 1.15 (d. J =6. OHz. 3H) 2.92 (dd. J=7. 
6. 14.0Hz. 1H) 3. 09 (dd. J=4. 0. 14. OHz. 1H) 3.56 (sept. J=6. OHz, 1H) 3.81 
(s. 3H) 4.12 (dd. J=4. 0. 7.6Hz. 1H) 4.59 (s. 2H) 4.60 (s. 2H) 6.80 (d. J= 
8.0Hz. 1H) 7.13 (dd. J=2.4. 8.0Hz. 1H) 7.27 (d. J=2. 4Hz. 1H) 7.32 (s. 4H) 
*tt«247 
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t\J X- h2. 2g£v* h*->x* >15nl C8»U 3k»T"T?=*flS 'J >1- 2ml £in 
A, £fiT4P&|SMi#Lfc. R*»*X— r^T»«JL. *T«E»Lfc. *T«E£ 

->>J * 7A^a7hy77^-t:#U >-»»x^;P (4: 1) jgfflttili 
iOX^JP 3-(3-(7o;e*3MM-4-* h*y7i-;W-2~fV^O^->^D^ 
/X-h2. 6g£#fc. 

'H-NMR(CDCIj) 5: 0.97 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (t. J=7. 
2Hz, 3H) 2. 88 (dd. J =8. 4, 14. 0Hz. 1H) 2.95(dd, 1=5.2. 14.0Hz, 1H) 3. 50(sep 
t, J=6.0Hz. 1H) 3. 87 (s. 3H) 4. 00 (dd. J=5. 2. MHz. 1H) 4.11-4.21(0. 2H) 4. 
53 (d. J=2.4Hz. 2H) 6. 79 (d. J=8. 8Hz. 1H) 7. 08 (d. J=8. 8Hz. 1H) 7. 12 (s. 1H) 
§gjg#l247b) 



7K^b'J5 1 '7A7^5^'7A87iDg^xh7t HD77>7. 5mll;:&j§?U*&T0. 
50g©X^5-^^;i/-2-7iZi;U-l. 3-^7*/-;U-4-#JP#*->l/— h©x h7 

t ho77>^(2.5idi)^jjpa, ^T'mmmwvtco &.fcmz*%}Vtz&. * 
{f?7j-\zm^ Mrtf>H»Rx^;w2:i)*m#iBJ:0 

-1. 3-?7y-;i/-4-< ;W 0. 42g£t#fc. 

'H-NMR(CDClj) 6 :2. 46 (s. 3H) 4. 82 (s. 2H) 7. 50-7. 53 fan. 3H) 7. 88-7. 91 fan, 2H) 



*^t^bU7A24mg£7"b^t Fo7?>2mltigfi?U tK^T3-[3- (^o^E 
-4-* h*->7xx;U -2— T 77 , D^->7 , oyV X- hO. 19g©T" h7t 
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H077 >mm (lml) J:tf (5-^?;i^2-7x-JI/-l. J-fT'Z-W ;w * * 

^OPLCflTftiSlU 2-<yyo7j?+~>-3-(4-^ h+->-3-[(5-^^JU-2-7i-;i/ 

-I. 3-^7 4 y-;U-4-fJW y h*-» y^U^x^W 7cm >£0. 13g£#fc. 

MS m/e (ESI) 454 (MHO 

Hii&flil248 

£gi£0)248a) 



■H-NMROClj) 5 : 0.93 (t. J=8. 0Hz, 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m. 2H) 
2. 63 (t, J=8. 0Hz, 2H) 4. 73 (s. 2H) 7. 14 (d, J=8. 0Hz, 1H) 7. 50 (d. J=8. OH 
z. 1H) 8.39 (s. 1H) 
§HJ£0iJ248b) 



(5-^;u-2- tf u y * y «k #3- [3- (7 □ ^ y -4- y h + > 7 x 

-;W-2-< V /*o/VX-h£ffl(^ HJfi^l247) <h|WI«©^T", 3-(3 

MS m/e (ESI) 4l6(MH + ) 
§¥j£0<J249a) 
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VX 1 



OH 



'H-NMR(CDCIj) <5 : 1.34 (d. 1=6. 4Hz. 6H) 4.55 (sept. J=6. 4Hz. 1H) 4.62 (s. 2 

H) 6.87 (d. J=8.8Hz. 2H) 7.22 (d. J=8. 8Hz, 2H) 

*JS0>J249b) 



2-f vyo#+->-3- (3- [ (4— f V ^□^+->^>> J ;W *3\>U-4-* 
MS m/e (ESI) 417 (MH + ) 

1MM50 ~~ ~~ 

§Jig0iJ25Oa) 



4-^oa-2-^ h*->2oE§&£/BV\ $K£0y247b) t^O^ScT, (4-^dd 

'H-NMR(CDClj) 5: 3.83 (s. 3H) 4.62 (s. 2H) 6.85 (s. 1H) 6.94 (d. J=8. OHz. 
1H) 7.20 (d. J=8.0Hz. 1H) 
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Y 



(4-£ □ o-2-^ h+y7i-JK ;* 9 J -JM3<fctf3- [3- (^Pt -4-* h 
^v7x-;H-2-'fy^ , a^->^'a/tyx-h$fflV^ HJS0iJ247) <!:|i^£©7jj£ 
T% 3-(3-[(4-*do-2-* h* s si> 9 JM** 9 >\*?-)V-i-* h*v7x~;W-2 

MS m/e (ESI) 423 (MH*) 

&W0I251 

S£#)251a) 



2-£ DO-4-* h*->£jaS»*ffi^ tiig^l247b) t^«©*j*lf, (2-* □ □- 

4-* h+->7i-;n^^y-;k*jlfc. 

'H-NMR(CDClj) <5 : 3.80 (s. 3H) 4.70 (s. 2H) 6.80 (d. J=8. 0Hz. 1H) 6.95 (s, 
1H) 7.37 (d, J=8.0Hz. 1H) 
£tt«25 lb) 



(2-i7DD-Mh*v7iZJH^^/ 3- [3- (7 f-M -4-* h 

+y7i_;n-2-fv^p^y>'p/vx-h$fflu, HS6«»J247) tmmo^m 

T\ 3- (3- K2-? OD-4-* h* s s1>z?Mtt>'} *2-)\r-4-* h+->7x-iW-2 
MS m/e (ESI) 423 (MH*) 





j||ftW2S2 
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M#J252a) 




2-* b^-A-(h i )7)^u^M^Bmm^m\<\ mmmum tmm<D^m 

•H-NMR(CDC1 3 ) 6 : 3.92 (s, 3H) 4.72 (s. 2H) 7.08 (s. 1H) 7.22 (d. J=8. 0Hz. 

1H) 7.42 (d. J=8.0Hz. 1H) 

HJS#J252b) 



(2-^oa-4-^ h^v^x-jw^^y-^ctyca-ts-tyD^^^)^-^ h 

7 x-JH -2--f V ^ D^+y / / X- h ^fflH. £2(603247) £®m<Djj& 

x\ 3-[3-([2-7;i/^n-4-(hU7;u^D^^;w^>v;W^->^^;W-4-^ h 



4-7xy^y?cifg![^fflK §Sl^J247b) tB«<0*ffiT, (4-7i^x7x 

'H-NMR (CDClj) 6 :4. 72 (s. 2H) 7. 00-7. 02 fan, 4H) 7. 12 (t, J=8. 0Hz, 1H) 7. 30- . 

7. 38 fan. 4H) 

H2&ei|253b) 




MS m/e (ESI) 457 (MH + ) 



Ui£#J253a) 
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T 



OH 



(4-7i^y7x -)V) —)V&& #3- [3- V U * * -4-* h * -> 7 
iZjH-2-<vyD5)?+yyo;Vl-h$ffl^ 1 H^J247) tm&<Dl5&T\ 2- 
< y y ->-3- (4-* h * ->-3- [ (4-7 x / *5"*>S?;M ->] /f;i/7x- 

MS m/e (ESI) 45 1 (MH*) 



2. 4-77 O U^>?)V7)Vu—)V$>&Tn- [3- (7*at/fA) -4-* h*~>7 x 
=.M-2--( V7"D^y^07VX-h=£fflK H^J247) <h|5|«l©7jST, 3-(3 
- [(2, 4-77 OD^>y;H ;WW4-* h*->7x ~ M -2--T 77*Dt"+ 

MS m/e (ESI) 427 (MH*) 
gffiM2j5 



2-7JU^P-4- ( h 'J yJl^ra^^M ^>i/)V7 )Vu-)\,5=>&m- (3- (7ot * 
^JW-4-* h+->7x-;H-2--ry7°D^v7oAyx-h^ffl^, ^SS^U247) 
£ mm<D^ftiT\ 3- 13- ( [2-7;M~ P-4- ( h >J 7;U*D *> s JM**i'* 
=f-M -4-> h+->7i-JH -2--f V7'o^y7'D/1>i$t#t. 
MS m/e (ESI) 445 (MH*) 



£tSflJ2S4 




OH 
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4-^ □ d-2-7 )l>* □ ^ > -J)VTfrn —)Vio5LZtZ- (3- (7 p^E * 3\>M -4-* h * 
y7i-JH-2--fyyD^->^D/Vl-heK H^J247) tm^0)^mx\ 
3- (3- [ (4-^ O U-l-7)V*W<>i»\,) -** : A h+->7x-;W -2--r 

MS m/e (ESI) 411 (MH + ) 




3, 4-v J ^PO^>-x;W7;i'3-;^«krX3- [l-&n^*3-M-A-* h^>7i 
:=:;U]-2-<77atf*x7oy'VX-b£fflV\ HJfi0iJ247) t^©7j»T\ 3-(3 



MS m/e (ESI) 427 OOP) 
HjfiflJ258 




4— r v t°;i/^> v;u7;i/^-JUi5ct^3- [3- Wu^u-m -4-^ h*->:7 

x-JH-2-rvyD^^vyD/tyx- htffll,\ ^JS0U247) tm&0)J5&T\ 2- 

y 7*d#* v-3- (3- [ (4-r v 7°o tf;w^>^;w ;Wu-4-/ h+->7x 

-;u):/cm>g££#;£o 
MS m/e (ESI) 401 (MH*) 
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NH 



4-* h * ->-3- 12- [4- (HJ 7 ;M"D* 3^) 7i/+y] x^;H ^>X7;Uxt 
K£«fctf2. 4-5 1 7V'J> ? >^>^ffl^, §3ig0iJ27c) (C^«ifi0il29) 
&T\ 5-(4-* h^v-3-2-[4-(h'J7;^D^5 1 ;W7xy+^]X5 1 ;^>> f >IU)- 
1.3-5 1 7 4 /7>-2.4-> ? ^> 

'H-NMR (DMSO-de) 6 : 3.09 (t. J=7. 2Hz, 2H) 3.10 (dd, J =9. 2. 14.0Hz. 1H) 3.45 
(dd, J=4. 0. 14. 0Hz. 1H) 3. 83 (s. 3H) 4. 17 (t. J=7. 6Hz. 2H) 4. 49 (dd. J=4. 
0. 9. 2Hz. 1H) 6. 82 (d. J=8. 0Hz. 1H) 6. 96 (d. J=8. 8Hz. 2H) 7. 08-7. 10 (m. 2 
H) 7.52 (d. J=8.8Hz. 2H) 8.37 (brs. 1H) 



4- ;* h * ->-3- ( I [4- ( h U 7)]/3ru* 1 > S?;H ->l ;* ^ >X7 )V 

5-[4-* ( [4- ( h U 7J^o ;H 'OvJH t+->^ f JW ^ 

>VM-\, 3-^7^7 >-2. 4-S**>£*§fc. 

'H-NMR (DMSO-ds) <5 : 3.11 (dd. J=10. 0. 14. 0Hz. 1H) 3.47 (dd. J=4. 0. 14.0Hz. 
1H) 3.82 (s. 3H) 4.51 (dd. J =4. 0. 9. 2Hz. 1H) 4.58 (s. 2H) 4.66 (s. 2H) 6. 
82 (d. J=8. 0Hz. IH) 7. 12 (dd. J=2. 4. 8. 0Hz. 1H) 7. 24-7. 28 (in. 1H) 7. 50 (d. 
J=8. 0Hz. 2H) 7.61 (d. J=8. 0Hz. 2H) 8.10 (brs. 1H) 
1MM26J 
Si£#J261a) 



£fi6ffiJ260 




.0 
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tert-T^ N-(5-*;W5;W-2-^ h+M>-/JHAiWU- bl. 7g£<ttf2.4 
-f7 , /'Jy>-/t>3. 4g£ h;Wx>100«lK:8#U tf^'J v>0. 28g£<i:tfimo. 
24g£UD;L. x^->X^-^^g^#LT3^JJ0^ji8SUfc. Rj&ttfcMST? 

*rttJLfcl6il£ttl&U h^x>T*ft#Lfcl£, «BETIt»U ter 
t-y^P N-5-K2. 4-5?** V-l. 3-^7 4 /5>-5~f >J^» *^;H-2-* K*-> 
*>>W;&;W*- h£$fc.#^T&6>nfctert->^JI/ N-5-K2. 4-5***7-1, 
3-f7 i /7>-5-f Ux» *3\fM-2-* h*5^>5?;i/*JWt*-h£5?*? L ju 

*M75 K80mU;:igfl?U Ktt/*7 5*£A0i*8. Og£Sn*., 50g, 15kg/cm 2 ^*^ 
3&PJETT20WfW«#Lfc. M&£iti©L&&£i)&E@£L;fc&, Tk^JnAtf&X^ 

-»atx^(l:l)*ffl»H«kO tert-T^U N-5- [(2, 4-5***7-1, 3-f7'/7 
>-$-4M ^JU-2-* h*5<^>5>H/#;W1*- h8. 2g£*tfc 0 
'H-NMR(CDClj) 6 : 1. 45 (s. 9H) 3. 11 (dd, J=9. 2. 14. OHz. 1H) 3. 42 (dd, J=3. 6. 14. 
OHz. 1H) 3.83 (s. 3H) 4.26 (d. J=6. OHz, 2H) 4.50 (dd. J=3. 6, 9. 2Hz. 1H) 5. 
00-5. 08 (m. 1H) 6. 79 (d. J=8. OHz, IH) 7. 09-7. 13 On. 2H) 8. 28-8. 33 On. 1H) 
2d609261b) 



^>> ? JU*;i/A'^-h8.2gl34M HCl-dioxane 40ml£ijn*.. lfltFelfltftLfc. 
ttfcSJBLfcSL «flET?£*U tert-^JW N-5- 1(2. 4-^^FV-l. 3-^71/5 
>-5--f JW * 3^1-2-* h^y^>y;P75 >&&£6. 0g£t#fco ^^T'#enfc 
tert-T^ N-5-K2. 4-5***7-1. 3-3 1 777>-5-'f ;W pWH-2-* h*->^ 
>5*;P75 >i&g£M 20gfcxtf2-* h**>-4- ( h U 7 )V*u frMMm. 1 
5g£v*^*;i/A75 H2. 5nlfc»#U *&Tv7/*X*>&5*x3\/M). Ilm 




^0 0 



tert-7*3MI/ N-5- [(2. 4-5***7-1, 3-^77*5 >-M M *^M-l-* b*5- 
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h^77-f-l:#U '\+1f>-^x5 1 jK2:l)^tH^PcJ:ONl-5-[(2.4-^* 
7-1. 3-?-7»/7>-!Hf;M^^l-2-y h*5"05W-2-* h+y-4-(hU7 
JM'D/^W'OXTS H 0. 18g£#fc. 

'H-NMR (DMSO-dj) 6 : 2.99 (dd, J-9. 6. 14. 0Hz. 1H) 3.28 (dd. J=4. 0. 14. 0Hz. 1 
H) 3.79 (s. 3H) 3.97 (s. 3H) 4.42 (d, 1-6. 0Hz. 2H) 4.79 (dd. J =4. 0. 9. 6Hz. 
1H) 6.93 (d. J=8.4Hz, 1H) 7.08-7.13 (m, 2H) 7.37 (d. J=8. 0Hz. 1H) 7.42 
(s, 1H) 7.84 (d. J=8.0Hz. 1H) 8.64 (t. J=6. 0Hz. 1H) 12.02 (brs. 1H) 
*tfcW262 

9 1 9 0 



2-^7DO-4-^ h+'>3cm«*5«kt/tert-y^;U N-5- [ (2. 4-5***V-l. 3-9 1 
7»/7>-5-< jWH-2-* h+->^>^75 >*M*fflVi, ^600261) <h 

N1-5-K2. 4-^^V-l. 3-^7V5>-5-f M ^)V)-1-^ 
^>5?;i/-2-^nm-4-* h^v^>X75 K&fcfc. 

'H-NMR (DMSO-dj) 5 : 2.99 (dd. J=9. 6. 14. 0Hz. 1H) 3.28 (dd. J=4. 0. 14. 0Hz. 1 
H) 3.78 (s. 3H) 3.79 (s. 3H) 4.42 (d. J=6. 0Hz. 2H) 4.79 (dd. J=4. 0. 9. 6Hz. 
1H) 6.93 (d. J=8.4Hz, 1H) 6.94-6.96 (m. 1H) 7.06 (d. J=2. 4Hz. 1H) 7.08-7. 
13 (id. 2H) 7.43 (d. J=8. 0Hz. 1H) 8.64 (t. J=6. 0Hz. 1H) 12.02 (brs. 1H) 



7-tJ-;i^J3£tAert-73 1 ;i' N-5- ((2. 4-^+V-l. Z-=f-7*/y>-$-4 M 




3lfi6ffa263 
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;n-2-^h+v^>v;u7 = >^is^ffl^, mmm2&\) tmm(D^mx\ N2-5- 

. [(2. 4-^**7 -1. 3-f7 , /7>-5--f JH / h+->^>y^-5-^ 
-2-eUS>>#Jl/**->75 K£*§fc„ 

'H-NMR (DMSO-dg) 5 : 0.89 (t, J=7. 2Hz. 3H) 1.25-1.33 (m, 2H) 1.53-1.60 fan. 2 
H) 2.67 (t. J=8. OHz, 2H) 2.99 (dd. J =9. 6, 14. 0Hz. 1H) 3.28 (dd. J=4. 0. 14. 
0Hz. 1H) 3.79 (s. 3H) 4.42 (d. J=6. OHz. 2H) 4.77 (dd. J =4. 0. 9. 6Hz, 1H) 6. 
93 (d. J=8.4Hz. 1H) 7.03 (d. J=2.4Hz. 1H) 7.10 (dd, J=2.4. 8. 4Hz. 1H) 7.8 
1 (dd, J=2.0. 8.0Hz, 1H) 7.95 (d. J =8. OHz. 1H) 8.49 (d. J=2. OHz. 1H) 8.89 
(t. J=6.0Hz. 1H) 12.02 (brs. 1H) 



4-<77 , D**->£mM£«fclAert-73 1 ;i' N-5-K2. 4-3***7-1. 3-^77 
7>-5--r;W h+y^>^7S >ig&i££fflV\ HJS«»J261) ^« 

(o^mx\ N1-5-K2. 4-3***7-i, 3-^7y*7>-5--r;w *?-;n-2-* h*>"< 

>v?;U-4-xfyy D7 }?^^>X75 

'H-NMR (DMSO-de) 6 : 1.26 (d, J=6. OHz. 6H) 2.99 (dd. J=9. 6. 14. OHz. 1H) 3.28 
(dd. J=4.0. 14.0Hz. 1H) 3.79 (s. 3H) 4.42 (d. J=6. OHz. 2H) 4.69 (sept. J 

=6. OHz. 1H)4.79 (dd. J=4. 0, 9. 6Hz. 1H) 6.93 (d, J=8.4Hz. 1H) 6.95 (d. J=8. 

4Hz. 2H) 7.03 (s. 1H) 7.08 (d. J=8. 4Hz. 1H) 7.84 (d. J=8.4Hz. 2H) 8.63 (t. 
J=6.0Hz. 1H) 12.02 (brs. 1H) 



5-*^;U-2-7x-;i,-l. 3-^77~Jl'-4-#Jl/#>&:fc<fctf tert-7^JU N-5- 
1(2. 4-3***7-1. 3-f7'/7>-5--f;K j*3S>U-2-;* h*->^>>UU75 >M& 
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0U60J261) tmm<Dl5&T, N4-5-((2,4-v.:**V-1.3-^7*/7>-5- 
M *=f-M -2-/ h*^>5?JW-/f;H-7i=Jlr|; 3-^7»/-;i/-4-*;p 

'H-NMRfflMSO-dj) 

6: 2. 61 (s. 3H) 2.99 (dd. J =9. 6. 14. OHz. 1H) 3.28 (dd. J =4. 0, 14. OHz. 1H) 

3.79 (s. 3H) 4.37 fa. 2H) 4.77 (dd, J=4. 0. 9. 6Hz. 1H) 6.93 (d. J=8. 4Hz. 

1H) 7.08-7.13 fa. 2H) 7.46-7.52 fa, 3H) 7.90-7.95 fa 2H) 8.61 fa, 1H) 12. 
02 (brs. 1H) 
11^266 




4-7x^;^JRW*cJ:^tert-^;U N-5-[(2. 4-3*** VM. 3-^7'/7>-5 

V. N1-5-K2. 4-3*** V-l. 3-^71/7 >-5--TJW *7M-l-* h*3"S>5W- 
4-7x-;P^>X75 F£#fc. 

'H-NMR (DMSO-dj) 6 : 2.99 (dd, J =9. 6, 14. OHz, 1H) 3.28 (dd. J=4. 0. 14. OHz. 1 
H) 3.79 (s. 3H) 4.42 (d. J =6. OHz. 2H) 4.77 (dd. J=4. 0. 9. 6Hz. 1H) 6.93 (d. 

J=8. 4Hz. 1H) 7.08-7.13 fa. 2H) 7.39 (t. J=7. 2Hz. 1H) 7.48 (t. J=7. 6Hz. 2 
H) 7.72 (d. J=7. 6Hz. 2H) 7.76 (d. J=8. OHz. 2H) 7.99 (d. J =8. OHz. 2H) 8.87 

(t. J=6.0Hz. 1H) 12.02 (brs. 1H) 



gg«267 




4-7 x y * v^cM&fcJ: tert-T^ N-5- ( (2. 4-v**7-l. 3-^7l/5 > 
-5--r;W ;WM-2-* h+y^>y^75>tS!!i|£fflti, «^J261) tm&<Dl5 
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'H-NMR DMSO-ds) 6 : 2. 99 (dd, J=9. 6. 14. 0Hz, IH) 3.28(dd, J=4. 0. 14. 0Hz, IH) 
3. 79 (s, 3H) 4. 42 (d. J=6. 0Hz. 2H) 4. 77 (dd. J=4. 0. 9. 6Hz. 1H) 6. 93 (d. J=8. 
4Hz. 1H) 7. 02 (d. J=8. 8Hz. 2H) 7. 05-7. 10 On 4H) 7.20(1. J=8. 0Hz. IH) 7.43 
(t. J=8. 0Hz. 2H) 7. 92 (d. J=8. 8Hz. 2H) 8. 76 (t. J=6. 0Hz. IH) 12. 02 (brs. IH) 
»0i268 



7U-;^*5«k^x^3- [3- (75 J *9-M -4-y h+y7i-JH -2--f V:/o 
#*~>7DA/x-h£fflW «0O19d){C^^SS0«119e) t^<D7jj*T-, 3-[3 

- ( [ (5-y ?;W2- tf <j >MW * ;w#x;w 7 $ y y 3-M -4-y h * -> 7 x x;n -2--r 

'H-NMR (CDClj) 6 : 0.93 (t. J=8. 0Hz. 3H) 1.00 (d. J=6. 0Hz. 3H) 1.12 (d. J=6. 
0Hz, 3H) 1.31-1.40 (m. 2H) 1.56-1.65 (m. 2H) 2.66 (t. J=8. 0Hz. 2H) 2.88 
(dd. J=8. 0. 14.0Hz. IH) 3.04 (dd. J=4.4, 14. 0Hz. IH) 3.53 (sept. J=6. 0Hz. 
IH) 3.87 (s. 3H) 4.08 (dd. J =4. 4. 8.0Hz. IH) 4.63 (d. J=6.4Hz. 2H) 6.80 
(d. J=8. 0Hz. IH) 7. 12 (dd. J=2. 4. 8. 0Hz. IH) 7. 22 (d. J=2. 4Hz. IH) 7. 63 
(dd, J=l. 6. 8.0Hz. IH) 8.10 (d. J=8. 0Hz. IH) 8.35 (d. J=l. 6Hz. IH) 



4-< V :/d#* v£Mgtf5J:tfX^;P3- (3- (75 y y -4-y h+->7x 
xj|/]-2-<77P7}^v:/D/VX-h£ffll/\ £ffi0i|19d)K:tt&&ft0!ll9e) 

moxm-e , 2--r v 7 (3- [ (4-^r v * ->^>y< jm 7 5 y ] y 




Hfififli]269 
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'H-NMR(CDClj) 6 : 1.02 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.34 (d. J=6. 
4Hz. 6H) 2.90 (dd. J=8. 0. 14. OHz, 1H) 3.05 (dd. J =4. 4. 14. OHz. 1H) 3.57 
(sept. J=6. OHz. 1H) 3. 86 (s. 3H) 4. 10 (dd. J=4. 4. 8. OHz. 1H) 4. 58 (d. J=6. 
OHz. 2H) 4.59-4.61 (m. 1H) 6.55-6.61 (m, 1H) 6.80 (d. J=8. OHz, 1H) 6.87 
(d. J =8. 8Hz. 2H) 7.13 (dd. J =2. 0. 8.0Hz. 1H) 7.22 (d. J =2. OHz. 1H) 7.69 
(d. J=8. 8Hz. 2H) 
31*501270 




4-7x-;^m#^i5<ktXx5 1 ;i/3- [3- (7*J*3-M -4-/ h+->7x~;H -2 
--f y^D^yyo/vi-h^Vi. iy6#ll9d) l^#IIJfi^J19e) 

2--T V 7 □ tf* v-3- (4-* h * ->-3- [ (4-7x-M >'/<JW75y]^ 

'H-NMR (CDCI3) 5 : 1.03 (d, J -6. OHz. 3H) 1.15 (d. J =6. OHz, 3H) 2.92 (dd. J=8. 
0. 14.0Hz. 1H) 3.06 (dd. J=4.4. 14.0Hz. 1H) 3.58 (sept, J=6. OHz. 1H) 3.88 

(s. 3H) 4.11 (dd. J=4.4. 8.0Hz, 1H) 4. 63 (d. J=6. 4Hz. 2H) 6.68-6.73 (m. 
1H) 6.82 (d, J=8.0Hz. 1H) 7.15 (dd, J=2. 0. 8.0Hz, IH) 7.24 (d. J=2. OHz. 1 
H) 7.35-7.40 (m, IH) 7.46 (t, J=7. 2Hz. 2H) 7.59 (d. J=7. 2Hz. 2H) 7.64 (d. 

J=8.0Hz, 2H) 7.82 (d. J =8. OHz, 2H) 
^01271 




4-7x/ + ZtJL^M- [3- (7 5 7 * ^JW -4-* h+->7 x-JU 

-2~Y 7:/D/tf*->7 0 DA7X-h£ffl^ ^£#J19dHc^##iiiS0iJ19e) <h^© 
Tj&T. 2-fV^D^+v-3-(4-^ h + v--3-[(4-7x7 + v^>y'f;H75 7] 
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•H-NMRtCDClj) 6 : 1.04 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. OHz, 3H) 2.91 (dd. J=8. 
0. 14.0Hz. 1H) 3.04 (dd, J=4.4. 14.0Hz. 1H) 3.57 (sept. J =6. OHz. 1H) 3.86 
(s. 3H) 4.10 (dd. J=4.4. 8.0Hz. 1H) 4.59 (d. J=6. OHz. 2H) 6. 60-6. 65 (m. 1 
H) 6.81(d. J=8.0Hz. 1H) 6.98 (d. J =8. OHz. 2H) 7. 03 (d. J=8. OHz. 2H) 7.13-7. 
18 fan. 2H) 7.22(d. J =2. OHz. 1H) 7.37(t. J=8. OHz. 2H) 7. 72 (d. J=8. OHz, 2H) 

rnrnmm 




4-< v 7u tf ju^m#^43ct ^x^;u3- [3- (7 s y / -4-* h * v 7 x - 

<DJ5&T% 2--T V 7a#* v-3- (3- ( (4--f V 7o tf JU^ >V>f ;M 7 5 / 1 ;* ^;U-4 

'H-NMR(CDClj) 6 : 1.02 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.25 (d. J=6. 

OHz. 6H) 2.90 (dd. J=8. 0. 14. OHz. 1H) 2.92 (sept. J =6. OHz. 1H) 3.04 (dd. 

J=4.4, 14.0Hz. 1H) 3.56 (sept, J=6. OHz. 1H) 3.86 (s. 3H) 4.10 (dd. J =4. 4, 
8.0Hz, 1H) 4.60 (d, J=6. OHz. 2H) 6.66-6.70 (m. 1H) 6.81 (d. J =8. OHz. 1H) 
7.14 (dd. J=2.0. 8.0Hz. 1H) 7.23 (d. J=2. OHz. 1H) 7.26 (d. J =8. OHz. 2H) 

7.68 (d. J=8.0Hz. 2H) 




2. 4->>* ^4v^mSKfc^^X^3-(3-(7Sy pWW-4-* b*v7xX 
M-l-i 77o#*->7DAyx-b£fflV\ ^$&#U19d) l;:|g$£ffi0i|19e) £|WU£ 
<Dl5mT\ 3- (3- ( (2. 4-?^ h * >\Af JW 7 5 / ] ;* 3^-4-* h * v 7 x X 
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■H-NMROCl,) 6 : 1.02 (d. J=6. 0Hz, 3H) 1.15 (d. 1=6. 0Hz. 3H) 2.90 (dd. J=8. 
0. 14.0Hz. 1H) 3.04 (dd. J=4.4. 14. 0Hz. 1H) 3.56 (sept. J=6. 0Hz. 1H) 3.85 

(s. 3H) 3.88 (s. 3H) 3.92 (s. 3H) 4.09 (dd. 1=4.4. 8.0Hz. 1H) 4.61-4.63 
(m. 2H) 6.47 (d. J=2. 0Hz. 1H) 6.59 (dd. J=2. 0. 8. 8Hz. 1H) 6.81 (d. J =8. OH 
z. 1H) 7. 13 (dd. J=2. 0. 8. 0Hz. 1H) 7. 22 (d. 1=2. 0Hz. 1H) 8. 19 (d. J=8. 8Hz. 

1H) 8.34-8.39 (m, 1H) 
11^274 




4->£ □ ^*->;V£,g > TO£ «fctfx3\>W 3- [3- ( [ (tert-^ h*ist>)V#=.)V) 

mmmn) tmm<D^x\ 3-(3-[(4-v^d'\*>'Ji^>vM' m 7$ ;\ 

MS m/e (ESI) 454 (MB*) 
«W27S 




4- (4'-X^JU7 x - X^ 3- [3- ( [ (tert-^ h*->;*j;M^- 

%mm) tmm(D^mx\ 2-<vyp^^-3-i4-^ h*^-3-([4-(4*-x?- 

MS m/e (ESI) 476 (MH*) 
Hfi60il276 
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MS m/e (ESI) 422 (MB*) 

gHfegy277 

ISi£#l277a) 

2-^op-4-t FD*v£m#gn.9g£v^;u*;i'A75 nomnc^u a 

^7A^D7hy77^-l:#b, ^•tf-^-Mxf 1 * (3:1) &£ti#ili<fc 0 2-^ 
□ D-4-h Pn*>«i«^fM 7g£*tfc. 




2-^DP-4-t HD^v^Jft#K^^;i/0.25g^v^^^;WA7a KlOmllcig 
fi?U 3->^X^;W.23g^«kWB6*U7A0.21g*JDA. T«5HJl#bfc. S 
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Tifc#U &*«*HJ?AT-f££U g$££M_g_LT2-£ pp-4-x 

■H-NMRfCDClj) a : 1.43 (t. J=7. 2Hz. 3H) 4.10 (q, J=7. 2Hz. 2H) 6.84 (dd. J=2. 
8, 8.8Hz. 1H) 6.99 (d. J=2. 8Hz. 1H) 8.03 (d. J=8. 8Hz. 1H) 



1-1 □ D-4-X h*is$:&mm&£ZSZ- [3- ( [ (tert-y h*i'lJ)Vtf-M 7 5 

0J38) <hl^&G!>#an?, 3- (3- [ (2-£ p P-4-x h^y^> 1 /-f;W7$/] *3Ml/-4- 

;* h^->7xn;W-2--ryyp^->^P^>K^#fco 

MS m/e (ESI) 450 (MH*) 

___78 
_____ 



2-^PP-4-t KP^*>^m#BI^5 1 ;^«fcr/3^^^ , Ptf;i/Srffl^. Mi£#J277 

'H-NMR(CDClj) a : l. 05 (t. J=7. 2Hz. 3H) 1. 80-1. 86 On. 2H) 3.98 (t. J=6. 4Hz. 
2H) 6. 84 (dd. J =2. 8. 8. 8Hz. lH) fc99(d. J=2. 8Hz. lH) 8. 03 (d. J =8. 8Hz. lH) 



l-Z p P-4-yp**x£M&:fccktf3- [3- ( [ (tert-y v# x;M 7i 
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$38) tmm(D^mx\ 3- (3- [ (2-* □ n-4-7n#*s,i>*M ;w 7 $ / ] y?Mu- 

4-* h * •> 7 x - JW -2-< vya^yyo/OBS^ffc. 
■H-NMRICDCI,) <5: 1.03(1. J=7. 2Bz. 3H) 1. 04 (d. J=6. 0Hz. 3H) 1.16 (d, J=6. OH 
z. 3H) 1.76-1.85 (m, 2H) 2.91 (dd. J=8. 0, 14. 0Hz, 1H) 3.06 (dd. J=4. 4. 14. 
0Hz. 1H) 3.57 (sept. J=6. 0Hz. 1H) 3.85 (s, 3H) 3.92 (t. J=6. 4Hz. 2H) 4.10 
(dd. J=4.4. 8.0Hz. 1H) 4.61(d. J=6. 0Hz. 2H) 6.80-6. 89 (m. 3H) 6. 95-7. 02 (m, 
1H) 7. 14 (dd. J=2.0, 8.0Hz. 1H) 7. 24 (d. J=2. 0Hz. 1H) 7.74(d. J=8. 8Hz. IH) 

§3i£0J279a) 

2-^oa-4-t Fo^v^js^y^^cfc^a^fk-f vzfu\i)v*m^, mm 

0tJ277b) <h^©^j*T, 2-^ □ P-4--T V 7p* *->£JE§&£#£:. 
'H-NMR(CDClj) 6 : 1.37 (d. J=6. 0Hz. 6H) 4.62 (sept. J=6. 0Hz. 1H) 6.81 (dd. 
J=2.8. 8.8Hz. 1H) 6.99 (d. J=2. 8Hz. IH) 8.02 (d. J=8. 8Hz. 1H) 
^JS0iJ279b) 




2-^7 P P-4H" V:/D#*->5fcMSM5«klJf3- [3- ( [ (tert-7 

mmm) tmm<Djj&T\ 3- (3- [ (2-^ p p-4-r v zfn#*i"<>>M m 7 s 

MS m/e (ESI) 464 (MH*) 

^fiSflj|280 

^ie^J280a) 
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l-fp a □ -4- 1 K □ * 3^*5 <fc imfc v ? □ ^ yj-^mmmi 

'H-NMR(CDClj) 6 : 1.76-1.98 (m. 8H) 4.78-4.82 (m, 1H) 6.81 (dd. J=2. 8, 8. 8H 
z. 1H) 6.99 (d. J=2. 8Hz. lfl) 8.02 (d. J=8. 8Hz, 1H) 



l-V a d-4->^ u^>3-)V**i/<£M.mm&&m- [3- ( [ (tert-^ h*~st>)l 
V\ HJS0338) tl^l^O^ffiT, 3- (3- [ (2-£ o D-4-:^ o^>3^M-* 



'H-NMR (CDCI3} 6 : 1.03 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz. 3H) 1.72-1.95 On. 

8H) 2. 91 (dd. J=8.0, 14. 0Hz. 1H) 3.05 (dd, J =4. 4. 14. 0Hz. 1H) 3.56 (sept. 

J=6. 0Hz. 1H) 3. 85 (s, 3H) 4. 10 (dd, J=4. 4. 8. 0Hz, 1H) 4. 60 (d, J=6. 0Hz. 
2H) 4. 74-4. 77 On, 1H) 6. 79 -6. 86 On, 3H) 6. 95-7. 01 On. 1H) 7. 14 (dd. J=2. 
0. 8.0Hz. 1H) 7.24 (d. J=2. 0Hz. 1H) 7.73 (d. J=8. 8Hz. 1H) 



4-^DO-2-t Kci*->3cm#&5. Og^i/p^M^I/ATS K25ml £igfl¥U 3 
^7{bx^JH4. 5gi5J;l/MK*'J^A12g^*P^, 70 < CT*8^it^Lfc. 




§¥£0!l281a) 
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7A^D7h^7^-l:ftL ^it>-KKx5 L ;K2:l)^aj^iS<l;0. 4-£d 
D-2-X 8g£#fc. 

'H-NMR(CDClj) 6 : 1.48 (t. J=7. 2Hz, 3H) 1.59 (t. J=7. 2Hz, 3H) 4.10 (q. J=7. 
2Hz. 2H) 4.33 (q, J=7. 2Hz, 2H) 6.92 (d. J=2. 0Hz, 1H) 6.94 (dd. J=2. 0. 8.8 
Hz. 1H) 7.73 (d, J=8. 8Hz. 1H) 
M#J281b) 



hW&2m\*m?L. ^iST6^^Ufco RJ6«B^ft**»L. lNJg&T**nU 

T&jtiU J§*££&JBES£LT4-;7 □ p-2-x h*->«4«IO. 20g£#fc. 
'H-NMR (CDC 1 3) 6 : l. 59 (t. J =7. 2Hz, 3H) 4.33 (q, J=7. 2Hz, 2H) 7.04 (d. J=2. 
OHz. lH) 7. 13 (dd. J=2. 0. 8. 8Hz. 1H) 8. 13 (d. J=8. 8Hz. 1H) 
&*f!28lc) 



4-£ o n-2-x v£M&*5<fctf3- [3- ( ( (tert-y h*is*)V#-)\,) 7 s. 
/]>WM-4-* h*->7xx;H-2-< y^p^->yoy^yx-h*fflVi, HSfi 
0H38) £|II®tf>7J8rZN 3- (3- [ (4-£ o □-2-lh+y^>7'f ;W 7 5 7 ) ;*^;U-4- 

MS i/e (ESI) 450 MP) 
313609282 
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lb) £I38©£J£T% 2. 4-yIh^y$ISI[*#fc e 



2Hz. 2H) 4. 28 (q. J=7. 2Hz. 2H) 6. 51 (d. J=2. 0Hz, 1H) 6. 62 .(dd. J=2. 0, 8. 8 

Hz. 1H) 8. 12 (d. J=8. 8Hz. 1H) 

«#J282b) 



2, 4-yX h*->£Jj.Wfe«fc£*3- [3- ([ (tert-y 75 /] 

m&Vlsm-?* 3- (3- [ (2, h+y^>>/-f 7 5 / ) / f iM-^ h*->7i 

MSm/e (ESI) 460 (MH*) 

§Si6gil283 

§2i£#J283a) 



2-t KD*->-4-(h U 7)V*u*3-)V) ^>X7>IUxt: HO. 80g«r^^^*Jl/ 
£75 K8mllc:igfl?U 3^fcx3\M. UgtekltrnM* U £A0. 69g£ifflA> 70*C 



'H-NMR (CDCI3) 6 : 1.45 (t. J=7. 2Hz. 3H) 1.56 (t. J=7. 2Hz. 3H) 4.10 (q. J=7. 
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;U (5:1) &ttS#ii<i: 0 . 2-x v-4- ( h U 7)V*U**M ^>X7;Px t KO. 60 

'H-NMR(CDC1,) 6: 1.57 (t. J=7. 2Hz. 310 4.22 (a. J=7. 2Hz. 2H) 7.22 (s. 1H) 

7.29 (d. J=8.0Hz. IB) 7.93 (d. J=8. 0Hz. 1H) 10.50 (s. 1H) 

Sjg03283b) 




2-x h*->-4- ( h 'J 7JM"D*?-;M ^>X7)l/ft HO. GOg&^^^XJW* 
K5ml <h U >m-*mi- h U £A67ng*** Oil) £tgffi U ffi^^SI^- h U •> 
A0.35g***(3al)**TUfc. MT12WM«*|i«, 7K£Jjn*_, 

;p (2: i) mmm# z o 2-x h*->-4- j b u 7)v*u *?-m iz&mm. 55g£j§fc. 

•H-NMRtCDClj) d : 1.61 (t, J=7. 2Hz. 3H) 4.40 (q. J=7. 2Hz. 2H) 7.28 (s, 1H) 

7.40 (d, J=8.0Hz. 1H) 8.30 (d, J=8. 0Hz. 1H) 

H^1283c) 




2-x h*->-4- ( b »J 7;U^o 3- [3- ( [ (ter t-7 h^^>* 

- ;W 7 5 J ] * -4-7 h * > 7 x -M -2--T vyp^i/^o/Vl- 
b£ffil^ HJ6#I38) tmU(D^mx\ 3-[3-([2-xh^e>-4-(h>J7;^07^;W 

MS m/e (ESI) 484 (MM 
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§2i£0l284a) 



o 




H 



v-4- ( h U 7 a * J-)V) 1 >X7)l> : r t H £ «t #3 X a tf ;i> 
§«ifl)283a) 2-Xa#*v-4-(hU:7;U:*D*3 1 Jt')^> 
X7;WxfcK£#fc. 

'H-NMRtCDCla) 6 : 1.11 (t. J=7. 2Hz. 3H) 1.88-1.96 (m. 2H) 4.10 (t. J=7. 2Hz. 

2H) 7.22(s. 1H) 7.29M. J=8. 0Hz. 1H) 7.93 (d. J=8. OHz. 1H) 10.50 (s. 1H) 



2-Xo#*~>-4-(hU 7;^D^5 L ;W^>X7^t H«»V>, §8i£0iJ283b) £ 

mm<D^mx\ 2-xo#*~>-4- ( h u 7)v*u*9-m &&m$t*mzo 

'H-NMR(CDC1,) 6 : 1.15 (t. J=7. 2Hz. 3H) 1.94-2.04 (m. 2H) 4.30 (t. J=7. 2Hz. 
2H) 7. 28 (s. 1H) 7. 40 (d. J=8. 0Hz. 1H) 8. 30 (d. J=8. 0Hz. 1H) 
3lJ£0tJ284c) 



2-Xd#*->-4- ( h 'J 7fr-*X2*3-M &&mm&£ZtZ- [3- ( I (tert-X h*-> 
* - ;W 7 ^ J ) * ?M -4-* h * : s 7x.-M -2-^ vyn^y^/Vx 
-b£ffiK %M$m) tmm^m-V. 2-^7X031^^-3-14-:* h^v-3-([2- 
Xo3^>-4- (HJ 7JM-n*?-;M ^>\Af ;H75 J *=f-M 7x.~M Xo/i 
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MS m/e (ESI) 498 (MH') 
Mi£0iJ285a) 




4-7o ; E3cm§Bgfc«fctfX3 1 ;i'3- [3- (75 /* pWM -4-* h+->7x-;H -2- 
/□/VX-hSifc. #V>T% #6nfcx^;U3-[-3-([4-^a^>'/-fJH7 

5y)^^;w-4-^H^^7xxi;w-2-rv^o^^->yo/tyx-hi. ig, t?* 

v f #O>0.64g» 1, 1-fc** (y7ixm7>f /) 7iDt> 

£ V U 7i»^P7h^77<-t#U 'V^rU- >-BiX^ (i:i) 
iUOX^l/ 2-rvyo#+v-3-(4-^ h*5/-3-(l4-(4.4, 5, 5-71-7*^-1, 

3. 2-s>**-*jKt3 7>-2-f ;M 75 y *7;w 7xxjh ^d/vx- 

h 1. 23g£#fc. 

■H-NMR(CDClj) 5: 0.96 (t, J=6. 4Hz. 3H) 1.14 (d, J=6. 4Hz, 3H3 1.21-1.27 (id, 
3H) 1.35 (s. 12H) 2.88 (dd. J=8. 4, 14. 0Hz. 1H) 2.94 (dd, J =4. 8. 14. 0Hz. 
1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 86 (s, 3H) 4. 02 (dd, J=4. 8. 8. 4Hz. 1H) 4. 1 
4-4. 19 k 2H) 4. 62 (d. 1=5. 6Hz, 2H) 6. 65-6. 70 (m. 1H) 6. 81 (d. J=8. 4Hz. 
1H) 7.16 (dd. J=2.4. 8.4Hz. 1H) 7.22 (d. J=2.4Hz. 1H) 7.73 (d. J=8. 0Hz. 2 
H) 7.85 (d. J=8.0Hz. 2H) 
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2-< y7*P**'>-3-(4-* h*x-3-((4-(4.4. 5. 5-fh7^f Jhl.U 

-s? □ z> y-i-i m ly^Mrs./* j-m y x -M y n n j x- h 5 

3mg. 4-7*D : &7JM-P^>-fef>21iDg, 1, 1-fcfT. (>?7xZMX7^7) 7iD 
ii>i;//ppA7^'7A5.7mg^J:^^*U^A55iiig5:> ? ^ h*~>x*>l. 5ml 

MJ«7Alml£iDA, ^T*6^it^bfc. ^fK^lNJ^i6T^f0L, R|[x^ 
T'ffliiiLifc. #*IJI£ig$8lxfc&, jS»ffl^©*7ATStii^^bT7K— 7-fehx 
h U;P- h 'J ^l^Pim^fc^fcHPLCfcT^Sl^-r V :7°P**->-3-4- [* 

h^->-3-(t4-(4'-7;^P7xxji/) ^>iAf JH 75 y) *^;W7x_ ju -fun 

MS m/e (ESI) 466 (MM 
HM^J286 



X^;P 2-ry^P4-^->-3-[4-^ b*x-3-([4-(4,4. 5. 5-fh7^fJhl, 3, 2 

^«tl>*4--7*P ; Ei7PP^>-fe'>^ffl<'^ HJ&#J285) <h|^£>7jfc-^ 2H"V7"p# 
4- ->-3-4- h * ->-3- ( [4- (4'-£ DD7 i-JH ^ > V-f ;W 7 5 y ) / 5 1 x - 

MS m/e (ESI) 482 (MH*) 




304 



WO 01/25181 



PCT/JP00/06788 




OH 



2->f V7*d#*«>-3-[4-;1 h*v-3-([4-(4, 4. 5, 5-r Vy^)V-l 3. 2 

p ? >-2-f ;w t> % /-f ;w 7 5 y y 7 xx;u yo;vx-h 

*->-3-4-[* h*v-3- ( [4- (2*-^PD7zZjH ^>>/-fJH75y) ^f^7i- 
MS m/e (ESI) 482 flffl*) 



X.?)V l-<i V.:/Dtf*->-3-[4-y h*->-3-([4-(4. 4. 5, 5-fb7^f^l. 3. 2 

^.ktM-^o^ETny-^fflU^ H^J285) «hPI^©7j^T, 2--rv:7"ntf*v 
-3-4-U h*->-3-U4-(4'-* h+y7x-;H **>WJW 75 /) ^Wi- 
JH7*a/oi^Hfc. 
MS m/e (ESI) 478 (MH 1 ) 



x^;i, 2--T yyD#^'>-3- [4-y h*->-3- ( [4- (4. 4, 5. 5-7=- h 7 ;WM, 3. 2 
- v^-^/H □ z> >-2-< ;m W ;H 7 5 y 7 xx;H yayi y x- h 





CI 



305 



WO 01/25181 



PCT/JP00/06788 



7p#*->-3-4-(* h*v-3-((4-[4'-(HJ 7)V*u*?-)\,) 7jl=.M^>'M 

MS m/e (ESI) 516 (MH 4 ) 
Hffiff]290 




xfSH' 2-fV^o^5/-3-M b*v-3-([4-(4.4. 5. 5-rh7^f;V-l. 3. 2 

*ii«-yowy-MjB^ ^iS^J285) tra«©*ftT» 2--fyyp#*~> 

-3- [4-* h*~>-3- [ ( [4- (1, 3-^7!/-;i^2-f ;M ^>»/-f'jH 75 J ) 7 



MS m/e (ESI) 455 Offl 4 ) 




x^;W 2-f V v-3- [4-* v-3- ( [4- (4. 4. 5, 5-r h 5 3. 2 

- □ ^ >-2-r ;w * >y-r ;n t 5 j * 7 hjh yp/i y x— h 

43<k^2-y'P ; etfUv ? >5:ffl^> HJS0J285) <t|5l«l0^ST% 2-fV^D^y-3 
-[4-;* h 4- ^-3- [ ( [4- (2- tf U ^ > y-f M 75^) ^fJV]7i^H 7p/1 

MS m/e (ESI) 449 MM 

g%M292 

IS^J292a) 
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4-:7D*-2-£ Og£fflV>, MM277a) \zm%. §3i£#l285) tm 

m<Dl5&-V* *5=-;M-*no-4-(4.4. 5. 5-fh7^f;i/-l. 3. 2- v**"** P 5 >- 
2-<;W^>VX-hO. 91g£#fc. 

'H-NMR(CDClj) 6: 1. 25 (s. 6H) 1.36 (s. 6H) 1.14 (d, J=6. 4Hz. 3B) 3.94 (s. 3 
H) 7.70 (d. J=8.0Hz, 1H) 7.79 (d, J=8. 0Hz. 1H) 7.84 (s, 1H) 



*^2-» Q Q-4- (4, 4, 5, 5-x h 7 3. 2-^:fr=fr-ff# □ 7 >-2— r ;H ^ 

>>/x-H. 30g, ^Dt^>i?>a 19g, 1. 1-tfX (y7i-M77>f;) 7i 

0- fe>^^PO^7v'7A57mgi5«i:^S!*U^A0. 55g£-7* h^'>X^>15ml 
fcig#U ^mUffl^Tll^raiP^ilgtUfc. S^S:^*-T?^Ufc^> »tt 
x^UfcitfTK^ini*., -b^-ThiSiib, S«t*BIB!X^T»ai Lfc. Ill* 

£ -> U * V )V* 7 A £ □ "7 h if v 7 4 - \z.¥i Is . 'vfrtf >-SlF&x3\>M5 : 1 ) & 

@«k 02-^ □ □-4-7xx;i/£j&§&;wi'£#fc. ^^-c#e>nfc2-^ d 0-4-7 

1- J^IfK^fJ^/^ y-;i/4ml»C^b, lNTK^b^" h 'J «?A2ml £iDA, 
MT6l$IHHt#Lfc. RJ&fi£«S*fcU IN^mT'+fP Bf&X^WT 

JBE@5feLT2-£OP-4-7xx;i/£m«0. 12g£#fc. 

'H-NMR(CDClj) 5: 7.44-7.52 (m. 3H) 7.56-7.63 (m. 3H) 7.73 (d. J=l. 6Hz, 3H) 
8. 05 (d. J=8. OHz. 1H) 
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HiS^292c) 




2-? D P-4- 7 3L-)V&&§iW.&£.TSx.3-)V 3- [3- ( [ (tert-7* h*is*i)l>#- 
)l>)75.y\* -4-^ h+y7i ~;H -2-1* V 7*p v'T'Pv'T / x- h £ ffi 
H^38) £P3*©#an?» 3- (3- [ (2-i7 P n-4-7 in;K>y< M 75 ^ ] 

MS m/e (ESI) 482 (MH*) 

g|gffi293 

Mi£#J293a) 



;WU2-? d P-4- (4. 4. 5. h 3. Z-'SttD-tfn? >-2-<i)VI 1 

>Vx-Hi5ctr/4-yD^^DD^>-tf>^ffll/\ §Sli£0y292b) tmmofii&Vs 2 
-/7 p o-4- (4'-7 o o 7xZJH SccMB^fvifc. 

'H-NMR (DMS0-d 6 ) 6 : 7.54 (d, 1=8. 8Hz. 2H) 7.72 (dd. 1=1.6. 8.0Hz. 2H) 7. 78 
(d. J=8. 8Hz. 2H) 7.84 (d. J=l. 6Hz. 2H) 7.87 (d. 1=8. 0Hz. 1H) 



l-fp o p-4- (4*-? P P 7 xx;W tfx^l/ 3- (3- ( [ (ter t-y h ^ 

v^;p^-;i/)7^y]^^;w-4-^ h^->7x^;n-2-i'V7'p^^->7'p/ty 
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y V 4 M 7 a J * 5-M -4-/ h^->7i ~M -1-4 y 7* p v 7 p A £ 
MS m/e (ESI) 516 (MM 
§3£0<)294a) 



;* D D-4- (4. 4. 5. 5-x h 9 * ^JWl. 3. 2-v f ^^r"9-^ P 5 >-2-f ;M ^ 

>yx-h^irX4-yp : eh;i'X>^ffl^ MM292W tpg«©#*£T> 2-^p 

d-4- (4'-^^JU7x-;W ^m#B££#f Co 

'H-NMRtCDCIj) <5: 2.42 (s. 3H) 7.29 (d. J=8.0Hz. 2H) 7.52 (d. J =8. OHz. 2H) 
7.56 (dd, J=1.6, 8.4Hz, 1H) 7 71 (ft 1=1. 6Hz. 1H) 8-09 (d. J=8.4Hz, 1H) 
HJfi^294b) 



2-^ P D-4- W-*3-)V73.-M 2cM6fc:fc<ktfX5f ^ 3- [3- ( ( (tert-7 

)iit-)v) 75/1^ ^ju -4-* h*->7 i-jh -2-< y yp^^^yp/i / 

x-h£fflV\ HJg^J38) tPI^©^t?> 3-(3-[2-^PP-4-(4'-^^JU7ix;W 

MS m/e (ESI) 496 (MM 

gjjfigi.1295 

$WJ295a) 
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^0 0 




OH 



4-^OD-2-xK*v£J.#&X5r;M).50g, :7xx;u#D>&0.31g, 1, l-fc*X 

ISlff (9: 1) ^tB^iHct 0 2-X h^^-^xX^M&X^^fc. 
T'#e>nfc2-X h^->-4-7ix;^JETOx^^X^y-;Hinl^^«?L, INzK 

u a a t m iu aH K fe«CTasbT2-x h*->-4-? x-mgio. 22g£#fc, 

'H-NMR (CDCI3) 5 : 1.61 (t, J=7. 2Hz. 3H) 4.42 (a, J=7. 2Hz, 2H) 7.21 (d. J-l. 

6Hz. 1H) 7.36 (dd. J=l. 6. 8. 4Hz. 1H) 7.43-7.51 (m. 3H) 7.59-7.61 On. 1H) 
8.25 (d. J=8.4Hz. 1H) 
Hifi^J295b) 



2-X h^->-4-7xx;P^m§if*3J;^X^ 3- [3- ( [ (tert-7 h*->#;i/# 

m\,\ nmmzi) tmm^mx^ 3- (3- [ (2-1 y-4-7 x - jk >^ ;n 7 $ 

MS m/e (ESI) 492 (MH 4 ) 
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gttfll296 



Sjg«y296a) 



F 




4-^ □ □ -2-x h * x5=-;p* «k ? □ ^ >-t? a >m &m ^ , 

§&i£fl!295) £H«©:58TN Mh*y-4-(4'-7MD7i-;H0S8Sffc, 
'H-NMR(CDClj) <5: 1.61 (t. J=7. 2Hz, 3H) 4.42 (q, J=7. 2Hz. 2H) 7.15-7.20 to. 
3H) 7.30 (dd. J=l. 6. 8.0Hz. 1H) 7.55-7.59 to. 2H) 8.24 (d. J=8. OHz. . 1H) 
HJS^296b) 



2-x b*->-4- (4'-7;i/^P7xXJW tfx^jU 3- [3- ([ (tert-y 

/Vl-h*J8^. HJS«»J38) 3-(3-[2-Xh*~>-4-(4'-:?;M-D 

MS m/e (ESI) 5 1 0 (MH*) 

HiSgjl297 

M£0y297a) 
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mmmi%stmmo)^mx\ 2-xh*->-4-(4'-* h*->7xxjw£m«m£*tfc 0 

'H-NMR(CDClj) 5 : 1.61 (t. J=7. 2Hz. 3H) 3.87 (s, 3H) 4.41 (q. J=7. 2Hz. 2H) 

7.01 (d. J=8.0Hz. 2H) 7.17 (d. J=l. 6Hz. 1H) 7.31 (dd. 1=1.6. 8.4Hz. 1H) 7. 
55 (d. J=8.0Hz. 2H) 8.22 (d. J=8.4Hz. 1H) 
2dS0!)297b) 




2-x h*v-4- (4'^* h*->!7xx;W tfX3MW 3- [3- (I (tert-y 
h *z/*)\>tf-M 75/]^ -4-* h * y7i^JH -2--f V 7 □ #*->7o 
/VX-h£fflVK &M&m£Wl&<Dl5m~e\ 'S-IS-B-lh+^-M*-/ h*->7 

MS m/p (ESI) 522 (MH 4 ) ! : 




'H-NMR(CDClj) 6 : 0.86 (t. J=7. 2Hz. 3H) 1.51-1.61 On, 2H) 2.97 (dd. J=8. 0. 
14.tiHz. 1H) 3.07 (dd. J =4. 4. 14. 0Hz. 1H) 3.35 (dt. J =6. 4. 8. 8Hz. 1H) 3.50 

(dt. J=6.4. 8.8Hz. 1H) 3.89 (s. 3H) 4.04 (dd. J=4.4. 8.0Hz. 1H) 4.64 (d. 

J=6.0Hz, 2H) 6.82 (d. J=8.0Hz. 1H) 7.17 (dd. J=2. 0. 8.0Hz. 1H) 7.22 (d. 
J=2.0Hz. 1H) 7.38 (d. J=I2. 0Hz. 1H) 7.37-7.45 fa, 1H) 7,52 (d. J=8. 0Hz. 1 
H) 8.23 (t. J=8.0Hz. 1H) 
^^299 
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MS m/e (ESI) 424 (MH 4 ) 
• «fl!300 



«^218i|j^0>£ire. 3- [4-* h+->-3-([(5-^^-2-7x^;Wl, 3-^7 
MS m/e (ESI) 469 (MH 4 ) 



m&m2\iiimm<D^mx\ 3- (3- [ (2-^ □ D-4-y p 7 5 / ] * ^ji/-4-* 
h^->7x^;w-2-yo#^->^p/^>K^#fc. 

MS m/e (ESI) 464 (MH 4 ) 



m&m\ 8 1 iwu£©;£*£t, 3- [3- ( [2- 9 p p -4- ( -> 0 u ^ >^:t* -» ^ > v 

MS m/e (ESI) 490 (MH 4 ) 
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MS m/e (ESI) 454 (MM 
*tt«304 



MS m/e (PS1) Sfl3(MH*) ! 



nm&m&tmmvij&r'. 3-4-* h*v-3-t( [5-^^-2- m-^^7z=jm 

MS m/e (ESI) 483 (MH 1 ) 



H1K^2 1 8 1 E«©#iSttN 3- (3- [ (2, 4-5? * o D * > !/-f /M7S;U 3^-4- 





««306 
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MS m/e (ESI) 426 (MH*) 



g»l307 




MS m/e (ESI) 455 (MH*) 



^HS^I2l8^^^g)7j^T% 3- (3- 1 (2, 4-^^ □ ut>*M )V) 7 5 

MS m/e (ESI) 454 (MH*) 
Hi60l)3O9 



^J60»J2l8<h^©7J^T*. 2-< 7 7* h*~>-3- [4-* h*~>-3- ( t (5-^^-2-7 
MS m/e (ESI) 483 (MH*) 





315 



WO 01/25181 



PCT/JPOO/06788 




C0,H 



mmmii). le) tliO^raib, 2-[4-*h*:/-3-([4-(h'J:7JM-o* 

h *c>».Af ;U 7 5 y ^ *c> sw) 7^ y < y * 7 ->•;/ H £#fc„ 

6: 0.94 (t. J=7.2Hz. 3H) 1.51-1.71 (m 2H) 2.51-2.58 fan, 1H) 2.70 (dd. J 
=5.8. 14.0Hz.. 1H) 2.88 (dd. J=8.4. 14.0Hz. 1H) 3.84 (s. 3H) 4.57 (d. J=5. 
6Hz. 2H) 6.75 (t. J=5. 6Hz. 1H) 6.80 (d. J=8.4Hz. 1H) 7. 09 (dd. J=2. 0. 8.4H 
z. 1H) 7. 15 (d. J=2.0Hz. 1H) 7.23(d. 8.4Hz. 2H) 7. 79 (dt. J=2. 0. 8.4Hz. 2H) 



mmmu). \e) tm&ojjm-emmv. 2- (4-* h*s/-3-[o-^-7^;w**#=. 

'H-NMR(CDClj) 6: 0.96 (t. J=7. 2Hz. 3H) 2. 53-2.62 to, 1H) 2.73 (dd. J=5. 8. 
14.0Hz. 1H) 2.89 (dd. J =8. 6. 14. 0Hz. 1H) 2.89 (dd. J =8. 6. 14. 0Hz. 1H) 3.8 
7 (s. 3H) 4.64 (d. J=6. 0Hz. 2H) 6.82 (d. J=8. 4Hz. 1H) 6.85 (t. J=6. 0Hz. 1 
H) 7.10 (dd. £2. 8.4Hz. 1H) 7.22 (d. J=2. 2Hz. 1H). 7.4-7.58 fa. 2H) 7.78 
-7.94 (m. 4H) 8.27 (s. 1H) 



fgttttlld). le)tH«©^ffi-e«iSL, 2-[4-^ h^v-3-(((l-^^;WlH-2-r 

■H-NMRtCDClj) 6 : 0.95 (t. J=7. 2Hz. 3H) 1.51-1.62 (m. 2H) 2.53-2.62 fan. 1H) 
2. 72 (dd. J=6. 4. 14. 0 Hz. 1H) 2. 89 (dd. J=4. 4. 14. 0Hz. 1H) 3. 86 (s. 3H) 
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4.04 (s. 3H) 4.57 (d. 1=5. 6Hz. 2H) 6.77 (t. J=5. 6Hz. 1H) 6.79-6.83 to. 2 
H) 7. 06-7. 18 to, 3H) 7. 27-7. 33 to. 1H) 7. 37 (d. J=8. 4Hz. 1H) 7. 61 (d, J=8. 
0Hz. 1H) 



'H-NMR(CDClj) 6: 0.94 (t. J=7..2Hz. 3H) 1.50-1.71 to, 2H) 2.49-2.58 to, 1H) 
2. 70 (dd. J=6. 0. 14. 0 Hz. 1H) 2. 86 (dd. J=4. 4. 14. 0Hz. 1H) 3. 84 (s, 3H) 

3.86 (s. 3H) 3.90 (s. 3H) 4.59 (d. J=6. 0Hz. IB) 4.60 (d. J=6. 0Hz. 1H) 6.4 

6 (d. J=2.4Hz. 1H) 6.58 (dd. J=2. 4. 8. 8Hz. 1H) 6.78 (d. J=8.4Hz. 1H) 7.05 
(dd. J=2. 4. 8. 4Hz. 1H) 7. 17 (d. J=2. 4Hz. 1H) 8. 16 (d. J=8. 8Hz. 1H) 8. 35 

(t, J=6. QHz, 1H) : 



nmm id) , ie) t^o^rast. 2- [3- ( [ e-^;i^2- tr u sw) 

'H-NMR (CDCI3) 6 : 0.90-1.00 to. 6H) 1.30-1.42 to. 2H) 1.50-1.71 to. 4H) 2.5 
0-2.59 fa. 1H) 2.65 (t. 1=8. 0Hz. 2H) 2.70 (dd. J=6.4. 14. 0Hz. 1H) 2.86 (d 
d. J=8.4. 14.0Hz. 1H) 3.86 (s. 3H) 4.61 (d. J=6. 4Hz. 2H) 6.78 (d. J=8. 4Hz, 
1H) 7. 06 (dd. J=2. 4. 8. 4Hz. 1H) 7. 17 (d. J=2. 4Hz. 1H) 7. 62 (dd. J=2. 0. 8. 
0Hz. 1H) 8.10 (d. J=8.0Hz. 1H) 8.35 (d. J=2. 0Hz. 1H) 8.42(t. J=6.4Hz. 1H) 
1feififlil315 




^^J314 
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mmm\6)\ ie) trnm^m-vmrnu 2-(4-*h*->-3-[(2.4.5-Hj/h*-> 

^> , /'f;H75y]/fM>yJH 79 J 4 y97 s sy F^ifc. 
'H-NMR (CDCI3) 6 : 0.93 (t. J=7. 6Hz. 3H) 1.50-1.70 (m. 2H) 2.50-2.58 On. 1H) 
2.69 (dd. J=6.0. 13. 6Hz. 1H) 2.88 (dd. J=8.4. 13.6Hz. 1H) 3.86 (s. 3H) 3. 
88 (s. 3H) 3.91 (s. 3H) 3.92 (s. 3H) 4.60 (d. J =6. OHz. 2H) 6. 49 (s. 1H) 6. 
78 (d. J=8.0Hz. 1H) 7.06 (dd. J=2. 0. 8.0Hz. 1H) 7.17 (d. J=2. OHz. 1H) 7.7 
5 (s. 1H) 8.45 (t. J=6.0Hz. 1H) 



^«S«ld). le) tH«03&ttT?»Il/, !-(3-[a4-^fM//'f^7S;] 
Y^yOVM 79 J<y97 s sy F&mco 
'H-NMR (CDC1 3 ) 6 : 0.94 (t. J=7. 2Hz. 3H) 1.50-1.71 (m. 2H) 2.31 (s. 3H) 2.36 

(s. 3H) 2.50-2.59 fa, 1H) 2.70 (dd. 1=6.6. 14. OHz, 1H) 2.88 (dd. J =8. 4. 
14.0Hz. 1H) 3.81 (s. 3H) 4.54 (d. J =6. OHz, 1H) 4.55 (d. J =6. OHz. 1H) 6.29 
(t. J=6.0Hz. 1H) 6. 78 (d. J=8. 6Hz. 1H) 6.98(d. J=7. 6Hz. 1H) 7. 00 (s. 1H) 7. 
08 (dd. J=2.0. 8.6Hz. 1H) 7. 18 (d. J =2. OHz, 1H) 7.24 (d. J=7. 6Hz. 1H) 



UttttlldK le) tm&e>l5&r9mu 2-[4-*h*i/-3-(l(5-*^;i/-2-t:5v 
-)\A * M 7 % J * * > i>M ~?9 J *i v97 > y Y £#fco 



ggjjfigiJ316 




HMW317 
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'H-NMR(CDClj) 6 : 0.94 (t. J=7. 2Hz. 3H) 1.50-1.70 to. 2H) 2.50-2.58 to. 1H) 
2.69 (dd. J=6.8, 14.0Hz. 1H) 2.88 (dd. J=8.4, 14. OHz. 1H) 3.85 (s. 3H) 4. 
61 (d, J=6. OHz. 2H) 6.79 (d. J=8.4Hz. 1H) 7.08 (dd. J=2.0. 8.4Hz. 1H) 7.1 
5 (d. J=2.0Hz. 1H) 8.21 (t. J =6. OHz. 1H) 8.36 (s. 1H) 9.26 (s. 1H) 
^^1318 




mmm\d)> \e) tmmo^m^i&mv. 2-(4-^h+y-3-[(2-^/uM^- 

'H-NMR (CDCI3) 6 : 0.93 (t. J=7. 2Hz. 3H) 1.50-1.70 to. 2H) 2. 51-2. 60 to. 1H) 
2.70 (dd. J=6.4. 13.4Hz. 1H) 2.89 (dd. J=8. 6. 13.4Hz. 1H) 3.87 (s. 3H) 4. 
68 (d. J=6.4Hz. 2H) 6.80 (d. J=8. 2Hz. 1H) 7.07 (dd. J=2. 2. 8. 2Hz. 1H) 7.2 
l(d. J=2.2Bz. 1H) 7. 69 (t. 1=8. OHz. 1H) 7. 76 (t. 1=8. OHz. 1H) 7.97(d. J=8. 0 
H 7 , UP anm, T=« flH7. 1H) 8.62(s. 1H) 8.67(1. J=6. 4Hz. 1H) 9.15(s. 1H) 
«W319 




2llg#lldK le) fcR*©£8refflSU 2-14-^ h4'>-3-|(6-^y 'JJWM- 

•H-NMR (CDC 1 3) 6: 0.91 (t. J=7. 6Hz. 3H) 1.47-1.70 to. 2H) 2.47-2.56 to. 1H) 
2.69 (dd. J=6.0. 14. OHz. 1H) 2.84 (dd. J =8. 8. 14. OHz. 1H) 3.79 (s. 3H) 4. 

57 (d. J=6. OHz. 2H) 6.75 (d. J =8. OHz. 1H) 6.84 (t. J=6. OHz. 1H) 7.05 (dd. 
J=2.0. 8.0Hz. 1H) 7.17 (d. J=2.0Hz. 1H) 7.34 (dd. J =4. 4. MHz. 1H) 7.88 
(dd. J=2. 0. 8. 8Hz. 1H) 7. 96 (t. J=8. 8Hz. 1H) 8. 06 (d. J=8. 4Hz. 1H) 8. 10 

(s. 1H) 8.86 (d. J=2.8Hz. 1H) 

1MM320 
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F f 



C0 2 H 



2- (3- [(2. 6-^7^0-4-^ h*zs*> % M JM 75 A *=?)\r-A-* h*->^> 
i/M 7* J -i v $ 7 : sv H 

■H-NMROClj) 6: 0.95(t. J=7. 6Hz. 3H) 1. 53-1. 71 fan, 2H) 2. 52-2. 59 (m. 1H) 2. 

70 (dd. J=6.6. 14.0Hz. 1H) 2. 88 (dd. J=8.4, 14. 0Hz. 1H) 3. 79 {s. 3H) 3. 83 (s. 
3H) 4.57(d. J=5. 6Hz, 1H) 4.57 (d. J =5. 6Hz. 1H) 6.44 (s. 1H) 6.46 (s. 1H) 
6.78 (d. J=8. 0Hz. 1H) 7.07 (dd. J=2. 0. 8.0Hz. 1H) 7.17 (d. J=2. 0Hz. 1H) 

««321 



HJgfllldK le) t^&^&T'MSU 2-[4-* h*:>-3-([(5-*b*>'tf'J> f 
tjU^lkUi )H 7 =• y * ^ )U ^>zsM 7* 7 ^ >y £ 7 v^y K 

■H-NMR(CDClj) 6 : 0.93 (t. J=7. 2Hz. 3H) 1.48-1.70 (m. 2H) 2.48-2.57 fan. 1H) 
2.69 (dd. 1=6. 6. 13. 6Hz. 1H) 2.87 (dd. J=8.4. 13. 6Hz. 1H) 3.85 (s. 3H) 3. 
89 (s. 3H) 4.59 (d. J=6.0Hz, 2H) 6.78 (d. J=8. 0Hz. 1H) 7.06 (dd. J=2. 0. 8. 
0Hz. HD 7.16 (d. J =2. OHz, 1H) 7.26 (dd. J =3. 2. 8.4Hz. 1H) 8.14 (d. J =8. 4 
Hz. 1H) 8. 19 (d. J=3. 2Hz. 1H) 8. 30 (t. J=6. OHz. 1H) 



mmm\6), ie) tmmvJj&T'mwL* 2-[3-([(3.5-5?^DD-2-tru^;w*;w 

'H-NMR {CDCI3) 6 : 0. 94 (t, J=7. 2Hz. 3H) 1. 51-1. 70 On. 2H) 2. 50-2. 59 (m. 1H) 2. 
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69 (dd, J=6.4. 13.6Hz. 1H) 2. 87 (dd, J=8.4. 13. 6Hz. 1H) 3.85 (s, 3H) 4.57 

(d. J=6. 4Hz. 2H) 6. 78 (d. J=8. 4Hz. 1H) 7. 07 (dd. J =2. 2. 8. 4Hz. 1H) 7. 16 

(s. 1H) 7.82 (d. J=2.0Hz. 1H) 8. 09 (t. J=6. 4Hz. 1H) 8. 40 (d. J=2. OHz. 1H) 
^^323 




SlfeftlldK le)£R*©#*T*J«U 2-[3-([(4-^OD^>y[b)7 7>-7-'T 
M * ;w#n;n 75/* -4-* H * 5"* > vJU 7* J < y 2 7 > y K £ 

'H-NMR(CDCg 6: 0.94(t. J=7. 2Hz. 3H) 1.50-1.71 fan, 2H) 2.50-2.60 (id. 1H) 
2. 71 (dd. J=6.0. 13.8Hz. 1H) 2.87(dd. 1=8:8. 13. 8Hz. 1H) 3.89 (s. 3H) 4.69 
(d. J=6.0Hz. 1H) 4.70 (d. J =6. OHz. 1H) 6.81 (d. J=8.4Hz. 1H) 6.96 (d. J=2. 
OHz. 1H) 7.08 (dd. J=2. 0. 8.4Hz. 1H) 7.20 (d. J =2. OHz. 1H) 7.33 (d. J=8. 0 
Hz. 1H) 7.71 (d. J=2.0Hz. 1H) 8.01 (t. J=6. OHz. 1H) 8.04 (d. J=8. OHz. 1H) 




fmwdK le) tmrn^mx-mmv. 3-(3-[(4->7/^> 4 /-f;W7syi^ 

'H-NMROClj) 5 : 1.04 (d. J =6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2.92 (dd. J=7. 
2. 14.0Hz. 1H) 3.03 (dd. J =4. 4. 14. OHz. 1H) 3.59 (sept. J =6. OHz. 1H) 3.86 
(s. 3H) 4. 11 (dd. J=4.4. 7. 2Hz. 1H) 4.60 (d. J=6. OHz. 2H) 6.77 (br. 1H) 6. 
82 (d. J=8.4Hz. 1H) 7. 1 6 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d. J=2. OHz. 1H) 7.70 
(d. J=8.0Hz. 2H) 7.84 (d. J=8. OHz. 2H) 
*jSW325 
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'H-NMR(CDClj) 6: 1.03(d. J =6. OHz. 3H) 1. 16 (d. J=6. OHz. 3H) 2. 92 (dd. J=7.4. 
14.0Hz. 1H) 3. 03 (dd. J=4. 6. 14. OHz. 1H) 3. 58 (sept. J=6. OHz. 1H) 3. 87 (s, 
3H) 4. ll(dd. J=4.6. 7.4Hz. 1H) 4. 60(d. J=6.0Hz. 2H) 6.75(br. 1H) 6. 83 (d. J 
=8.4Hz, 1H) 7. 17 (dd. J=2. 0. 8. 4Hz. 1H) 7. 21 (d. J=2. OHz. 1H) 7. 56-7. 70 (m, 3H) 
-^^J326 



gyainn. iri^raao^feTJgigU 3-(3-[(2-7J^a-4-^h^^>\/-r 

■H-NMROClj) 6 : 1.00 (d. J =6. OHz. 3H) 1.14 (d. J =6. OHz. 3H) 2.89 (dd. J=8. 
0. 14.0Hz. 1H) 3.04 (dd. J=4. 0. 14.0Hz. 1H) 3.54 (sept. J=6.0Hz. 1H) 3.83 
(s. 3H) 3.86 (s. 3H) 4.09 (dd. J=4. 0. 8.0Hz. 1H) 4.62 (d. J =6. OHz. 2H) 6. 
59 (dd. J=2.4. 14.0Hz. 1H) 6.77 (dd. J=2. 4. 8. 8Hz. 1H) 6.81 (d. J =8. OHz. 
1H) 7.13 (dd. 1=2.0. 8. 4Hz. 1H) 7.21 (d. J =2. OHz. 1H) 7.27-7.36 (m. 1H) 8. 
05 (t. J=8.8Hz. 1H) 



HJStfJldh le) tmm<Dl5&T'mWV. 3-(3-[(2-£na-4-* b^-^> s M)D 
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'H-NMR{CDClj) 6 : 1.02 (d. J =6. OHz. 3H) 1.15 (d, J =6. OHz. 3H) 2.90 (dd. J=7. 
6. 14.0Hz. 1H) 3.05 (dd. 1=4. A. 14. OHz. 1H) 3.56 (sept. J =6. OHz. 1H) 3.81 
(s. 3H) 3. 84 (s. 3H) 4. 09 (dd. J=4. 4. 7. 6Hz. 1H) 4. 61 (d. J=5. 6Hz. 2H) 6. 
59 (dd. J=2.4. 14.0Hz. 1H) 6.80 (d. J=8.4Hz. 1H) 6.84 (dd. J =2. 8. 8. 8Hz. 
1H) 6. 88 (d. J=2. 8Hz. 1H) 6. 97 (t. J=5. 6Hz. 1H) 7. 14 (dd. J=2. 0. 8. 4Hz. 1 
H) 7.24 (d. J=2.0Hz. 1H) 7.74 (d. J=8. 8Hz. 1H) 




nmmiQ* ie) tm&wz&T'&mi^ 2--r v:/n#*v-3-(4-* h*->-3-[(2. 

4. 6- h U f o D * >»/-f ;W 7 5 J ] *J-)V7^-)V) ~Ju)'\J'i-y9~7~s v H £ 

miz. 

'H-NMR(CDClj) 6 : 1.04 (d. J =6. OHz. 3H) 1.16 (d. J =6. OHz. 3H) 2.91 (dd, J=7. 
6. 14.0Hz. 1H) 3.05 (dd. J=4.4. 14. OHz. 1H) 3.57 (sept. J =6. OHz. 1H) 3.82 

(s. 3H) 4.11 (dd. J=4.4. 7. 6Hz. 1H) 4.61 (d. J =6. OHz. 2H) 6.40 (br. 1H) 
6.80 (d. J=8.4Hz. 1H) 7.16 (dd. J =2. 4. MHz. 1H) 7.27 (d. J=2.4Hz. 1H) 7. 
26 (s. 1H) 7. 32 (s. 1H) 




liifi^Jld), le)tH«©*ftT?JSIL, 2-ryyn^->-3-4-^ h^v-3-[([6 

- ( h u 7 o ^ ;w -3- tr >j v;H * ;w#-;P7 $;)^ 7i-;vya/v 
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'H-NMR(CDC)j) 6 : 1.05 (d. J=6. 0Hz. 3H) 1.16 (d. J=6.0Hz.o3H) 2.93 (dd. J=7. 
2, 14.0Hz, 1H) 3.04 (dd. J =4. 4. 14. OHz, 1H) 3.59 (sept, J=6. OHz. 1H) 3.86 
(s. 3H) 4.10 (dd. J=4.4. 7. 2Hz. 1H) 4.63 (d. J=6.0Hz, 2H) 6.83 (d. J =8. 4 
Hz. 1H) 6. 93 (br. 1H) 7. 17 (dd. J=2. 0. 8. 4Hz. 1H) 7. 22 (d. J=2. OHz. 1H) 7. 
75 (d. J=8.4Hz. 1H) 8.29 (dd, J=l. 2. 8. 4Hz. 1H) 9.02 (s. 1H) 




3-3- 1 ( [3-^ dd-5-(HJ7Md^ -2- tf u * ;i^^;i/7 5 J ) * ? 

'H-NMR(CDClj) 6: 1.02 (d. J =6. OHz. 3H) 1.15 (d. J =6. OHz, 3H) 2.90 (dd. J=7. 
6. 14.0Hz. 1H) 3.04 (dd. J=4.4. 14. OHz. 1H) 3.56 (sept. J =6. OHz. 1H) 3.86 
(s. 3H) 4.09 (dd. J-4.4. 7. 6Hz. 1H) 4.61 (d. J =6. OHz. 2H) 6.82 (d. J =8. 2 
Hz I ff ) 7 .15 (d d. J-2.Q, 8. 2Hz. 1H) 7.23 (d, J=2. OHz. 1H) 8.05 (d. J=0.8H 
z. 1H) 8.14 (t. J=6. OHz, 1H) 8.70 (d, J=0. 8Hz. 1H) 
WJ331 




nig^jid), le) tmm^mrmm^ 3-t3-U(2.4-> > * h*~>-5-trus^:i 

■H-NMROClj) 5: 1.04 (d. J =6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2.91 (dd. J=7. 
4. 14.0Hz. 1H) 3.04 (dd. J=4. 2. 14. OHz. 1H) 3.58 (sept. J =6. OHz. 1H) 3.89 
(s. 3H) 4. 10 (dd. J=4. 2. 7. 4Hz. 1H) 4. 60 (d. J=6. OHz. 2H) 6. 82 (d. J=8. 4 
Hz. 1H) 7. 14 (dd. J=2. 0. 8. 4Hz. 1H) 7. 19 (d. J=2. OHz. 1H) 7. 96 (t. J=6. OH 
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z, 1H) 9.10 (s. 1H) 




h*wth i J*^M0g> /^hz/frmg&uaz-. %mrnmmm.mvrco Kmusm* 

SIU 2-7D^-4^*h*S>pWW^>1f>30g£#/£. dOffiSEJfc&^h^ 

;*3\>H^>X7JUxt K25g£#fco ^©ffl^fiE^$rX^y-;W200iDn^fi¥L, 

h;fcn>400mlfc}gflPU 7^bv7xXJl/^7KUJW32ml^J:^7U ! tf*>i'a 
[5.4.0]£>x-fe>22il*JO*.» M"iri2l$Ht6#bfc. Rlfcg^tt 

»U S«£«ffig5fcLfc. 2-7v f H^?JW4-(> f ^h + >'^5 L ;M7;^D^> 
if>30g£#fc. c:0ffi4J5K^*xh7kHD77>5OOmHcS«?b, *50ml:fccktf 
HJ7xx;i/#Xt7,/>45g£iIlA. 50T;T3P*r B m#Ufc. «MI*«ffie*L, 2- 
7;U^p-5-(v^ h^v^5 1 ;W^>v;i'75>70g^#/co fi£riMb£N.N-5?/3 L 
;M?;UA75K200i1K:Jgfl?U JBH^;W5?*-#*-h55g, MJX^XS> 
43ml fciB*. MfcT4BIWM*Lfc. E£g£ttK**tnA, KKx^^TtttH 
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J-)V (10:1^2:l)Jgffl#Si<}:9$ilH:7*3\M/ N-[5-(v;* h*->;WW-2-:7JM-D 
*>5»M h30g££fc. 

'H-NMR(CDClj) 6 : 1.44 (s, 9H) 3.30 (s. 6H) 4.36 (d. J=5. 2Hz. 2H) 4.90 (br. 
1H) 5.34 (s, 1H) 7.02 (t. J=9. 2Hz. IB) 7.16-7.46 fan. 2H) 
ajg«3332b) 



^=^;W N-[5-(i?* Y* s s*5-M-l-7fr*ui>*?M1)'-m- h30g£ 
fh7tHD77 >300nl »cl§fl¥U llMg&80n>l fcjtaAfctfn^OtfmtfLfc. ®*0 

)Vi$-u-5-i£)V=iM ft—^T— H25gfc#fc. 

•H-NMRtCDClj) 6: 1.45 (s. 9H) 4.43 (d. J=5. 6Hz. 2H) 4.98 (br. 1H) 7.19 (t. 
J=8.8Hz. 1H) 7.79-7.85 fan, 1H) 7.90 (dd, J=2. 0. 7.2Hz. 1H) 
S5i^l332c) 



SgH^JU N-(2-T7;M-D-5-*;i/5JW #-A^-h£fflV>T> gili£0tJ261<i:|i| 
flto^fcTfflSU IH^^ N-5-[(2.4-v**V-1, Z-^7V7>-5-< )l) 

'H-NMR (DMS0-d $ ) 6 : 1.38 (s. 9H) 3.06 (dd. J=9. 2. 14. 0Hz. 1H) 3.34 (dd. J=4. 

0. 14. 0Hz. 1H) 4. 12 (d. J=5. 6Hz. 2H) 4. 81 (dd. J=4. 0. 9. 2Hz) 7. 05-7. 20 fan. 

2H) 7.35 (t. J=5.6Hz. 1H) 7.93 (s. 1H) 
HJS^J332d) 
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CI 




0 



NH 



HM261 tm%k<»J5&?9m^ Nl-5- [(2. 4-^**7-1. 3-^775 >-5->f 

'H-NMR(CDCls) a : 3.17 (dd. J=8. 4. 14.4Hz. 1H) 3.26 (dd. J =4. 4. 14.4Hz, 1H) 
4.45 (dd. J=4.4. 8. 4Hz) 4. 59 (d. J =6. OHz. 2H) 6.61 (br. 1H) 6.96 (t. J=9. 
2Hz. 1H) 7.04-7.11 (m. IB) 7.20-7.29 On. 2H) 7.36 (d. J =2. OHz. 1H) 7.80 
(d. J-8.4HZ. 1H) 



3Ufg0iJ261 tl^i©*MIL. Nl-5- [ (2. 4-5?**V-l. 3-^77? >-5-f 
Jbl *^)l/l -2-7 Jl/^-a^>yJW-2-^PP-4-^ h4-X>X7$ K£#fc, 
■H-NMROCl,) 6: 3.15 (dd. J=8. 6. 14. OHz. 1H) 3.32 (dd. J =4. 2. 14. OHz. 1H) 
3.76 (s. 3H) 4.44 (dd. J =4. 2. 8.6Hz. 1H) 4.59 (d. J=6.4Hz. 2H) 6.76-6.86 

(m. 3H) 6.95 (t. J=8.4Hz. 1H) 7.03-7.08 (m 1H) 7.27 (dd. J=2. 0. 7. 2Hz. 
1H) 7.69 (d. J=8.4Hz. 1H) 8.46 (br. 1H) 



3yg#I261 t|5|^^^T-MaU> Nl-5- [ (2. 4-S>** V-l. 3-^779 >-5--f 

■H-NMR (DMSO-de) 6 : 3.07 (dd. J =8. 8. 14. OHz. 1H) 3.34 (dd. J =4. 4. 14. OHz. 1 
H) 3.90 (s. 3H) 4.47 (d. J =6. OHz. 2H) 4. 82 ^ (dd. J =4. 4. 8. 8Hz. 1H) 7.00-7. 
30 (m. 5H) 7.70 (d. J =8. OHz. 1H) 8.63 (t. J=5. 6Hz. 1H) 12.03 (s. 1H) 



M133 
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H»261t^cD^ffi-C^SU. N3-5- [ (2. 4-5?** V-l. 3-77 >-5-< 

'H-NMR (CDC lj) 6 : 3.07 (dd. J=9. 6. 14. 0Hz. 1H) 3.34 (dd. J =4. 4. 14. OHz. 1H) 

3.97 (s. 3H) 4.50 (d. J =6. OHz. 2H) 4.83 (dd. J =4. 4. 9. 2Hz. 1H) 7.08-7.20 

fan. 3H) 8. 07-8. 14 fan. 1H) 8. 26-8. 33 fan. IB) 8. 74 (t. J=6. OHz. 1H) 12. 03 

(s. 1H) 



fgffi0y336 




HJg0iJ261t^©^Ti!a31U N3-5-K2. 4-^^7-1. 3-^7 1/7 >-5-< 



'H-NMR (CDCI3) 6 : 2.43 (3H. s) 3.07 (dd. ]=9.4. 14. OHz. 1H) 3.40 (dd. J=4. 0. 

14.0Hz. 1H) 3.96 (s. 3H) 4.49 (d. J=5. 6Hz. 2H) 4.82 (dd. J=4. 0. 9.4Hz. 1 

HJ 6. 94-7. 00 On. 1H) 7. 10-7. 30 fan. 3H) 8. 02-8. 10 fan. 1H) 8. 64 (t. J=5. 6Hz. 

1H) 12.02 (s. 1H) 




HiS^J261t^0^fe-r^ab, N3-5-[(2.4-5***V-l. 3-^7 l /7>-5--f 
M /^JH-2-7^P^>^W2. 6-5** 

'H-NMR (CDC 1 3) 6 : 3.02-3.10 fan. 1H) 3.27-3.36 fan. 1H) 3.90 (d. J =2. OHz. 3H) 
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4.10 (d. J=2.0Hz. 3H) 4.49 (d. J=5. 6Hz. 2H) 4.79-4.84 to. 1H) 6.48 (d. J 
=8.0Hz, 1H) 7.08-7.27 (m. 3H) 8.13 (d, J=8..0Hz. 1H) 8.48 (t. J=5. 6Hz. 1H) 

12.01 (s. IB) 
HiSgj|338 




«M261«hl^«©^TMSL, N3-5^[(2. 4-5WrV-l. 3-?7*/5 >-5-f 

■H-NMROMSO-dj) 5: 1.33 (t. J =7. 2Hz. 3H) 3.07 (dd. J =9. 6, 14. 0Hz. 1H) 3.35 
(dd, J=4.4. 14.0Hz, 1H) 4.43 (a. J=7. 2Hz. 2H) 4.49 (d. J=5. 6Hz, 2H) 4.85 
(dd, J=4.4. 9 6Hz. 1H) 7.06-7.30 On, 4H) 8.12 (dd. J=2. 0. 7. 6Hz. 1H) 8.2 

7 (dd. J=2. 0. 4.8Hz. 1H) 8.63 (t, J=5. 6Hz. 1H) 




'H-NMR (DMSO-ds) 6 : 2.61 (s. 3H) 3.09 (dd. 1=9.6. 14. 0Hz, 1H) 3.35 (dd, J=4. 

4. 14.0Hz, 1H) 4.44 (d. J=5. 6Hz. 2H) 4.85 (dd. J =4. 4. 9. 6Hz. IH) 7.10-7.2 

9 (m. 3H) 7.46-7.55 (m. 3H) 7.90-7.96 (m. 2H) 8.81 (t. J=5. 6Hz, 1H) 12.03 
(s. 1H) 
^li6^J340 
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£mM2b\tmmv>l5&T-® : mU Nl-5-[(2. 4-5***V-l. 3-^7'/3>-5--f 

'H-NMRICDCI^ 6 : 1. 25 (d. J=7. 2Hz. 6H) 2.94 (sept. J=7. 2Hz. 1H) 3.19 (dd. 
J=8. 8. 14. OHz. 1H) 3. 36 (dd. J=4. A, 14. OHz. IB) 4. 50 (dd. J=4. 4. 8. 8Hz. 1 
H) 4.64 (d. J=6.0Hz. 2H) 6.61 (t. J=6. OHz. 1H) 7.00 (dd. J=8. 6. 9. 6Hz. 1 
H) 7.08-7.14 (n, IB) 7.25-7.35 (m, 3H) 7.68-7.74 (m. 2B) 9.04 (br. 1H) 
^^341 




mmeim\tmm<DJs&-?mmv. n7-5-[(2.4-^^v-i. 3-77 



'H-NMR (CDCI3) 6 : 3.19 (dd. J=8. 8. 14. OHz. IB) 3.39 (dd. J =4. 4. 14. OBz. 1H) 

4.50 (dd. J=4.4. 8. 8Hz. IB) 4. 76 (d. J =6. OBz. 2B) 6.98 (d. J =2. OBz. IB) 

7.03 (t. J=9.0Bz. IB) 7. 10-7. 16 (m. IB) 7.30-7.42 (m. 2B) 7.77 (d. J =2. OB 
z. IB) 7.83 (t. J=6.0Bz. IB) 8.06 (d. J=8. 8Bz. IB) 
H^342 




nm\iMtm&v>-%&r<:vm\s. ni-5-[(2. 4-v**v-i. z-f 7V^>-5-r 
;w ^ 5 1 ;n -2- 7 )V* □ ^ > v )V-2-y )V* o -4- ( mj 7 o ^ ^ >X7 ^ 
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'H-NMR{CDClj) 6 : 3.14 (dd, J =8. 8. 14. OHz. 1H) 3.33 (dd. J=4. 4. 14. OHz. 1H) 
4.44 (dd. J=4.4. 8.8Hz. 1H) 4.62 (d. J=5. 6Hz. 211) 6.97 (t. J=9. OHz, 1H) 
7.04-7.16 (m. 2H) 7.23 (dd. J=2. 2. 7. 2Hz. 1H) 7.35 (d. J=11.6Hz. 2H) 7.48 
(d. J=8.0Hz. 1H) 8.17 (t. J =8. OHz. 1H) 




HJg^261 t|i|«©^T^31 U N3-5- [ (2. 4-5?**V-l. 3-^7^7 >-5-f 

'H-NMR (DMSO-dj) 6 : 3.00 (dd. 1=9.6. 14. OHz. 1H) 3.28 (dd. J =4. 4. 14. OHz. 1 
H) 3.84 (s. 3H) 3.91 (s. 3H) 4.03 (s. 3H) 4. 42 (d. J=5. 6Hz. 2H) 4.80 (dd. 
J=4.0. 9.6Hz. 1H) 6.49 (d. J=8.4Hz. 1H) 6.95 (d. J=8. 4Hz. 1H) 7.06-7.15 

(m 2ffl 8.17 (d. J=8.4Hz. 1H) 8. 40 (t. J=5. 6Hz. 1H) 

HW344 




HJ£0il261t^©^T«lSU, N3-5-[(2.4-v:**7-l. 3-f777>5-f 

'H-NMR (DMSO-dj) 6 : 3. 03 (dd. J =9. 6. 14. OHz. 1H) 3.30 (dd. J=4. 0. 14.0Hz. 1 
H) 3.87 (s. 3H) 3.99 (s. 3H) 4.43 (d. J=6.0Hz. 2H) 4.80 (dd. J=4. 0. 9. 6Hz. 
1H) 6.95 (d. J=8.8Hz. 1H) 7.05-7.20 (m. 3H) 8.13-8.20 (m. 1H) 8.27-8.33 
(m. 1H) 8.63 (t. J=6.0Hz. 1H) 12.01 (br. 1H) 
^tfi^J345 
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NH 



mmm2si£mmo>i5itk?!m\s. N2-5-K2. 4-^**7-1. s-rrv? >-5-f 

'H-NMR (DMSO-ds) 6 : 2. 54 (s. 3H) 2. 98 (dd. J =9. 6. 14. OHz. 1H) 3.24-3.31 (m, 1 
H) 3. 82 (s, 3H) 4. 44 (d. J=6. 4Hz. 2H) 4. 79 (dd. J=4. 4. 9. 6Hz, 1H) 6. 95 (d, 

J=8.4Hz. 1H) 7.05 (d. J=1.6Hz, ID 7.11 (dd, J=l. 6, 8.4Hz. 1H) 7.45 (dd. 

J=1.6, 6.8Hz. 1H) 7.80-7.90 (m. 2H) 8.85 (t. J=6.4Hz. 1H) 11.99 (br. 1H) 

CI 0 0 



^ -^jy - 9 -^ b^^i2Jk=a. 5-y^7 □ d-2-bf'J 2k£2k£±£5 H 
'H-NMR (DMSO-dj) 6 : 2. 98 (dd. J=9. 6. 14. OHz. 1H) 3. 30 (dd. J =4. 6. 14. OHz. 1H) 
3.79 (s. 3H) 4.38 (d. J =6. OHz. 2H) 4.78 (dd, J =4. 6. 9. 6Hz. 1H) 6.94 (d, 
J=8.2Hz. 1H) 7. 13 (d. 1=8. 2Hz. 1H) 7.15 (s. 1H) 8.35 (d. J =2. OHz, 1H) 8.64 
(s. 1H) 8.94 (t. J=6. OHz. 1H) 12.02 (br. 1H) 



«#J261£|i^©#fcT$aJlU N2-5- [ (2. 4-5*** V-l. 3-f7 , /7>5-'f 
;W h>->^>v;W3. 5-v;*3\M/-2-hf'J 5*>#;W#*-»i-5 K£*§fc, 

'H-NMR (DMSO-dj) 6 : 2.31 (s. 3H) 2.52 (s, 3H) 2.97 (dd, J =9. 6. 14. OHz. 1H) 
3.28 (dd. J=3.8. 14. OHz. 1H) 3.80 (s. 3H) 4.38 (d, J=6. 4Hz, 2H) 4.77 (dd. 

J=3. 8, 9. 6Hz. 1H) 6. 93 (d. J=8. 4Hz, 1H) 7. 06 (s. 1H) 7. 10 (d, J=8. 4Hz, 1 




H«W347 
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H) 7.55 (s. IB) 8.28 (s. IB) 8.79 (t. 1=6. 4Hz. IB) 
»*W48 




^0y261£K8©#£T*a?lU N1-5-K2, 4-^**7-1. 3-?7»/9 >-5-f 

•H-NMROMSO-dj) 6 : 3.03 (dd. J=9. 0. 14. 0Hz. IB) 3.30 (dd, J=4. 0, 14. 0Hz. 1 
H) 3:69 (s, 3H) 4.16 (d. J=6.4Bz. 2H) 4.46 (dd. J=4. 0, 9. 6Hz. 1H) 5.59 (t, 

J=6.4Hz. 1H) 6.63 (d, J=8.4Hz. IH) 6. 95 (d. J=2. 0Hz. IB) 7.03 (dd, J=2. 0. 

8.4Bz, IB) 7.64 (d. J=8. 4Bz. 2B) 7.85 (d, 1=8. 4Bz. 2H) 8.95 (s, IB) 




^£g0U261 tmU<D^m-C9mVs NS-5- [ (2. 4-5*fr*V-l. 3-f7y7>-5--f 

■B-NMRfflMSO-de) 5: 3.14 (s. 6B) 3.03 (dd. J=9. 6. 14. OBz. IB) 3.30 (dd. J=4. 
4. 14. OBz. IB) 3.79 (s. 3B) 4.36-4.40 fan. 2H) 4.82 (dd. J =4. 4. 9. 6Bz. IB) 
6. 94 (d. J=8. 8Bz. IB) 7. 06-7. 16 (m. 2H) 8. 63 (s. IB) 8. 88 (t. J=5. 6Bz. 1 
B) 12.00 (br. IB) 
HfiS#J350 
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\ 



mmm\tmm<D^^mmv, N5-5-K2. 4-^**7-1. s-rr*/? >-s-r 

'H-NMR (DMSO-dg) (5 : 3.00 (dd. J =9. 6, 14. 0Hz, 1H) 3.28 (dd. J=4. 0. 14. 0Hz, 1 
H) 3.82 (s. 3H) 3.94 (s. 3H) 4.03 (s, 3H) 4.40 (d. 1=6. 0Hz. 2H) 4.79 (dd. 
J=4.0. 9.6Hz. 1H) 6.94 (d. J=8.4Hz. 1H) 7.05-7.15 On. 2H) 8.36 (t. J=6. 0 
Hz. 1H) 8.72 (s. 1H) 12.00 (br. 1H) 



H^261tPIil©^ST^3iL^ Hl-5-[(2.4-5WfVM. S-^7V5>-5-f 
;W *5-M-2-* h=^->^>> J ;W2. 4-> f ^nD-l-^>if>^;U*^-5 K£*§fc„ 
'H-NMR ((DMS0-d 6 ) 6 : 2.96 (dd. 1=9.2. 14.4Hz. 1H) 3.26 (dd. 1=4.0. 14. 4Hz. 
1H) 3.79 (s. 3H) 4.15 (d. J=5. 6Hz. 2H) 4.39 (dd. J =4. 0. 9. 2Hz. 1H) 5.82 
(t. J=5. 6Hz. 1H) 6.67 (d. J=8.4Hz. 1H) 6.70 (s. 1H) 7.02 (d. J=8.4Hz. 1 
H) 7.28 (d. J=8.4Hz. 1H) 7.88 (d. J=8.4Hz. 1H) 8.16 (br. 1H) 



Hi6^|351 
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1. -#5S 




7 0e3tt»lfclr*b6©A-f KP*->7;i^;P*,.0t3?l&lfcV>b6©A 
^KD^->7^^->S, fc*ftl&V*L6©A>f HD+yT^mS. ksUR 

^L6©75y7;w^*s, ^sci^wD60AD^>-fb7;^;^ smm 

fcn U6©A py >tt,7)Vn MRlXt^ L6©A oyMbTJl'WtS, 
^&2fc^W2©7JU33 1 v'7;Wl/g, K3&&2fc^L12©7;io : *v7;i'ii3r 
■v« ^«r?^U>,l?(7)T;UJ^->TJ^ ^^-^ 3?gf&3ftV>b7©->*P7 
BkmmU^V7<Di'$n7)V*)V**~/m* ^fi£&3ftV>L7©->>7P7 

;i/*;i^*g. ^^2^Vii>6©7;p^^;i/S. ^mi^2^vib6©7;^^;^^ 
->g. mmmi3.^v6<D7)Hr-)\,tt&> j%mmft.^\st<D7)v*r-)im. mm 

&2fcV>L6©7JU*:^M-*~>g, #*ft2fc^U©7;Mr=;W L **» e*3§ISc6 
fcV>U2©7'J-;i^ &*R6fc^U2©7'J-;M-*5'*» E*3StR6fct,>U2© 
7U-;i^**. ^Sc7^ViL18©7J^;P7'J-;i'*, p?liiR7&V>U8©7;i' 
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